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(57) Abstract: Compounds represented 
by the formula (I): [wherein R 1 to R 10 
each independently is hydrogen, halogeno, 
optionally substituted lower alkyl, etc.; 
X 1 is -O-, -S-, -NR 11 - (wherein R 11 is 
hydrogen, lower alkyl, etc.), -CR 12 R 13 CO-, 
(I) -(CR 12 R 13 ) m O-, or -0(CR 12 R 13 ) m - (wherein 
R 12 and R 13 each independently is hydrogen 
or lower alkyl and m is an integer of 1 to 
3), etc.; X 2 is a single bond, -O-, -S-, -NR 14 - 
(wherein R 14 is hydrogen, lower alkyl, etc., 
provided that R 14 may be bonded to R 6 to form a ring in cooperation with the adjacent atoms), or -CR 15 R 16 - (wherein R 15 and 
R 16 each independently is hydrogen or lower alkyl, provided that R 15 may be bonded to R 6 or R 10 to form a ring in cooperation 
with the adjacent carbon atoms and R 16 and R 9 in combination may form a bond); and X 3 is COOR 17 , C(=NR 17 )NR 18 OR 19 , etc.], 
pharmaceutically acceptable salts of the compounds, or solvates of any of these. 

(57)Sfe:A (I) : lit 1 ] R 1 ~ R 1 0 Lt*f, /\P^X LT l*X t, cfc IMHR7 

;u#;nr<*fcy, x'li-o-, -s-, -nr 11 - (c :t-r 1 1 r***Sfci*fi»T;u^r;u*) > -cr 12 r 13 co-, 

- (CR 12 R 13 ) mO-^fcli-O (CR 12 R 13 ) m- ( Z Z "C R 1 2 «fc tf R 1 3 lifc* L T*** f= liteiSRT 
;u*;u-efty» mf±i~3<©Mfc) *-c*y» X 8 li*tS*» -o- s -S-, -NR 14 - (Zi:-CR 14 f4***fctt 
ffi«r;U*;U*» R 14 l4R 6 t*l=»»-r-6J» : F-t-ltl=a:oTai*»RRLT*«fc^) 3=fcl4-C R 1 5 R 1 6 - (C 

z-q r 1 sfc^t/R 1 6 ii=&-traa:LT7K«*f=i4<6$&T;u^;u-efcy , r 1 5 iiR 6 *fciiR 10 t*ic^jt-r-5ffi 

*IS[?-i-||l=fcoTJ**»l*LT*«fc < » R 18 l4R 9 fc-#SI=ftoTlS**»*LTtJ:^) tfc l J, X 3 14 
COOR 17 $fcliC (= N R 1 7 ) NR 1! OR ls |tj55) US* *l*fli&*,» &©««±»ai*ft***fc 

i4-?-*Le,o!)5s«fi]iac 
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pT#&J: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, 
BW, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, 
DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, HR, HU, 
ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, 
LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NA, 
NI, NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, 
SG, SK, SL, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, 
UZ, VC, VN, YU, ZA, ZM, ZW. 

(84) *ttHf*3P(DttlMKy* £T(D««(Dj£J*fiM*<iir 
US;: ARIPO (BW, GH, GM, KE, LS, MW, MZ, NA, SD, 
SL, SZ, TZ, UG, ZM, ZW), a~7V7 (AM, AZ, BY, 



KG, KZ, MD, RU, TJ, TM), 3 — □ V /i (AT, BE, BG, 
CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 
IS, IT, LU, MC, NL, PL, PT, RO, SE, SI, SK, TR), OAPI 
(BF, B J, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, 
SN, TD, TG). 

2X?3- R&tffl&(DBl§iSfcotNTf*, fcm§£ft£tiZ> 
&pctJHz v hO)«SHfc»«a?*LT^* rzi- KtfflSIS 
(D^^>x;- hj £#K8o 
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m m * 

[oooi] fe^M^yy—^mmsmt^w- (wr, ppAR^-rs) r=*=.;*ws 

nftm<vMW£mwm^-x&%tmx-hthx\, ^o^^y- Gianni!: 

hi^x^mwmwftiotixx ^ 0 
[0003] ppARfem*<Dm^mm^vy?4ymm^&M£tixtev, °?tvj—&& 

j£LTV^„ Bf?LIS^*5V^rttPPARa^ PPAR 6 (PPAR 0 WtfjfxS^fcfcS) 
33 iOTPAR y (Z)3«(W:7^:7 0 ^ig$*l<Tl >5o 
[0004] jlS J5gjfiL^^^LTffl V ^hfix\ ^y^y^—hWtiPPAR a ©SHt-fbS^UfejfiL* 

[0005] 4^v^m.^\^^WMxh^ry^^^^it^mi-±ppAR y oy^VK-e 

^-r^a^ ppARy T=t^xhnmmH. mmskm, mmm^mmmtvxcom 
7Asy/^<^<- mm. s<—*i/y>m, s*±wBcm. mvkmwvv^, m( 

o 

[0006] ppar 5 ^m^mmwmm^mmmu^t'hy^^^yy^^^'o k<\ > 
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^tmm^tix&w, ppar 8 Tdt^u-im^mm, mmmm^^m^tnx. 

tt. mm. mmmt, r^n-^mmmit. mskrn. ^Kn— ^x, rwv 

mtm, mmm , ■nm^^m, to, r^y^^—m, ^—^>yym, ^ 
h*v&mm<vmmizttt^m^mxh%bLxMm£tix\, ^ mm^jcmmm 
). 

[ooo8] #ffJcmi*5it^#fF^:i^2^«ppART^^h^tt^#i-§a^ <D4k-&®& 
a*5o PPAR a *5 £U? (£fcte) PPAR y T=?=^bfiH4H:flfeiR*tbTV ^tf? 

ppar 8 r^—^HS^fcovvct*?*— ^^fBtt$*bTv^v\ -fy^u-y— 

[0009] m$Jcmitt4y^y—Mk&mmmt5nx\^fr\ ^m^mtitm 

ir%b. ^y^t/-;H©tIi©ttl#^M^5o fxr nrih4^ 
PPART^^Hgtt^ol ^-CfifB^^tvTV \ 

[ooio] m^m\a^y^y-Mt^mmm^tix\^K ^mmt&mtim. 

i?m -efc5 i 1 Hfl^^TV ^ PPART=f ^h^tt^oV >Tf2iEife£;ft/rV > 

o 

[ooii] #fF^cm5*3«J:Tj?6^^ N ^ry— Mk&&. ^fy-zH^l^i^V 
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[0012] mtJ&iKxz. ^mm&mm^h^y^y-Mt^mmm^tix^^o 
^ytm^m*T^^^hm&&^ir%^bmm£tix\ ppart^;^ 

[0013] #fF^cm8^^, <4y*w—Mk&mmm£tix\ ^„ 



PPAR a *5 J;t)? 5 T=* ^M^tt^— ^^M^^TV >5 C 



[0014] 



[0015] 



[0016] 



#fFl«l 



VM 



^IB||W099/11255^^Wh 
HWO99/58510^-?^W5/h 
HWO03/15771^-/-?^W5/h 
BfcW#fFffiJK^W&0558062#BI!»l# 
£WO0 1 /00603-5§v-^:7W h 
rWO02/ / 14291^^^V^h 
fWO01/36365-^v$:<7l>s* 
^^HWO03/084916^^^W5/h 
##f^i^l:^V^h ^VWvV ^h!J- (Current Medicinal Chemistry), 20 
03^, llOi, H267-280M 

fc Q ^y^yWV<D4f£^^&^ 

Ifeg^fitfeUfrfb^a*. mMw\(Dit^mt)AMVX, PPAR^^tt^^t<Bic 

miotic 
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[0017] *mm&. 



(1)^(1): 




x? 



v x3 

R9 R 10 



(I) 



ivvru— g^SWLTV^Tt>J;V^Ty— g&S^f LTV^~Ok £V ^ 

R 2 f*7Km, /M3^, tKndrv-, IHl^tLTV >{gf g&^£ 

T^Tt>J;^T^/K g$feS^rbTi^Tt>J;^T5A g^S^rb-o^Tt>J;i^ 
/V/jwM-drv^ ^^^^LTv>-ct>J;v>Ty— /v^/^- A^j-a^ WM^^ 
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dr-/K B^S^f LTV >Tfc £V >TU — /^fctteijUitfSr^rL-CV N ~Ob=fcV 
Tt>J;vMSjRT/i^f-/K B&£«rWLTV^Tt>J:vM^T/i'^~/K HMfLt 

LTv^Tbiv^mr/^/v^K Bt&^&^LTv^-rfcj^T^vK b&S^l 
y — /v^-dri/, fijfcg^LTv N-cb £v ^ry— /i^^-^ttBift^Sr^ru-cv ^t^j; 

Afefcrasife^Sr^rLTv ^xt> «tv >ry — /v-e$>«9 , 

X'fi-O-, -S-, -NR^-C^^-trR 11 ^*^, B^*^fLTV^J;V^mT/V=3r 
/K Ba^^LtVTfo^TVyK B^*£WLTV^TbJ:vMMT/V:3r/K*/v 
;fc~/i^fc{2fitfeg£WLTV>Tt>J;i vry— /v^/v*^/v-e$>§) , -cr 12 r 13 co- 

, -(CR 12 R 13 )mO-, -(CR 12 R 13 )mS-*fc:«-0(CR 12 R 13 )m-(^^-eR 12 *5J:TJ?R 

x 2 fct3M$£\ -o-, -s-, -so-, -so -CR 26 =CR 27 -(^^-eR 26 *5j:u?R 27 

2 

«^^M57:LT7K^^{*MT/^/v-efe5), -NR 14 -(rr-eR 14 {i7K*. B^ 

^^LTV^T^V^MT/Vdr/K fi&^&^LTVvTfc.fcV^TV/K Bifc^^ 

ltv ^-ob £v ^jKT/V"¥/^/^^/w*fc«fi^^^L-cv >-ck £i ^ry — /k* 

/V/jwvT&S) , -cr 1 V 6 -(^^TR 15 SoJ;Tj?R 16 ^#^Mi:LT^K**7t{iM 

7;V^/V-efe5) *7t«-COCR 24 R 25 -(^^-eR 24 *5j;TJ?R 25 «^-^ MVlLT*^* 
7t fi{£jKT/Vdr/V"e*>5) T&«9 , 
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X 3 ttCOOR 17 , C(=NR 17 )NR 18 OR 1£ \ 




N 



Tm 10 t^\mmir%mmm^b~m^<>xm&KmL'Xh£<, r 6 « R 9 t^Km 
mir^mmm^t-m^<>xn^nm^xhx<,R 6 nR 15 ^xxfR 16 t^\z.mmir 

zfcmm*t-mizti:<>xm&&f&L>xh£<. r 6 « R^bm-mm-r^mmu^-b 

-i(u^otiMLt!)j:<, r 9 «r 16 £— ^l^ot^MLUi<, R 9 

«R 10 ^-^{^oTli^^b-C^J;<,R 9 «R 25 ^-^^^oT^^^bT^ 
i<,R 9 ^i^R 10 {iR 15 ^*^^i-^^^^-^^oTli^j^LT^j:< 

, R 10 [iR 15 i-il^o-c^MLttJ:<, R 10 f*R 15 ^*^^i-§^*J^^- 
-C^£*b5te^ U&U R'^^g^^T/^/^^oR^^lFR 7 ^ ztt^^n^^^ 

2 

(2) r 1 ^/nh^v, mM^^x\^xhi^^Bcr;v^r;v, t^|S^tLrv^t 1 ^) 

(3) R 2 ^ /Mn^rV, S^^fLTl>-Ob £V >{gi^T/V3vK WM^^X\^X 
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mam. 

wry— /v-c&s, (i)fB#£»ffc-a^ ^^^JifF^tts^fett^fe©^ 
(6)r 5 , r\ R 7 *5J:OT 8 {i#^M5i:b-C7K^, ^n^V N giftSSrWbTV^iv^ 

xfR 10 tmcmmir^mmm^'t-mK^xm^nm^xhx<, r 6 ^ R 9 tmm 
zfcmm*k—mtt<>xm&&f&L-xh£<, r 6 ^ R 24 tmmmir%mmm^-k 

mb, K 9 ^xxiR 10 nR 6 tmmmi-^mw^t-m^^xn : t^^xhx<, 

R 9 ^ R 6 i*^^i-^^^ig^i:-^^^o-C^^?f^L-C^j;<, R 9 teR 16 <k-iNf 

i^iot^MLtfej;<, R 9 ^R 10 t-mK^xm^nm^x^x<. r 9 «r 25 

<^-^^^oT^^^LTtJ;<,R 9 ^J;^R 10 {iR 15 ^*^^i-^^^^-i: 
— *&^jfeormSrM^b-cbJ;<, R 10 !iR 1 ^-ii^ot^MLtt)j;<, r 1 

0 «R 15 ^*^PSi-§^^^•^-^^oT^?f^L-CtJ:V^ % (l)|E«(D^ 
(8)X 1 ^o, S N NR 11 (^XR 11 fe7kmttUm&&&^L.X\<^Xh£\<^i&mT/l'3c 
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2 

ry— ^tcn^Tun^M) , mM^^x\^xhx.\^mkT7v^;vmM^t 
ry— /v(®m^^bT«, /M3^v)-efc<9, 

r\ r\ R 7 *5j;Tj?R 8 ^#^a57:bT, ^n^V, »#IS£;tLTv>-oi>J;v M£ 

2 

X 3 {iCOOR 17 , C( = NR 17 )NR 18 OR 19 , 

Wb3] 
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(B.U R 6 «R 14 ^*^^-r^^^-^t-^oT^^?f^bTti<, R 6 «R 9 *5J; 

^W«(:/j:otiMUfcJ:<, R 6 te R 24 £*«^i-3^f?fjJjC^ 
-it*otSML-ObJ;<, R 9 ^R 16 i:-^^^o-rM-^^7T^U-CtJ;<. R 9 

(11) X 2 ^^|i^ N O , -SO-, -SO -^^-CR 28 = CR 27 -(rr-eR 26 joJ:t^R 

2 

( 1 2) X 2 ^5-CR 15 R 16 - (m?R 15 ^^K^*7t fe^MT /V3r /VXm % R 16 ^R 9 i:— ^ 
^oT^^^cLTV ^5, *fc«R 16 «R 9 *5J;Tj?R 15 «R 10 i:^-^ -il^otlS 

(13) X 2 ^-NR 14 -(ri-eR 14 «^K#, {£f*T/^/K TvVK 1MT/V3vv;V1^ 
-/k^^R 14 f*R 6 <k*^^«i^^-^-^^^oT^^^b-CV^) , -CR 15 R 

16 -(^«R 15 ^^T^ 16 «R 6 i:#(3:p^-r§^^^^-^^7feoTm^^bT 
v^§,R 9 ^j;OT 10 ^R 15 ^*^^i-^^^i-^^/ c ^o-c^7#^b-Ctj;< 
, £fctt\ R 15 ^R 10 ^*^Pgi-5^*JS^^-^^^oT^^7#j^^^oR 16 ^R 9 i: 

-ft^ot^^MttV ^) *fc{i-COCR 24 R 25 -(rr-eR 24 «R 6 i:*tp^ 
i-^^*ig^-i!-|t^^oTm^^^^oR 25 «R 9 ^-^^^oT^^Jf^bT 
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-ClvObil^T^/K S^^rb-ci^-obii^A WM^^X\ ^Xh ^ 

v ^ ^ry — /i^;rafcttg|fe£«rWLTv >-ob «tv ^foiis:ltfe!5 , 

X 2 ^-0--Cfc«9, 

X 3 ^cOOR 17 (^XR 17 fe7km~£fcfei&mT/l'3r/VX&%) X&Z, (l)ftM<Dfc& 

(15) R 9 «R 16 ^-^^^oT^^j^bT*5<9 , 

X'^-O-, -S-, -(CR 12 R 13 )mO-^fc{i-(CR 12 R 13 )mS-(ir-eR 12 *Dj;tJ«R 13 

m^XikmitfztefaMlT/VZc/VX-fo*), mliilSCDWgldX&X). 
X 2 ^-CR 15 R 16 -(ir^R 15 fi7k*^cf*MT/^/V-efeS9,R 16 ^R 9 i— ^^/^o 

x 3 ^coor 17 (rr-eR 17 ^^K^*7i{iMT/v=3r/v-efe?,) -efcs, (i) mm<Dik& 

(16) R 1 ^/Nn^V, mM^^X\^^MCT;V^;V, g^S^bTV ^T^> £1 ^ 
X'tt-O-, -S-, -(CR 12 R 13 )mO-^fc«-(CR 12 R 13 )mS-(^r-eR 12 *5j:t>^R 13 
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x 3 ^coor 17 (r^-eR 17 «7K^*fcfiigMT/^/v-efe§) -e*>5, (1) fBfcofb-S- 

( 1 7) R 9 *5 J; tm 10 dS# * ^57IbT^K^-efe«9 , 

x^-o-, -s--efc«9, 

T&fci/tvs) . *fc«-cocR 24 R 25 -(^-eR 24 «R 6 ^*^^i-^^mj^^-^- 

^^^oT^^^d^oR 25 «R 9 ^^^^^o-C^^^bTV^)-e*>(9, 

x 3 iicooR 17 (rr-eR 17 ^7K**fc:^igmT/^/v-efe§) -efes, (i) mm<vik& 

(18) R 9 teR 16 b-mz^Xlfe&&Km^Xte<0, 
X'te-O-, S-Xh<9, 

x 2 ^^R 15 R 16 -(^xR 15 nR 10 tmmmir^mmm^t-m^^xm^nm 
m-r^mmm^-t-m^oxm^^x^^xh^), 

(19) R 9 teR 10 t-m^j:^xm&Kmvx$oiQ , 

X'^-O-, -S--Cfc«9, 

X 2 «^^*7t{i-CR 15 R 16 -(rr^R 15 ^J;tFR 16 «^^^57:LT^m^c{»m 

x 3 ^coor 17 (^^-eR 17 ^7K**7t«MT/v^/v^fe§) -e&3, (i) mm<Dik& 

(20) 5£: 
Mb86] 
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v^t>J;v^^T/Hr^/K glfcg£WbTV^Tt>J;vM£iRT/i^~/K Bife^Sr^r 
/K g#^^bTi^Tt>J;v^2}-#/i^^f/K gglS^bTv^-ofciv^/w* 

ry— /^-^fctemms^rb-o ^ «tv ^T^st^s-efc^ 

R 2 fcbfc^ ^nyy, tKn^v, e^^TbTV >~C& £\ M£iRT/i^/K 
^bTV^t>J;V^$T/K^/K fiifeS£WbTV>T&J;V>i£jRT/1^~/K 
^WbTV>-OfeJ:V>'fg^T/V=3=arv'. #/v*K3rv\ g#S^rb-a^-cfeJ;vMM 

rvvrfcivvr^/K Ktfe^&^bTvvob«fcvvr^A g^K^bTVNT^iV^ 
/w^-f/K ©^K^bTi^Ttii^^/v/^-iVK Btfc^&^bTv^-okJ; 

bTlvCtxtWry— /K g&^^bTV^J^Ty— /l^driA g^S^WbT 
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v^&T/i^/K Itll^tLtv ^t) ^UT^^^, g^S^WLTV ^xh 

R^itFR^^^^^LTTK*. AP^y, tKn^rA ^TA gmS^LTV> 
tvvo&J;v^a ttS^fLtv^t^)j;v^^y, gmsWb-a^-obJ^Ty 

, - (CR 12 R 13 ) mO- N - (CR 12 R 13 ) mS-^fc U~0 (CR 12 R 13 ) m- (^XR 12 ^XXfR 

13 fe&*m&i,x7km&fcni&mT/^ux&<9, mij:i^3©it-e^) x&v. 
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R 5 , R 7 *3j;TJ?R 8 ^^->{r^37:LT, tK^, MUpSr^rbTV vrt> £v ^^T7V^r/V* 

(22)5£: 
Mfc87] 
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R 2 f*7Km, AP^, tKndrv-, ttl^tLTV >tt ^§7;V^, 

^"L-cv^-c^iv^igMT/v^/v, mM^^x\^xhi.\^Wcr;v^;v, WM 
/v^-/v^-df-^^ ^^^^LTi>Tt>J;v>Ty— /K*/^— /^3rv\ Mi&^^f 

m^x&<9, 

r\ r\ R 8 &£TfR 20 fe&*m±Ll.X7km, ap^V, fcKn3rv\ g^^fL^ 

y — gma^u-cv ^ ^y-/v^;£7cj3:gms£irL-ci >-ob «t 
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tfwv^fcteg^S^WLTi N-ofc £i ^y— /K*/v*jwv-efc3) % -cr 12 r 13 co- 

, - (CR 12 R 13 ) mO-, - (CR 12 R 13 ) mS-tfcft-O (CR 12 R 13 ) m- (£rT?R 12 *3 XXfR 

(23) R^sfiife^Sr^vci ^Tfe«tv ^ry — /v-e$?«9, 

R 3 feJ;tJ«R%*-efe«9, 

R 5 . R 7 *3«ttm 8 ^*^-Cfc«9, 

(24) 5£: 
Mb88] 
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r 2 {*tK^, /Ma^y, tKn3rv\ fiife£&^L^Tt>J^{^T/i^/K 

/^-/k^df-^ ^^^^LTV>-Ct>J:V^Ty— /k^/^- /^drv\ M^^^f 
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LTi^T^ii^7^T/v3vv^}\ gi&S ?rfLTV ^xh £v >T^/K Mi&X^fb 
y — ;vtt*s, mM^&^lsX\ ^XhX\ ^TV— 7V^-^tz.\^mM^ i k^X\ ^XhX 

*~/^fcteM#S^rL-CV^t>J;V^y— /V^/V^—ZVX'foZy) , -CR 12 R 13 CO- 
, - (CR 12 R 13 ) mO-, - (CR 12 R 13 ) mS-^fc^-O (CR 12 R 13 ) m- (m?R 12 :£> J: TJ?R 

R 15 ^ig0T/^/P-efe«9 , 

R 17 «^K**^^MT/^/v-efc§) X^isftZik^m, t<DWm±M^tiZ>M. 

(25) R^g^S^TLTV £V ^Ty — /V-Cfe«9, 

R^sg^^^^-^Tv >-ct> £v ^i&mr/^/uxh'O , 

R 3 $o£TfR 4 &7kmX&V, 

(26) fjf 5&Jg (1) - (25) (DV >T*uW£fBife£>>f t^ife, *©^±ff&$;h^ifc§3fc: 

(27) (l)-(25)(DV^-f^^-fB*^b^, ^rCD^_hfF^$^^*fc«^r^ 
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(X1)^(I) 

MM 




a) 



R 5 , r\ R^^tm^^aft&LT*^ ^n^V, fcKn^->, BlSl^Sr^rbTV > 
Tb«tVMBJRT/V^^ mM^^X\^Xh^^WCT;V^r^;V, m^&^^X 



WO 2005/054213 



20 



PCT/JP2004/017706 



x'te-o-, -s-, -nr'^C^^-cr 11 }*^*, M^S^rbTv^tJ^ig^T/v^ 
^^/^^fc:^iM#S^#bTv^TtJ:v^Ty— /v^/v^^/v), -cr 12 r 13 co-, -(c 

R'V^mO-^fcfi-OCCR'V^m-Cr^^R'^iOT^^^^^ALLTxK^* 

x 2 ^^^, -o- -s- -NR 14 -(^-CR 14 te7k5{f , gm*^^b-cv^-c^>j;v^^g 

16 -(^XR 15 $3 £TfR 16 fe&* m^X7Km^U f &MT;V^ r ;VXm, R 16 «:R 9 £ 
X 3 i4COOR 17 , C( = NR 17 )NR 18 OR 19 , 

Wb5] 

o 
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(X3)R 2 ^7kJSf, /m^V, t^S^tLTV^Tti^ttT^^, ItS^fL 

x^xx ^ry— /v*7i«g^^Wb-cv ^ x\ ^ry — /i^^-efes, (xi) fB#© 

(X6)R 9 *5J:^R 10 ^Jk^^^-e^, OLDmWXDfc&m, ^(Dzfu^yJf, ^tfbh 
(X7)X 1 ^0. S. NR 11 (r^R 11 r4***fcttS#I^^LTV^J:VM^r/l> 

2 

(X8)X 2 tf5^Jji^&fctt0^fc5, (Xl)fBtt(D^^, ^(D^nK7^\ ^*i<b<D 
(x9)x 3 ^/^^>-e^^ (xi)feic<7MfrS^ Zzoyfnyjy? ^ ^fihco^m 
(X10) (Xl)-(X9)(DV>i 2 ^^-fE*<^^^#), -?:(D7VK7^\ ^tfih(Dmm 
(XI 1) (XI) — (X9)CDV>-f^^^lBft(D>ft;^, -ttf^nK^s^ ^tthbtDmM 

(0*lXttJLfBffra^fc©5*>, x 3 ^cooR 17 -e$3*9, x 2 ^-cR 15 R 16 --e$5«9^ ^, 0 r 
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[0018] zbte, ±mt&m. *<Dwm±ffr&£tiz&?fctttib<Dtffl&m&&*irz 
zt&ftmtir^ wAR^mtM^ n\.<nmm^m, mmm. mm, mmmit 

[ooi9] %\\(Dwmt\^x^ ppAR^mt(Dfctb(Dmm. mv<femmjkm. mmm, mm. 

[0020] m&(Dmmm^mhfrt£t&v), ^mmit^mmvART^^v^m^^ 
, *mwik&mnmm&. m^mm^m, mmm. mm. wmmt. ttv-j*®. 

[0021] ^^B^W^T, r/Nn^Vj^», 73/3^ Mm^XXfB^m^^ir^ 

[0022] mm.T;v^jv\tn, ^##ci-io, m^<n^mwa-6, $^>^0*b<«^ 

fcVK ^yy°nfc7K n-y^vK -YV^VK sec-y^/K tert-y^/K n-^y^- 
[0023] ^^g^lW±(D^fi^^i-?,^^m2-10, 

-/v^^-^ o ji^ift^tefc^vK yn-<^/K ^-yyn^^/v, y^/K ^yy 
^-/v, yv^/K yy-ym-/K ^>-^r-/^ ^y^y^r-/^ ^>-y^m-/v N ^ 
df-i^/K /fy-^df i?rvK ^arf-y^rvK ^y^r-/K ^y^-/^ y^/v^oX 
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^nt^/i/, ^.y^-;v, ^y^;v, ^^f^v, t^^^/v, y^^/k 

[0025] rg&sSrWl/ri ^xi>£\ ^mr/v^;v\ , rg^^iTLTv >Tt> £v ^§7;v 

Kn3-v\ gm^^UT^Tt>J;^i£^T/V=3^>\ r^A {Si^T/V^/VT^A Ty 
— /VT5A ^^ngtT^A TvvKT^A {£mT/v^v^/MK~/vT^A tAsjizf 

3riA y\/V7r^4/V^ ^MCr;V^;V^;V7r^^, {MT/V^/K^/VtfwK 
g^S^rbTl^Tt>J;l^Ty — /K g^S^WUTV^TtjiV^y— /V^-dr^>, 

y^ M^^^bTv^-ctJ:v^Ty— /^/v^^/v^^, gi&S^rb-c^-ofeJ;^ 

/k^/K tKndrv"jg;^T/V=ar/V. ffi^T/P-^/K {St^T/V^v^ TV—/V$MT 
, {MT/V^/V^-;^ T5A t&MCT/V^rsVTK;, Tis/V^ T^y/V^r^y^ *yTS, 
[0026] rg^^^urv £V ^I7^^VJ , rg^^^rbTv >"Ob £V ^^T/V 

^j£LT#mxte^M*yA t^yvA. tv<9$?A :?y/K ^^^/v^«t°y 
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[0027] rxM3y/{gjRT/v^/wj, rtKn^viBjRT/i^/i'j , Mi^tvvc^v.u i>m**v 

[0028] rg^^^-b-rv >-ob £v ^^r/^^r^j , rg^^^ru-cv >-ob £v ^^T/v 

[0029] rr^/Hi!{*(a)^^i-io, $e>^*u<r±^*Sfei— 6, I^IU^I 

[0030] rr^/vr^yj 33 XTfifTi/fl'tti/i ©r^HfP^tt_hiB rr^/vj tiRHH-cfcSo 

[0031] re*feS£r#iyri ^-cfc «tv ^t^/vj <z>eifeS£:iycf2_hfE reifeS&^iycv >-c*> 

[0032] rgjfessr^riycv N tt> £v >y^yj (DmM^t\,x\-±±M rgUissr^rLTv >-n> £ 
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[0033] rg^^^-bTv ^ £i vfr/w^^j , rg^^^brv >-c& <tv vf-HrUrv* 
fC/^i, ^m^^^X\^XhX.\^jv^^4;v^r^yu ^WM^^X\^Xh 

[0034] T^nT/Vdr/Vj tit, ^Wc3—8, &i^<fe5ifc}-Z6<DWfc<DTsV>3c/l>&&$ 
i~§ 0 Af*W^«, ^n7°PtVV, i/^n>^/K i/^n^^/V. v^n^SrvvK 

[0035] rry— /vj y^/K ^-^/k T^MJ/v^^^^^^hy/^^^-r^o 

[0036] rg^S^bTV>T^J;V^Ty— /VJ(^®$^S^LT«, #^?eigc<D&l^.gS9, _h 

[0037] rry— /v^v-j , rry— /v^^-j , rry— /MMyw^iyj , rry— /vr^yj & 

it^Try— /v^/v^/v^iyj (Dry— /vf^f* JifE rry— /h i^#-cfe^ 0 
[0038] rg^s^u-cv^-c^iv^ry— /v^i/j. rg^s^rWL-cv^-ctiv^ry— 

fBao/^v >rr?k -his rg^s^WbTv >-o£> £v vry— /vj ©til^Ntt^5 0 

[0039] r^n^^j o, s&&Tmfrhfcm^mfci5fL%^rim>ttnfo 

t°yyv-/K t°y^>^/K tf^v^/K hyryy/K hyrv^vK ^h^yy/K ^y 
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^iJ-yy/K ^iJ-xy/K ttwryy/v^ ^y^rxy/K ^rxy/K ^t-jt 
yy/K yy/vssj;^^— /v#o5— eM^^nry— /v;^r^Ky/v. -ry-fy-Ky 
/v, -fyxxy/K -iVKyv^/K =^yy/K >ry^yy/K v-yyy^/K y^v^/K 
^yy-/K ^y^ys?~/K ^y^y^/K yy~/K xxy v^/k ^o-Xfc°y^ 
/v. ^^xv5:xyy/K ^^xvy^-^^yy/v, ^yx^u-yy/K ^yx^riJ- 
v^rxy/K ^yyvy^-rxy/K ^/fr/y^, ^yy^r^rxy/K -<yyy 
y/K ^y^^xyy/K ^<^y^^/K -ox>yryy/x -i^xxfy vVk hyrx 
nt°y >vk ^xx^-rxy/K t^vVtryXv^/K ^r-xxy— /k xt^tKn^yy 
/v, 7^h7tKn--<^y^3i-/v^(Z)2^(D^i^^^n#^:S;^/w^yy/v, rxyx 

^y>y7^<D3^(D$i^^C2^^;^^Ky-7V, v^rl^/K x-f5^/x 

-r^xxyx^/x -f^xyy— /x tfxxyx^/x t°xyy^/x tr-^y^VK tx<yxy 

N tf^X— /X t°^yi^y, ^e/y^y^/X ^e/v^yy, X^XTX^/X XtRntfy 

[oo4o] r 1 ^ j;tj?r 2 ^lto r^^n^^^j ©0*uv ^tttry X/x ^/v^yy , t°^7^ 

y£fc«:t 0 -<yxy-t?;fc3 0 
[0041] rgglSSr^TLTV ^"Ob <£v ^Xng|5« j <DgmKte_hfB rgm^^xtv >Tb 

«tv ^y— /h iri^#-efe^ 0 

[0042] r^^n^T^yj 0V^nS*U#tt-b!B r^Xngt5£Xj ^|U^fc5 0 

[0043] rR 6 ^R 14 ^*^^i-^^i-^^^oT^7#^J«,*fc{irR 14 ^R 6 iJk 

^^i-§l-3<D^aM^^o4-7M^^7#^i-^r^^#*i-^ 0 ^<Xi?X 

, -yxk— /v, -<yxvxxx— /v, ih-wv^x— /k 2,3-xtFwyK— 

, l^^^-^h^tKn^yy^, 2,3-XfcKn-l,4-^yX;^lFv ; X 2,3-XtKi^y 
Xfr/-;V, 2 ) 3-v ? tKn^^X^-dri^-y— /V, 1,2-XtK^dryy^ 1,4-XfcKndf 
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#(Rf5> /m^V, tK^drv/, g^^fL-CV^J;v^0T/^/K g^^^T 

am 
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OS;*, 

r\ r\ R 8 fe&*m±tVX7km, ap^V, tKn^v, glfeSSrWUTV vCfciV MB 

wt5:a e^s^b-cv^-cbiv^ry— /v. g&S£-;fivrivrt>j;ivry— /v*- 
/^fc^g^s^rWLTv >rt«tv ^ry — /v-e&9 , 

J:vM£jRT/^K B&^&^LTV^J^{B&T/i^~/K Bift&<8r^rL/rvvr 
^iiMMT/v^/K B#IUSr^rb'rv^J:vMSjRT/i>3^>', BlfeSSr^TL-C 

Tt>J;v^A MlS^LTV^tiVM^A fiJfcg£WLTVv-ot>J;vvry— /K 
g^S^brv >-ct> «tv ^ry — /v^-drix, g^s^rbTv >-ct> >ry — ;v^-^ 

x'fcfc-O-, -S-, -NR^-C^r-CR 11 }*^^, Slfeg£#LTV>Tfc<fcV>iBi&T/l'3r 
/K BffcS£^LTV^T 1 fc>«fcV^T'>'/K BifcS£^LTV^Tt>«fcVM£&T/l^/l>;*/l' 
^^/V^ttg#*^L-CV^-C^J:V^Ty— /K*/V/}wk) , -CR 12 R 13 CO-, -(C 
R 12 R 13 ) mO- - (CR 12 R 13 ) mS-tfcii-O (CR 12 R 13 ) m-(^^-eR 12 fc J;t*R 13 fct 

tt, -O-, -S-, Hfcfc-S-X&Z)) , 

[oo44] r R 6 ^ R 9 ^ £xFR 10 nmmir%mmmi L t-m^<>xm&&m} -r^ r R 9 
*5 xxfR 10 tR 6 i-imm-r^mm^-t-m^^xm^mi ~rz>t^ R 6 tR 9 i3x 
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mM^^x\^xhx.\^2n(D^nnx^ 0 m%.&, -*vk— /k -<yy^y 
cn^, ^/7?y, ^^-wy^^y— /v, ih-wv^a-/k ^y^y* 3r7-yy>- 

, -ry^/y^, 2H-yny^, l.^tKn^^V^, l,2,3,4-^hytKn^:7ywy# 

SSrWiyr v vo*> j; v ^y y u>^) j *3 «£ rg^s^urv ^xh x v ^sto-^ngt 

Jogt&Sf*. ^co^<^V^_h<D©i^^^|^#c>g^^^:Tj?^-dry^-efe§ 
o M#S^bT«, f?!jx.«\ /nh^V, tKn^, S&g£^LTV>TfcJ;vM£$fcT/i' 

mm&&^x\,^xhx\^mm8-ii<Dm<D$kmmm^ m&m&m 

brv >-n>j:v ^7^^y j *d j:tj? rgijissr^rbTv ^-ob «tv >2^<d^ ^ngt j ©0 
Wb7] 
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R 5 , R\ R 8 &£T$R 20 -R 22 n&* m±L^X7km, ^M3^V N tKndriX, g^S^W 
X'te-O-, -S- -NR^-^-CR 11 }***, gmS^WL-CV^-CtiV^MT/V^r 

^^/^*fc^*g^^S^WbTV^T^)J;v^Ty— /v^/v^^/v), -cr 12 r 13 co-, -(c 

R 12 R 13 ) mO-, - (CR 12 R 13 ) mS-tfc {S-O (CR 12 R 13 ) m- (^^-CR 12 ^ i TJ?R 13 }3 

tt. -o- -s-, #&£-s--e&5) , 

R 15 , R*\ R 2 %^tFR 27 «#^a^L-C7K**fc«i£^T/^/V-e$>«9, 
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[0045] tR 6 teR 9 tmmmi-%fcmm^b-mKft<>xm&i&}&}i-z>. -at^m^^t 

*ymx$>% 0 g|feg£LTf3\ ^o^V, fcKn^V, Sife^Wbrv^ 
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OS;*, 

K\ r\ r\ R 20 &£TfR 21 t-£&*m±LL,X7km, '^n?^ tKn^rv^ TO^tL 

^WbTi^J^'MT/^/i^K B#l£<£^L^TfcJ^T'>vK 
;ftVtvvOi>J^T^A S#^&#LTV votary— /K M^Sr^brvvrfcJ: 
v ^y— /i^ne-a iiS^tLti >Tt £v ^ry— /v^*7t«M^S^LTv ^ 

, g&K£WbTV>TtJ;V>>f£^T/V^v\ StfeS3r^bTV>-Cfo«fcV>T^*7m 

g&SWbrv >-o& <tv ^ry —)vxm , 

x'f^-o-, -S-, -NR n -(ritR n it7ki, B*feS£*bTV>Tk«fcVM£&T/l>^ 
/V, etSl^^TbTV^-CfectV^T^/V, M^^^bTV^tj^VN'lS^T/V^r/^/V 
^^/V^c«g#*^Wb-CV^T^J:V^Ty— ;VWfc~;V), -CR 12 R 13 CO-, -(C 
R 12 R 13 ) mO- - (CR 12 R 13 ) mS-*fc«-0 (CR 12 R 13 ) m-(££-CR 12 *5 «fctm 13 {3 
#^M37:bT7K**7t{«mT/Vdr/V-efe«9, mfctl — 3<£>^$0 (#f£0*b< 

-o-, -s-, <Kri;:-s--e*>5) , 

x 3 ficooR 17 (^^-eR 17 «7K^^«i£f*T/^/v) ~e&5) -e&3 0 
[0046] rR 6 ^R 15 ^oj:tj?R 16 ^^i-§^^j^^-^-^{^o-c^^^ji-§, ^fctarR 1 

%^I^R 16 ^R 6 ^^i-§^^^i-^^^oT^^ji-§^^,R 6 ^R 15 *5 
>\ -fy=¥7y^, 2H-^n^>\ M-v^Kn^^V^ 1,2,3,4-^h^fcKn^-^V^ 
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T/V^r/K g^^^L-CV^-C^^V^MT/V^r^/V, WM^&^XX ^Xh X\ ^ 

o 

Wb9] 
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OS;*, 

K\ r\ R 8 te£ZM. Z0 -R 2Z fe&*m±tL,X7km, ^n^y, fcKndrv-, gM?rf 
LTi^-Obii^^T/i^r/K g^^^LTV^£vM£^T/Hr^vK g^K&- 

JRT/V^/K g^^LTV^iVMMT/V^/K mM^&^X\^Xh£ 
V ^Ti//K e&S&WLTV ^Tt> £V ^MT/V^/l^/V^/V^cteg^^WLT 

/*rv^fcteg#S^rb-Cl^-ObJ;l^Ty— -cr 12 r 13 co-, -(c 
R 12 R 13 ) mO-, - (CR 12 R 13 ) mS-*fci2-0 (CR 12 R 13 ) m- Z.XR 12 &> <£OT 13 te 

«\ -O-, -S-, #{£-S--Cfc5) , 

X 3 teCOOR 17 (rr-eR 17 «^K^^cfiteMT/V=ar/V) "C*>5) -C3>5 0 

[0047] rR 6 teR 24 i: mzm&tt&kmm*k—mzte'3xn&m&} -rs, tr 24 «r 6 
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TV ^TbiV ^*^8— 1 KDM^^mM J rg^^^LTV ^Tt> £V 

g^^WL-CV^-C^iV^MT/V^drv-. gm*£WLTV^T 

^-iy, S!&S^rbTV^TbJ;V^Ty— /i>^*\ g^^^rLTWCtJ;V^^PSt5£ 

df-y % /Nn^V, tKndp^, gmS£^LTV^J;vH£^T/l^ar^ ItS^tL 
TV ^TbiV ^^T/V^r7^^-, g^X^bTV ^t>£V ^^T/V3r/V^W3;LV ^ 

o 

WLTV £V ^2^£>^u^j *LV ^rR3\ 
Dffcio] 




R 5 , R\ R 8 *5itJ?R 20 -R 23 «^^^5i:bT^:^, /Mn^V, tKn^v', 

LTv^ivHSmr/i^r/K M#^^LTv^TbJ;vMMT/i^vK 
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^^^7^^^^gi^X^#L-Cv^Tt)i;v^Ty— -cr 12 r 13 co-, -(c 

R 12 R 13 ) raO-, - (CR 12 R 13 ) mS-^te-O (CR 12 R 13 ) m- r^R 12 :£>£TO 13 te 

^^m^xfcmitfzA^m.Tsv^/vx-foio, ravtis^mmxm (#^?i£l< 
x 3 {icooR 17 (^xK 17 \^mwm.^mT;v^;v) x&z>) xfo% 0 

[0048] rR 9 ^R 25 ^^^^^oT^^r?f^J 1*5, rR 25 {3R 9 ^ft^oT*£l^ 

Mfcii] 




OS;*, 

R 10 *3j;^R 24 ^^^57:L-C7Km, ^n^V, v-TA g^^UTl ^ £V ^ 

r^y ^gi^s^bTv ^Tt^v >ry — ;vxm , 
X 3 !tCOOR 17 (^^-eR 17 ^7K^*/t«te^T/v^/v) x&z>) 
X&ZZ.b&MM't&o 
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[0049] rR 9 |iR 10 i-^[i^otSMj -ratttx R 9 ^R 10 ^ 0— 3<D^n|j§^£r# 
^n7;^y(^n^n/^, 9 s9xrf9*y^ l/pv^fry^ l/fn^^^ 

<£>e*feg-e#>5o e*fe££L"CH:, ^n^V, fcKndf^ BifegSrWL-CV > 

^5b\ m&m&ftL>x^xh£\,^mm-7<Dfcmmmm^ mmm^i^x 

v £v ^3M#) J *3 it^rg^^bTv >-ob £v t|igij <d0£lv 
Mbi2] 



<y- R2 ° Q- R2 ° 

x2 ~^ X3 ^.x^x* ^.x 2> S< 8 ^.X^ X 3 

7^_, n ^Ss^ r^i/ 



3T 

V5 nfi n7 nS A X _c _e _-r _o A „c „v „p A V. 



R 5 ,R 6 ,R 7 ,R 8 X R 5 R 6 R 7 R 8 * X R 5,R 6 ,R 7 ,R 8 R 5 ,R 6 ,R 7 ,R 8 





R 5 ,R S ,R 7 ,R 8 R 5 ,R e ,R 7 ,R 8 R 5 ,R 6 ,R 7 ,R 8 

R\ r\ r\ R 8 33£XfR 20 te&*m±tVX7km. Wfls^ tKn^A g#S£rWL 
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^L-cv^-c^^v^T^y, S^^fL-cv>-obJ;v>Ty— /k S^^fL-cv>-obJ; 

X'fi-O-, -S-, -NR n -(r^-eR n ij:*i, g^S^TLTV^J^iMT/l^ 

^^7V^c^iM#S^ ; tb-CV^Tt)J:V^Ty— -CR 12 R 13 CO-, -(C 
R 12 R 13 ) mO- N - (CR 12 R 13 ) mS-;£fcte-0 (CR 12 R 13 ) m- (^XR 12 $5 £TfR 13 fe 

&*m^xikmitfttmkT?v^/vxm, m!ii^3©li)t^ (#^0*b< 

-o-, -s-, m^-s-x-h^) , 

x 2 ^*^, -o-, -s-, -so-, -so -c=c-, -nr 14 -(^^-cr 14 ^tK^, 

2 

^TLTl ^XhXX ^m.T;V^;V^/V^^/VWt.\tmM^^X\ ^XhXX ^TV— 
;V*;V^^;VX$bZ> 0 ) -CR 15 R 16 - (^XR 15 $3 £TfR 16 fe&* m±Ll,X7km~£.fcfe 
&CT?V^;VXlhZ> a ) *fc»-COCR 23 R 24 -(^^^R 23 *Dj:TJ?R 24 ^^-^^37:bT 
7km^tzJ&m@CT/V*/VX&Z> 0 ) 

X 3 teCOOR 17 {Z.ZLXR 17 \^m^t^^M(.T^;V) X&Zo 

[0050] ^R 10 ^R 15 tmcmmir^mm^-t-m^^xn^)^iir^ ^^tr^r 
10 tmcmmir^mw^t-m^oxn^m}ir^t^ r 15 ^r 10 ^ 0 -3<d 

s^wltv ^xhxx ^mm-7(Di%mmm%.fci-zw:mm&mvxx ^x-hxx 
p^st-efc^o 09*. tf, ^-^^ t°y^vv, t°y^, -f^y— /k -ry^- 
ry-/K ^y^i^-y— /v, t°yy v>>\ t^^y, fry-;v, ^f-y— /v^ip 

R 16 ^R 9 i-il^o-C^MLTV^§f^, R 9 *5j;tJ?R 10 ^R 15 ^*^ 
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Wbi3] 
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OS;*. 

K\ r\ r\ r\ R 20 -R 22 te&*m±L^X7km, ^n^V, fcKn^V, etfeg&^L 
VX\^Xh£\^$MT/V3c~;v, mM&^^X^^Xh^^m.T/^^ciy, WM^ 

-Ot> J: v ^nSSST*fc!) , 

^^/V^C^g^X^L-CV^T^iV^Ty— /V^/V^^/V), -cr 12 r 13 co-, -(c 
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R 12 R 13 ) raO-, - (CR 12 R 13 ) mS-ffctt-O (CR 12 R 13 ) m- (£.£.-CR 12 *3 £TfR 13 te 

-o-, -s-, #^-s--e&&) , 

x 3 iicooR 17 (r^-eR 17 ^7K^*fcf*igMT/v=¥/p-) -e&&) -efc§ 0 
[0051] rR 9 ^R 16 ^-^^^o-c^^7#^j rR ie riR 9 i— Jt^^o-ofe^S: 

Mbi4] 



OCT, 

x 3 !tcooR 17 (^^-eR 17 «7K**/t«te^T/v=3f-/v) -e&5) 
[0052] rR 16 ^R 9 ^oit>^R 15 ^R 10 ^#^ -ii^ot^Wjt?.yi, 



OS;*, 

X 3 (j;COOR 17 (rr-eR 17 «^K^^fc}*<S^T7V^r/V) 

[0053] ^nn^a^t*, (Di\&m<D$L& *imxm, w&±wm£tizM&&is 
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[0054] *&mk&®}tt<nmwm®&&izu (D kmu ^m^m^mm^ 

[0055] *mW4k&W (I) ^Tp^^^^-f-^^^tt, 9-tm$3£Tf^X<DiLi$i 

[0056] i&mik&m (i) ^^.«^c©^«fe-c^^r«*^ wjkso 

(^lfe)^^(la) (X^O, (CR 12 R 13 )mO, 0(CR 12 R 13 )m)cD^ 
Wbl6] 

R 6 

(11-1) (Ml) R (la) 

A^XXfBit— ^^OHT't^^ (CR 12 R 13 ) mOH^§^\ ftiCOHT*?) 

^ (n-i) -e^ns^fb-a^^ (in) -e^$tL5^^^^MSi^t-#U^#) (i 

^/VtfvK^T^K ^^/K^/l^^K, ^#JfeEMb4C3fcig(0!U s<lsl2 

yfo^7^yi#ftr, -30°c— i50°c, ^L<teo°c— loo'C-c, o. 5—90 
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5£ (ii-i) asxxtt (in) ^£tiZ4k&®rz4&<Dfc&vt>&m^xi>J:< , ^mt 

[0057] (H2£c) it&m (lb) (X 1 = O, S^fcfiNR 11 ) <D&f& 
Mkl7] 




^(Ib)Sr^i-5-^-e#5 0 SJ&te^fti^K^ ^S#^T, -10-180°C 
, 0^b<«O-15O°Ct:\ O. 5— 90l#raff*.fcf J:V\ ^«_hfB^l&^fB^^^ 

7kmik$y?j»tet*) , &«*^ft;#K$u *^ft^y^ Tkmikxvvj*. * 

^-hy^^h^K, ^y^^tert-^h^r^K^^) , ^SbK*^hy^A % &«^MJ? 

(n-2) *5 £tj?5£ (in) -e^§^^b^«^^b^^ffl v >-ob * 2&hd 

[0058] it&M (Ic) (X 1 = CR 12 R 13 CO) <D&& 

5£ (ic) x^fb^^rnxm^f^^mmxr^v— vx&mx%z> Q 
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Ml IB 1 1*1 il) 

^ (n-3) ^■tsfr&ik&mt^ (iv) -e^$^^b^^#^PSJS s-ttU 5£ (v) 

-150°C, 0*L<fi-2O o C-lOO°CT\ O. 5-6O0#^H^^tL«J:V\ 

0°C— 150°C-C\ 0. 5— 90R#|fflSJ£&itr;frtf«fcV\ ) IWM^^^itfcS 

mmcW&m (VI) «i£MU #^.^fc7x/-;v#:i:/M3^yM®lrKJS^* 
T g mt^-m (Ic) £#5 0 Jlfc^tittmfcfcJtffi^fctf^^ £0£te*£S#£T 
, jg^^^^-e @ «J^i-§CR 9 R 10 X 3 «^#i-§^i-§/Nn>rV^^I^-10-l 
80°C, £?l£L< ^0—1500^0. 5-90B#F^KJ^$-frtl,^j;V\ ?§^L-Cte_hfB 
Hl&^fB*^^)^fflV^ri:^-e^§ o j&^LTte. _LfBJ£2fe^fBiK^<£>3r 

fflv^rir^-e^ o ^ (n-3) xxfmvi) ^zfi&i\&mwj*to<ott&to*m 
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[0059] (Sf§4£feMbl^(ld) (X=C(=NH)NHOH)0^ 

(id) ^$n5^^»ri«T©^ife-c^^-c^5o 
Wbi9] 



NH 2 OH-HCI 





(VIII) 

*S (VIII) ^^na^-a^SrkKn^V/WT^^HJS**, § m\&m (Id) 

^ias~e#5 0 KJ^«51^^^ c t l -eo < c— i5o°c, 0*l<«2o < c— ioo°c-eo. 5 
^ (viii) x*^i$fi%ik&mn.&&(Dik&m%:m\ ^-ct> «tc ^(D^m^m 

[0060] (MS®:) it&m (Ie) 0^=^^JT^nl^) 

Mb20] 



Ft 8 NH 

A/ 1 



r 3 /< 4 




R 1 

R (Id) 

±fB^4?£-e#^fc^:(id)-e^$^^^i:CDi. *^>. hy^^v^t- 

@ mt&m (Ie) £r#£r^-e#3o KJS«il^*^^^-30°C-15 
0°C, 0*b<«O°C— 100°C^?0. 5B#^— 90B#rHlSi^^^^J:V\ m^tl^XU 

±mmvmz.mm<vh<D&m^~b&x%% 0 ^tvxn, ±mM2mz.mm<v-b 
<D&m\<^z-b&x%% 0 
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[0061] (Mem ik&m (if) (x 3 =^^^r^y^) <z>^ 
Mk2i] 



R 6 NH 
R 1 (Id) 



NIHOH 




OS;*, ^te^-tefirfE^a) 

[0062] (Jg7}£) te-a^(Ig) (X^O, S^cteNR 11 )^^ 

^: (i g ) T^^tL^b^-c^^tL^ib^^i^T^/v-h-e^-e^^o 

Wb22] 



R 3 . F 4 



R 2 x. 

,1- 



(II-2) 



LG 



R 6 

Rl^Jx^Ha! 



HX 



R 7 
(IX) 



R 3 -Bl' 
R 2 x_7\ 



\\ x 1 

N 




Hal 
Re 



(X) 



X 3 

R 1 ^A x io 

(XI) 




(ig) 
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5£ (11-2) T*&£tiz>4\&m££. ax) x^tsftzfc&w&mnEij&ictfu ao 

150°C, 0^b<f*-2O o C-lOO°C-C\ 0. 5-60B#^H^$-frtbf^J:V\ ffl&kLX 

(x) &t&® (xi) t^y^r^Rmmu ^ (ig) XmisMik^® 

°C— 200°C, 0*b<« 20°C— 150°C-t!\ 0. 5— 60NF^SJ^$*tt^J;V\ 

(Dh<D&m^z>^b&x*%z> 0 s<9i?vj*Mmkvxwm* ^^j^mm^m^^b 

^:(ii-2) , ^(ix)^J:r^(xi)^$n^b^tt^^b^Srfflv^-ct>«J; 

< , <&&<Dfc&m^nmK£mm£titcik&®%m\^xh£\ \ 

[0063] _Lta<z)i ^T^^^^^J;^#^tL^t:'^^^x 3 =cooR 17 (Z)^7-/v#:-efe§ 

Mx.lt, \^fbfr(Dik&W^u^$;m i UX\^W&, DMF, Tb7t\?v7y>> 

, mmfomT/i'jjv&m. mmr^v^m. ^mmmm^mmnm^r. -2o°c 
— ioo°c-er/V3— ;vbR^^fiUU^^^mr/v^iy\z.^m^tii^m 
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o 

[0064] i^H-C&tttf, ^^^^^-e^^»T^y*f'{itKpdrv/^^^^J;«9# 

hVTA^A^V^ i£^T/Vdr/K*/V^/K ^n^/ig^T/Vdr/K*/V^/K TV 

^^vVvK hyr/v^/vi/y/Kt-^/^p^/i^y/K hy-fy^ntv^y/v^) . 
T/v^/vv^ry— /vv'y/v(t-^^/vv > 7^^/vv / y/v#) , yvt^/v^/v^v/v^yv 

^s*J;vi/V>v^)^T>v^i/T;v^;v{*Y^y^;v^ l-^ 
h/V^^, -<^ifV, S^n^=Hh>\ ^M^, ^nn/JvW^ 

o 

[0065] 0*bvMb^«^T®M*9-i?^o 
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Wb23] 




[0066] [^1] 
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AgP^No. 


Z? 


R20 


n 


R2 


R3,R4 


A1 


a1 


4-CI 


0 


H 


H,H 


A2 


a1 


4-CI 


0 


H 


Me, Me 


A3 


a1 


4-Ci 


0 


H 


Et,Et 


A4 


a1 


4-CI 


0 


H 


H.Et 


A5 


a1 


4-CI 


0 


H 


H,Ph 


A6 


a1 


4-CI 


0 


H j 


H.C6H4-4-F 


A7 


a1 


4-CI 


0 


Me 


H,H 


A8 


a1 


4-CI 


0 


Me 


Me,Me 


A9 


a1 


4-CI 


0 


Me 


Et,Et 


A10 


a1 


4-CI 


0 


Me 


H.Et 


A11 


a1 


4-CI 


0 


Me 


HPh 


A12 


a1 


4-CI 


0 


Me 


H r C6H4-4-F 


A13 


a1 


4-CI 


0 


OMe 


H,H 


A14 


a1 


4-CI 


0 


OMe 


Me,Me 


A15 


a1 


4-CI 


0 


OMe 


Et,Et 


A16 


a1 


4-Ci 


0 


OMe 


H.Et 


A17 


a1 


4-CI 


0 


OMe 


H,Ph 


A18 


a1 


4-CI 


0 


OMe 


H.C6H4-4-F 


A19 


a1 


4-CI 


0 


CH20H 


H,H 


A20 


a1 


4-CI 


0 


CH20H 


H.C6H4-4-F 


A21 


a1 


4-CI 


0 


CH20Me 


H,H 


A22 


at 


4-CI 


0 


CH20Me 


Me,Me 


A23 


a1 


4-CI 


0 


CH20Me 


Et,Et 


A24 


a1 


4-CI 


0 


CH20Me 


H.Et 


A25 


a1 ! 


4-CI 


0 


CH20Me 


HPh 


A26 


a1 I 


4-CI 


0 


CH20Me 


H,C6H4-4-F 


A27 


a1 j 


4-CI 


0 


CF3 


H,H 


A28 


at | 


4-CI I 


0 


CF3 


Me.Me 


A29 


a1 I 


4-CI 


0 


CF3 


Et,Et 


A30 


a1 


4-CI 


0 


CF3 


H.Et 


A31 


a1 


4-CI 


0 


CF3 


HPh 


A32 


a1 | 


4-CI 


0 


CF3 


H.C6H4-4-F 


A33 


a1 


4-CI 


0 


CH20Ph 


H,H 
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A34 


a1 


4-CI 


0 


CH20Ph 


H.C6H4-4-F 


A35 


a1 


4-CI 


0 


CH20CH2Ph 


H,H 


A36 


a1 


4-CI 


0 


CH20CH2Ph 


H.C6H4-4-F 


A37 


a1 


4-CI 


0 


CH2 - morpholino 


H,H 


A38 


a1 


4-CI 


0 


CH2 - morpholino 


Me, Me 


A39 


a1 


4-CI 


o 


CH2 - morpholino 


Et,Et 


A40 


a1 


4-CI 


o 


CH2 - morpholino 


H.Et 


A41 


a1 


4-CI 


o 


CH2— morpholino 


H,Ph 


A42 


a1 


4-CI 


o 


CH2 - morpholino 


H.C6H4-4-F 


A43 


a1 


4-CI 


o 


CH2NHBu 


H,H 


A44 


a1 


4-CI 


o 


CH2NHBu 


H,C6H4-4-F 


A45 


a1 


4-CI 


o 


C = CPh 


H,H 


A46 


a1 


4-CI 


0 


C = CPh 


H.C6H4-4-F 


A47 


a1 


4-CI 


o 


Ph 


H,H 


A48 


a1 


4-CI 


o 


Ph 


H,C6H4-4-F 


A49 


a1 


4-CI 


0 


C6H4-4-CF3 


H,H 


A50 


a1 


4-CI 


o 


C6H4-4-CF3 


H,C6H4-4-F 


A51 


a1 


4-CI 


o 


C6H4-3-CF3 


H,H 


A52 


a1 


4-CI 


o 


C6H4-3-CF3 


H,C6H4-4-F 


A53 


a1 


4-CI 


o 


C6H4-4-OH 


H,H 


A54 


a1 


4-CI 


d 


C6H4-4-OH 


H,C6H4-4-F 


A55 


a1 


4-CI 


0 


CH2Ph 


H,H 


A56 


a1 


4-CI 


0 


CH2Ph 


H,C6H4-4-F 


A57 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


H,H 


A58 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


Me, Me 


A59 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


Et,Et 


A60 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


H.Et 


A61 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


H,Ph 


A62 


a1 


4-CI 


0 


CH2C6H4-4-CF3 


H,C6H4-4-F 


A63 


a1 


4-CI 


o 


CH2C6H4-4-OCF3 


H,H 


A64 


a1 


4-CI 


0 


CH2C6H4-4-OCF3 


H,C6H4-4-F 


A65 


a1 


4-CI 


0 


CH2C6H4-4-Ph 


H F H 


A66 


a1 


4-CI 


0 


CH2C6H4~4-Ph 


H r C6H4-4-F 


A67 


a1 


4-CI 


0 


CH2C6H4-2-CI 


H,H 


A68 


a1 


4-CI 


0 


CH2C6H4-2-CI 


H,C6H4-4-F 


A69 


a1 


4-CI 


0 


(CH2)2Ph 


H,H 


A70 


a1 


4-CI 


0 


(CH2)2Ph 


H,C6H4-4-F 


A71 


a1 


4-CI 


0 


SPh 


H,H 


A72 


a1 


4-CI 


0 


SPh 


H,C6H4-4-F 


A73 


a1 


4-CI 


0 


NH2 


H,H 


A74 


a1 


4-CI 


0 


NH2 


H,C6H4-4-F 


A75 


a1 


4-CI 


0 


NHMe 


H,H 


A76 


at 


4-CI 


0 


NHMe 


H,C6H4-4-F 


All 


a1 | 


4-CI 


0 


CH2-piperazino-Ph 


H.H 
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A78 


a1 


4-CI 


0 


CH2-piperazino-Ph 


H,C6H4-4-F 


A79 


a1 


4-CI 


0 


CH2-piperidino 


KH 


A80 


a1 


4-CI 


0 


CH2-plperidino 


KC6H4-4-F 


A81 


a1 


4-CI 


0 


OCH2Ph 


H,H 


A82 


a1 


4-CI 


0 


OCH2Ph 


KC6H4-4-F 


A83 


a1 


4-CI 


0 


Ac 


H,H 


A84 


a1 


4-CI 


0 


Ac 


KC6H4-4-F 


A85 


a1 


4-CI 


0 


CONH2 


H,H 


A86 


a1 


4-CI 


0 


CONH2 


H.C6H4-4-F 


A87 


a1 


4-CI 


0 


CSNH2 


H r H 


A88 


a1 


4-CI 


0 


CSNH2 


KC6H4-4-F 


A89 


a1 


4-CI 


0 


OCONH2 


H,H 


A90 


a1 


4-CI 


0 


OCONH2 


KC6H4-4-F 


A91 


a1 


4-CI 


0 


OCSNH2 


H,H 


A92 


a1 


4-CI 


0 


OCSNH2 


H.C6H4-4-F 


A93 


a1 


4-CI 


0 


OS02Me 


H,H 


A94 


a1 


4-CI 


0 


OS02Me 


H.C6H4-4-F 


A95 


a1 


4-CI 


0 


OS02PH 


H,H 


A96 


a1 


4-CI 


0 


OS02Ph 


H p C6H4-4-F 


A97 


a1 


4-CI 


0 


I 


H,H 


A98 


a1 


4-CI 


0 


I 


H,C6H4-4-F 


A99 


a1 


4-CI 


1 


H 


H f H 


A100 


a1 


4-CI 


1 


H 


Me,Me 


A101 


a1 


4-CI 


1 


H 


Et,Et 


A102 


a1 


4-CI 


1 


H 


H.Et 


A103 


a1 


4-CI 


1 


H 


H r Ph 


A104 


a1 


4-CI 


1 


H 


H r C6H4-4-F 


A105 


a1 


4-CI 


1 


Me 


H,H 


A106 


a1 


4-CI 


1 


Me 


Me,Me 


A107 


a1 


4-CI 


1 


Me 


Et ( Et 


A108 


al 


4-CI 


1 


Me 


H.Et 


A109 


al 


4-CI 


1 


Me 


H f Ph 


A110 


a1 


4-CI 


1 


Me 


KC6H4-4-F 


A111 


al 


4-CI 


1 


OMe 


H P H 


A112 


al 


4-CI 


1 


OMe 


Me r Me 


A113 


al 


4-CI 


1 


OMe 


Et,Et 


A114 


a1 


4-CI 




OMe 


H.Et 


A115 


a1 


4-CI 




OMe 


KPh 


A116 


al 


4-CI 




OMe 


H P C6H4-4-F 


A117 


a1 


4-CI 




CH20H 


H F H 


A118 


a1 


4-CI 




CH20H 


H f C6H4-4-F 


A119 


al i 


4-CI 




CH20Me 


H P H 


A120 


a1 


4-CI 




CH20Me 


Me p Me 


A121 


al 


4-CI 




CH20Me 


Et,Et 
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A122 


a1 


4-CI 




CH20Me 


H.Et 


A123 


a1 


4-CI 


-j 


CH20Me 


H,Ph 


A124 


a1 


4-CI 


1 


CH20Me 


H,C6H4-4-F 


A125 


al 


4-CI 


! 


CF3 


H,H 


A126 


a1 


4-CI 




CF3 


Me, Me 


A127 


a1 


4-CI 


1 


CF3 


EtEt 
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a1 


4-CI 


! 


CF3 


H.Et 


A129 


a1 
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H,Ph 


A130 


a1 


4-CI 


! 


CF3 


H,C6H4-4-F 
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a1 


4-CI 




CH20Ph 


H,H 
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a1 
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1 


CH20Ph 


KC6H4-4-F 
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1 


CH20CH2Ph 


H,H 
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1 


CH20CH2Ph 
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A135 


a1 
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1 


CH2-morpholino 


H,H 


A136 


a1 


4-CI 


1 


CH2-morphoIino 


Me, Me 


A137 


a1 


4-CI 


1 


CH2-morpholino 


Et,Et 


A138 


a1 


4-CI 


1 


CH2-morpholino 


H.Et 


A139 


a1 


4-CI 




CH2— morpholino 


H.Ph 


A140 


a1 


4-CI 


1 


CH2— morpholino 


H,C6H4-4-F 


A141 


a1 


4-CI 


1 


CH2NHBu 


H,H 


A142 


a1 


4-CI 


1 


CH2NHBu 


H,C6H4-4-F 


A143 


a1 


4-CI 




C = CPh 


H,H 


A144 


a1 


4-CI 


1 


C = CPh 


H.C6H4-4-F 


A145 


at 
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1 


Ph 


H,H 
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al 
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Ph 
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A147 
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al 
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OMe 


Et f Et 


A408 


a1 


4-CF3 


1 


OMe 


H.Et 


A409 


a1 


4-CF3 


1 


OMe 


H,Ph 


A410 


a1 


4-CF3 


1 


OMe 


H,C6H4-4-F 


A411 


at 


4-CF3 


1 


CH20H 


H,H 


A412 


a1 


4-CF3 


1 


GH20H 


H,C6H4-4~F 


A413 


a1 


4-CF3 


1 


CH20Me 


H,H 


A414 


a1 


4-CF3 


1 


CH20Me 


Me, Me 


A415 


a1 


4-CF3 




CH20Me 


Et,Et 


A416 


a1 


4-CF3 


1 


CH20Me 


H.Et 


A417 


a1 


4-CF3 


| 


CH20Me 


H.Ph 


A418 


a1 


4-CF3 




CH20Me 


H,C6H4-4-F 


A419 


a1 


4-CF3 




CF3 


H,H 


A420 


a1 


4-CF3 


1 


CF3 


Me, Me 


A421 


a1 


4-CF3 


1 


CF3 


Et,Et 


A422 


a1 


4-CF3 




CF3 


H.Et 


A423 


a1 


4-CF3 




CF3 


H,Ph 


A424 


a1 


4-CF3 




CF3 


H.C6H4-4-F 


A425 


a1 


4-CF3 




CH20Ph 


H,H 


A426 


a1 


4-CF3 




CH20Ph 


H,C6H4-4-F 


A427 


a1 


4-CF3 




CH20CH2Ph 


H,H 


A428 


a1 


4-CF3 




CH20CH2Ph 


H,C6H4-4-F 


A429 


a1 


4-CF3 




CH2-morpholino 


H,H 
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A430 


a1 


4-CF3 


A431 


a1 


4-CF3 


A432 


a1 


4-CF3 


A433 


a1 


4-CF3 


A434 


a1 


4-CF3 


A435 


a1 


4-CF3 


A436 


a1 


4-CF3 


A437 


a1 


4-CF3 


A438 


al 


4-CF3 


A439 


a1 


4-CF3 


A440 


a1 


4-CF3 


A441 


a1 


4-CF3 


A442 


a1 


4-CF3 


A443 


a1 


4-CF3 


A444 


a1 


4-CF3 


A445 


a1 


4-CF3 


A446 


a1 


4-CF3 


A447 


a1 


4-CF3 


A448 


a1 


4-CF3 


A449 


a1 


4-CF3 


A450 


a1 


4-CF3 


A451 


a1 


4-CF3 


A452 


a1 


4-CF3 


A453 


a1 


4-CF3 


A454 


a1 


4-CF3 


A455 


a1 


4-CF3 


A456 


a1 


4-CF3 


A457 


a1 


4-CF3 


A458 


at 


4-CF3 


A459 


a1 


4-CF3 


A460 


al 


4-CF3 


A461 


a1 


4-CF3 


A462 


a1 


4-CF3 


A463 


a1 


4-CF3 


A464 


a1 


4-CF3 


A465 


a1 


4-CF3 


A466 


a1 


4-CF3 


A467 


a1 


4-CF3 


A468 


a1 


4-CF3 


A469 


a1 


4-CF3 


A470 


a1 


4-CF3 


A471 


a1 


4-CF3 


A472 


a1 


4-CF3 


A473 


a1 


4-CF3 



[0077] Die 12] 



CH2-morpholino 


Me, Me 


CH2-morpholino 


EtEt 


CH2-morpholino 


H.Et 


CH2-morpholino 


H,Ph 


CH2— morpholino 


H,C6H4-4-F 


CH2NHBu 


H,H 


CH2NHBu 


H r C6H4-4-F 


C = CPh 


H,H 


C = CPh 


H,C6H4-4-F 


Ph 


H,H 


Ph 


H,C6H4-4-F 


C6H4-4-CF3 


H,H 


C6H4-4-CF3 


H,C6H4-4-F 


C6H4-3-CF3 


H r H 


C6H4-3-CF3 


H r C6H4-4-F 


C6H4-4-OH 


H,H 


C6H4-4-OH 


H,C6H4-4-F 


CH2Ph 


H,H 


CH2Ph 


H,C6H4-4-F 


CH2C6H4-4-GF3 


H,H 


CH2C6H4-4-CF3 


Me,Me 


CH2C6H4-4-CF3 


Et,Et 


CH2C6H4-4-CF3 


H.Et 


CH2C6H4-4-CF3 


H,Ph 


CH2C6H4-4-CF3 


H,C6H4-4-F 


CH2C6H4-4-OCF3 


H,H 


CH2C6H4-4-OCF3 


H,C6H4-4-F 


CH2C6H4-4-Ph 


H,H 


CH2C6H4-4-Ph 


H,C6H4-4-F 


CH2C6H4-2-CI 


H,H 


CH2C6H4-2-CI 


H,C6H4-4-F 


(CH2)2Ph 


H,H 


(CH2)2Ph 


H.C6H4-4-F 


SPh 


H,H 


SPh 


H,C6H4-4-F 


NH2 


H,H 


NH2 


H T C6H4-4-F 


NHMe 


H,H 


NHMe 


H.C6H4-4-F 


CH2-piperazino-Ph 


H,H 


CH2-piperazino-Ph 


H.C6H4-4-F 


CH2-piperidino 


H,H 


CH2-piperidino 


H.C6H4-4-F 


OCH2Ph 


H,H 
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A474 


a1 


4-CF3 


1 


A475 


a1 


4-CF3 


1 


A476 


a1 


4-GF3 


1 


A477 


al 


4-CF3 


1 


A478 


a1 


4-CF3 


1 


A479 


a1 


4-CF3 


1 


A480 


a1 


4-CF3 


1 


A481 


a1 


4-CF3 


1 


A482 


a1 


4-CF3 


1 


A483 


a1 


4-CF3 


1 


A484 


a1 


4-CF3 


1 


A485 


a1 


4-CF3 


1 


A486 


at 


4-CF3 


1 


A487 


a1 


4-CF3 


1 


A488 


a1 


4-CF3 


1 


A489 


a1 


4-CF3 


1 


A490 


a1 


4-CF3 


1 


A491 


a1 


4-CF3 


2 


A492 


a1 


4-CF3 


2 


A493 


a1 


4-CF3 


2 


A494 


a1 


4-CF3 


2 


A495 


a1 


4-CF3 


2 


A496 


a1 


4-GF3 


2 


A497 


a1 


4-CF3 


2 


A498 


a1 


4-CF3 


2 


A499 


a1 


4-CF3 


2 


A500 


a1 


4-CF3 


2 


A501 


a1 


4-CF3 


2 


A502 


a1 


4-CF3 


2 


A503 


a1 


4-CF3 


2 


A504 


a1 


4-CF3 


2 


A505 


a1 


4-CF3 


2 


A506 


a1 


4-CF3 


2 


A507 


a1 


4-CF3 


2 


A508 


a1 


4-CF3 


2 


A509 


a1 


4-CF3 


2 


A510 


a1 


4-CF3 


2 


A511 


a1 


4-CF3 


2 


A512 


a1 


4-CF3 


2 


A513 


a1 


4-CF3 


2 


A514 


a1 


4-CF3 


2 


A515 


a1 


4-CF3 


2 


A516 


a1 


4-CF3 


2 


A517 


a1 


4-CF3 


2 



OCH2Ph 


H,C6H4-4-F 


Ac 


H,H 


Ac 


H,C6H4-4-F 


GONH2 


H,H 


CONH2 


H,C6H4-4-F 


CSNH2 


H,H 


CSNH2 


H,C6H4-4-F 


OCONH2 


H,H 


OCONH2 


H r C6H4-4-F 


OCSNH2 


H 7 H 


OCSNH2 


H,C6H4~4~F 


OS02Me 


H,H 


OS02Me 


H r C6H4-4-F 


OS02PH 


H,H 


OS02Ph 


H,C6H4-4-F 


I 


H,H 


I 


H,C6H4-4-F 


H 


H,H 


H 


Me, Me 


H 


Et,Et 


H 


H.Et 


H 


H,Ph 


H 


H.C6H4-4-F 


Me 


H f H 


Me 


Me, Me 


Me 


Et,Et 


Me 


H.Et 


Me 


H.Ph 


Me 


H.C6H4-4-F 


OMe 


H r H 


OMe 


Me, Me 


OMe 


Et,Et 


OMe 


H.Et 


OMe 


H,Ph 


OMe 


H,C6H4-4-F 


CH20H 


H,H 


CH20H 


H.C6H4-4-F 


CH20Me 


H,H 


CH20Me 


Me, Me 


CH20Me 


Et,Et 


CH20Me 


H.Et 


CH20Me 


H.Ph 


CH20Me 


H.C6H4-4-F 


CF3 


H,H 
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A518 


a1 


4-CF3 


2 


CF3 


Me,Me 


A519 


a1 


4-CF3 


2 


CF3 


Et t Et 


A520 


a1 


4-CF3 


2 


CF3 


H.Et 


A521 


a1 


4-CF3 


2 


CF3 


H,Ph 


A522 


a1 


4-CF3 


2 


CF3 


H r C6H4-4-F 


A523 


a1 


4-CF3 


2 


CH20Ph 


H f H 


A524 


a1 


4-CF3 


2 


CH20Ph 


H.C6H4-4-F 


A525 


a1 


4-CF3 


2 


CH20CH2Ph 


H,H 


A526 


a1 


4-CF3 


2 


CH20CH2Ph 


H.C6H4-4-F 


A527 


a1 


4-CF3 


2 


CH2-morpholino 


H,H 


A528 


a1 


4-CF3 


2 


CH2-morpholino 


Me.Me 


A529 


a1 


4-CF3 


2 


CH2-morpholino 


Et ( Et 


A530 


a1 


4-CF3 


2 


CH2-morpholino 


H.Et 


A531 


a1 | 


4-CF3 


2 


CH2-morpholino 


HPh 


A532 


a1 


4-GF3 


2 


CH2-morpholino 


H.C6H4-4-F 


A533 


a1 


4-CF3 


2 


CH2NHBu 


H,H 


A534 


a1 


4-CF3 


2 


CH2NHBU 


H T C6H4-4-F 


A535 


at 


4-CF3 


2 


C = CPh 


H,H 


A536 


a1 


4-CF3 


2 


C = CPh 


H,C6H4-4-F 


A537 


a1 


4-CF3 


2 


Ph 


H,H 


A538 


a1 


4-CF3 


2 


Ph 


H P C6H4-4-F 


A539 


a1 


4-CF3 


2 


C6H4-4-CF3 


H r H 


A540 


a1 


4-CF3 


2 


C6H4-4-CF3 


H r C6H4-4-F 


A541 


a1 


4-CF3 


2 


C6H4-3-CF3 


H,H 


A542 


a1 


4-CF3 


2 


C6H4-3-CF3 


H r C6H4-4-F 


A543 


a1 


4-CF3 


2 


C6H4-4-OH 


H,H 


A544 


a1 


4-CF3 


2 


C6H4-4-OH 


H,C6H4-4-F 


A545 


a1 


4-CF3 I 


2 


CH2Ph 


H,H 


A546 


a1 | 


4-CF3 


2 


CH2Ph 


H.C6H4-4-F 


A547 


a1 


4-CF3 


2 


CH2C6H4-4-CF3 


H,H 


A548 


a1 


4-CF3 


2 


CH2C6H4-4-CF3 


Me,Me 


A549 


a1 


4-CF3 


2 


CH2C6H4-4-CF3 


EtEt 


A550 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


H.Et 


A551 


at 


4-CF3 


2 


CH2C6H4-4-CF3 


HPh 


A552 


a1 


4-CF3 


2 


CH2C6H4-4-CF3 


H,C6H4-4-F 


A553 


al 


4-CF3 


2 


CH2C6H4-4-OCF3 


H,H 


A554 


a1 


4-CF3 


2 


CH2C6H4-4-OCF3 


H,C6H4-4-F 


A555 


a1 


4-CF3 


2 


CH2C6H4-4-Ph 


H,H 


A556 


a1 


4-CF3 


2 


CH2C6H4-4-Ph 


H f C6H4-4-F 


A557 


a1 


4-CF3 


2 


CH2C6H4-2-CI 


H,H 


A558 


a1 I 


4-CF3 


2 


CH2C6H4-2-CI 


H,C6H4-4-F 


A559 


a1 


4-CF3 


2 


(CH2)2Ph 


H,H 


A560 


at 


4-CF3 


2 


(CH2)2Ph 


H,C6H4-4-F 


A561 


a1 


4-CF3 


2 


SPh 


H,H 
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A562 


a1 


4-CF3 


2 


SPh 


H,C6H4-4-F 


A563 


a1 


4-CF3 


2 


NH2 


H,H 


A564 


a! 


4-CF3 


2 


NH2 


H,C6H4-4-F 


A565 


a1 


4-CF3 


2 


NHMe 


H,H 


A566 


a1 


4-CF3 


2 


NHMe 


H,C6H4-4-F 


A567 


a1 


4-CF3 


2 


CH2— piperazino— Ph 


H,H 


A568 


a1 


4-CF3 


2 


CH2— piperazino— Ph 


H,C6H4-4-F 


A569 


a1 


4-CF3 


2 


CH2— piperidino 


H,H 


A570 


a1 


4-CF3 


2 


CH2~ piperidino 


H,C6H4-4-F 


A571 


al 


4-CF3 


2 


OCH2Ph 


H,H 


A572 


a1 


4-CF3 


2 


OCH2Ph 


H f C6H4-4-F 


A573 


a1 


4-CF3 


2 


Ac 


H,H 


A574 


a1 


4-CF3 


2 


Ac 


H,C6H4-4~F 


A575 


a1 


4-CF3 


2 


CONH2 


H,H 


A576 


a1 


4-CF3 


2 


CONH2 


H,C6H4-4-F 


A577 


a1 


4-GF3 


2 


CSNH2 


H,H 


A578 


a1 


4-CF3 


2 


CSNH2 


H,C6H4-4-F 


A579 


a1 


4-CF3 


2 


OCONH2 


H f H 


A580 


a1 


4-CF3 


2 


OCONH2 


H,C6H4-4-F 


A581 


a1 


4-C F3 


2 


OCSNH2 


H,H 


A582 


a1 


4-CF3 


2 


OCSNH2 


H,C6H4-4-F 


A583 


a1 


4-CF3 


2 


OS02Me 


H,H 


A584 


a1 


4-CF3 


2 


OS02Me 


H,C6H4-4-F 


A585 


a1 


4-CF3 


2 


OS02Ph 


H f H 


A586 


a1 


4-CF3 


2 


OS02Ph 


H.C6H4-4-F 


A587 


a1 


4-CF3 


2 


I 


H,H 


A588 


a1 


4-CF3 


2 


I 


H.C6H4-4-F 


A589 


a1 


H 


0 


H 


H,H 


A590 


a1 


3-F 


0 


H 


Me,Me 


A591 


al 


2-Me 


0 


H 


EtEt 


A592 


a1 


3-OMe 


0 


H 


H.Et 


A593 


al 


4-0 H 


0 


H 


H.Ph 


A594 


a1 


4-OMe 


0 


H 


H.C6H4-4-F 


A595 


a1 


2-Ac 


0 


Me 


H,H 


A596 


a1 


4-CH=CH2 


0 


Me 


Me,Me 


A597 


a1 


4-CF3, 3-F 


0 


Me 


Et,Et 


A598 


a1 


4-OCF3 


0 


Me 


H.Et 


A599 


al 


4-SMe 


0 


Me 


H,Ph 


A600 


al 


3,5-difluoro 


0 


Me 


H,C6H4-4-F 


A601 


a1 


H 


0 


OMe 


H,H 


A602 


a1 


3-F 


0 


OMe 


Me F Me 


A603 


al 


2-Me 


0 


OMe 


EtEt 


A604 


al 


3-OMe 


0 


OMe 


H.Et 


A605 


al 


4-0 H 


0 


OMe 


H.Ph 
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A606 


a1 


4-OMe 


0 


OMe 


H f C6H4-4-F 


A607 


a1 


2-Ac 


0 


CH20H 


H,H 


A608 


a1 


4-CH=CH2 


0 


CH20H 


KC6H4-4-F 


A609 


a1 


4-CF3, 3-F 


0 


CH20Me 


H,H 


A610 


a1 


4-OCF3 


0 


CH20Me 


Me,Me 


A611 


a1 


4-SMe 


0 


CH20Me 


Et,Et 


A612 


a1 


3,5-difluoro 


0 


CH20Me 


H.Et 


A613 


a1 


H 


0 


CH20Me 


H,Ph 


A614 


a1 


3-F 


0 


CH20Me 


H,C6H4-4-F 


A615 


a1 


2-Me 


0 


CF3 


H H 


A616 


a1 


3~OMe 


0 


CF3 


Me r Me 


A617 


a1 


4-OH 


0 


CF3 


Et,Et 


A618 


a1 


4-OMe 


0 


CF3 


H.Et 


A619 


a1 


2-Ac 


0 


CF3 


H,Ph 


A620 


a1 


4-CH=CH2 


0 


CF3 


H.C6H4-4-F 


A621 


a1 


4-CF3, 3-F 


0 


CH20Ph 


H,H 


A622 


a1 


4-OCF3 


0 


CH20Ph 


H,C6H4-4-F 


A623 


a1 


4-SMe 


0 


CH20CH2Ph 


H,H 


A624 


a1 


3,5— difluoro 


0 


CH20CH2Ph 


H t C6H4-4-F 


A625 


al 


H 


0 


CH2-morpholino 


H,H 


A626 


a1 


3-F 


0 


CH2-morpholino 


Me.Me 


A627 


a1 


2-Me 


0 


CH2-morpholino 


Et F Et 


A628 


a1 


3-OMe 


0 


CH2-morpholino 


H.Et 


A629 


a1 


4-OH 


0 


CH2-morpholino 


H r Ph 


A630 


a1 


4-OMe 


0 


CH2-morpholino 


H r C6H4-4-F 


A631 


a1 


2-Ac 


0 


CH2NHBu 


H P H 


A632 


at 


4-CH=CH2 


0 


CH2NHBu 


H r C6H4-4-F 


A633 


a1 


4-CF3, 3-F 


0 


C~GPh 


H r H 


A634 


a1 


4-OCF3 


0 


C = CPh 


H,C6H4-4-F 


A635 


a1 


4-SMe 


0 


Ph 


H,H 


A636 


a1 


3,5-difluoro 


0 


Ph 


H,C6H4-4-F 


A637 


a1 


H 


0 


C6H4-4-GF3 


H,H 


A638 


a1 


3-F 


0 


C6H4-4-CF3 


H.G6H4-4-F 


A639 


a1 


2-Me 


0 


C6H4-3-CF3 


H,H 


A640 


a1 


3-OMe 


0 


C6H4-3-CF3 


H.C6H4-4-F 


A641 


a1 


4-OH 


0 


C6H4-4-OH 


H,H 


A642 


a1 


4-OMe 


0 


C6H4-4-OH 


H,C6H4-4-F 


A643 


a1 


2-Ac 


0 


CH2Ph 


H,H 


A644 


a1 


4-CH=CH2 


0 


CH2Ph 


H,C6H4-4-F 


A645 


a1 


4-CF3, 3-F 


0 


CH2C6H4-4-CF3 


H,H 


A646 


a1 


4-0 CF3 


0 


CH2C6H4-4-CF3 


Me, Me 


A647 


a1 


4-SMe 


0 


CH2C6H4-4-CF3 


Et,Et 


A648 


a1 


3,5-difluoro 


0 


CH2C6H4-4-CF3 


H.Et 


A649 


al 


H 


0 


CH2G6H4-4-CF3 


H.Ph 
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A650 


a1 


3-F 


0 


A651 


a1 


2-Me 


0 


A652 


al 


3-OMe 


0 


A653 


a1 


4-OH 


0 


A654 


a1 


4-0 Me 


0 


A655 


at 


2-Ac 


0 


A656 


a1 


4-CH=CH2 


0 


A657 


a1 


4-CF3, 3-F 


0 


A658 


a1 


4-0 CF3 


0 


A659 


a1 


4-SMe 


0 


A660 


a1 


3,5-difIuoro 


0 


A661 


a1 


H 


0 


A662 


a1 


3-F 


0 


A663 


a1 


2-Me 


0 


A664 


a1 


3-OMe 


0 


A665 


a1 


4-OH 


0 


A666 


a1 


4-OMe 


0 


A667 


a1 


2-Ac 


0 


A668 


a1 


4-CH=CH2 


0 


A669 


a1 


4-CF3, 3-F 


0 


A670 


a1 


4-OCF3 


0 


A671 


a1 


4-SMe 
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559 
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560 
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C99 



561 
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C102 




607 


A2427 


B114 


C11 


562 


A2371 
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C1 




608 


A2427 


B115 


C21 


563 


A2371 
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C3 




609 


A2427 


B116 
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564 


A2371 
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610 


A2427 


B117 
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565 


A2371 
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B118 
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566 


A2371 
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B119 
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A2371 
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A2427 


B120 
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A2371 


B75 
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B121 


C87 
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A2427 


B122 


C93 
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A2371 
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616 


A2427 


B123 


C99 
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A2371 
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C81 
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A2427 


B124 


C102 
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A2371 
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C87 
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B125 
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C93 




619 


A2461 


B126 


C3 


574 


A2371 


B81 


C99 




620 


A2461 


B127 


C7 


575 


A2371 


B82 


C102 




621 


A2461 


B1 


C11 


576 


A2401 


B83 


C1 




622 


A2461 


B2 


C21 


577 


A2401 


B84 


C3 




623 


A2461 


B3 


C32 


578 


A2401 


B85 


C7 




624 


A2461 


B4 


G41 


579 


A2401 


B86 


C11 




625 


A2461 


B5 


C43 


580 


A2401 


B87 


C21 




626 


A2461 


B6 


C49 


581 


A2401 


B88 


C32 




627 


A2461 


B7 


C81 


582 


A2401 


B89 


C41 




628 


A2461 


B8 


C87 


583 


A2401 


B90 


C43 




629 


A2461 


B9 


C93 


584 


A2401 


B91 


C49 




630 


A2461 


B10 


C99 


585 


A2401 


B92 


C81 




631 


A2461 


B11 


C102 


586 


A2401 


B93 


G87 




632 


A2467 


B12 


C1 


587 


A2401 


B94 


G93 




633 


A2467 


B13 


C3 


588 


A2401 


B95 


C99 




634 


A2467 


B14 


C7 


589 


A2401 


B96 


C102 




635 


A2467 


B15 


C11 


590 


A2413 


B97 


C1 




636 


A2467 


B16 


C21 


591 


A2413 


B98 


C3 




637 


A2467 


B17 


C32 


592 


A2413 


B99 


C7 




638 


A2467 


B18 


C41 


593 


A2413 


B100 


C11 




639 


A2467 


B19 


C43 


594 


A2413 


B101 


C21 




640 


A2467 


B20 


C49 


595 


A2413 


B102 


C32 




641 


A2467 


B21 


C81 


596 


A2413 


B103 


C41 




642 


A2467 


B22 


C87 


597 


A2413 


B104 


C43 




643 


A2467 


B23 


C93 


598 


A2413 


B105 


C49 




644 


A2467 


B24 


C99 


599 


A2413 


B106 


C81 




645 


A2467 


B25 


C102 


600 


A2413 


B107 


G87 




646 


A2473 


B26 


C1 


601 


A2413 


B108 


C93 




647 


A2473 


B27 


C3 


602 


A2413 


B109 


G99 




648 


A2473 


B28 


C7 


603 


A2413 


B110 


G102 




649 


A2473 


B29 


C11 


604 


A2427 


B111 


C1 




650 


A2473 


B30 


C21 


605 


A2427 


B112 


C3 




651 


A2473 


B31 


C32 


606 


A2427 


B113 


C7 




652 


A2473 


B32 


C41 



[0111] [^43] 



WO 2005/054213 



92 



PCT/JP2004/017706 



653 


A2473 


B33 


G43 


654 


A2473 


B34 


C49 


655 


A2473 


B35 


C81 


656 


A2473 


B36 


C87 


657 


A2473 


B37 


C93 


658 


A2473 


B38 


C99 


659 


A2473 


B39 


C102 


660 


A2605 


B40 


C1 


661 


A2605 


B41 


C3 


662 


A2605 


B42 


C7 


663 


A2605 


B43 


C11 


664 


A2605 


B44 


G21 


665 


A2605 


B45 


C32 


666 


A2605 


B46 


C41 


667 


A2605 


B47 


C43 


668 


A2605 


B48 


C49 


669 


A2605 


B49 


C81 


670 


A2605 


B50 


C87 


671 


A2605 


B51 


C93 


672 


A2605 


B52 


C99 


673 


A2605 


B53 


C102 


674 


A2617 


B54 


C1 


675 


A2617 


B55 


C3 


676 


A2617 


B56 


C7 


677 


A2617 


B57 


C11 


678 


A2617 


B58 


C21 


679 


A2617 


B59 


C32 


680 


A2617 


B60 


C41 


681 


A2617 


B61 


C43 


682 


A2617 


B62 


C49 


683 


A2617 


B63 


C81 



684 


A2617 


B64 


C87 


685 


A2617 


B65 


C93 


686 


A2617 


B66 


C99 


687 


A2617 


B67 


C102 


688 


A2631 


B68 


C1 


689 


A2631 


B69 


C3 


690 


A2631 


B70 


C7 


691 


A2631 


B71 


C11 


692 


A2631 


B72 


C21 


693 


A2631 


B73 


C32 


694 


A2631 


B74 


C41 


695 


A2631 


B75 


C43 


696 


A2631 


B76 


C49 


697 


A2631 


B77 


C81 


698 


A2631 


B78 


C87 


699 


A2631 


B79 


C93 


700 


A2631 


B80 


G99 


701 


A2631 


B81 


G102 


702 


A2665 


B82 


C1 | 


703 


A2665 


B83 


C3 


704 


A2665 


B84 


C7 


705 


A2665 


B85 


C11 


706 


A2665 


B86 


C21 


707 


A2665 


B87 


C32 


708 


A2665 


B88 


C41 


709 


A2665 


B89 


C43 


710 


A2665 


B90 


C49 


711 


A2665 


B91 


C81 


712 


A2665 


B92 


C87 


713 


A2665 


B93 


C93 


714 


A2665 


B94 


C99 



715 


A2665 


B95 


C102 


716 


A2671 


B96 


C1 


717 


A2671 


B97 


C3 


718 


A2671 


B98 


C7 


719 


A2671 


B99 


C11 


720 


A2671 


B100 


C21 


721 


A2671 


B101 


C32 


722 


A2671 


B102 


C41 


723 


A2671 


B103 


C43 


724 


A2671 


B104 


C49 


725 


A2671 


B105 


C81 


726 


A2671 


B106 


C87 


727 


A2671 


B107 


G93 


728 


A2671 


B108 


C99 


729 


A2671 


B109 


C102 


730 


A2677 


B110 


C1 


731 


A2677 


B111 


G3 


732 


A2677 


B112 


C7 


733 


A2677 


B113 


C11 


734 


A2677 


B114 


C21 


735 


A2677 


B1 15 


C32 


736 


A2677 


B116 


C41 


737 


A2677 


B117 


C43 


738 


A2677 


B118 


C49 


739 


A2677 


B119 


C81 


740 


A2677 


B120 


C87 


741 


A2677 


B121 


C93 


742 


A2677 


B122 


C99 


743 


A2677 


B123 


C102 



[0112] [^44] 



WO 2005/054213 



93 



PCT/JP2004/017706 



No. 


A 


B 


C ! 
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B2 


C2 


745 


A7 


B3 


C3 


746 


A7 


B4 


C4 


747 


A7 


B21 


C5 


748 


A7 


B22 


C6 


749 


A7 


B23 


C7 


750 


A7 


B24 


G8 


751 


A7 


B42 


C9 


752 


A7 


B58 


C10 


753 


A7 


B59 


C11 


754 


A7 


B78 


C12 


755 


A7 


B92 


C13 


756 


A7 


B93 


C14 


757 


A7 


B102 


C15 


758 


A7 


B115 


G16 


759 


A13 


B1 


C17 


760 


A13 ; 


B2 


C18 
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A13 


B3 


C19 


762 


A13 


B4 


C20 


763 


A13 


B21 


C21 


764 


A13 


B22 


C22 


765 


A13 


B23 


C23 


766 


A13 


B24 


C24 


767 


A13 


B42 


C25 


768 


A13 


B58 


C26 


769 


A13 


B59 


C27 


770 


A13 


B78 


C28 


771 


A13 


B92 


C29 


772 


A13 


B93 


G30 


773 


A13 


B102 


G31 


774 


A13 


B115 


C32 


775 


A21 


B1 


C33 


776 


A21 


B2 


C34 


777 


A21 


B3 


C35 


778 


A21 


B4 


C36 


779 


A21 


B21 


C37 


780 


A21 


B22 


C38 


781 


A21 


B23 


C39 


782 


A21 


B24 


C40 


783 


A21 


B42 


C41 
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784 


A21 


B58 


C41 


785 


A21 


B59 


C43 


786 


A21 


B78 


C44 


787 


A21 


B92 


C45 


788 


A21 


B93 


C46 


789 


A21 


B102 


C47 


790 


A21 


B115 


C48 


791 


A27 


B1 


C49 


792 


A27 


B2 


C50 


793 


A27 


B3 


C51 


794 


A27 


B4 


C52 


795 


A27 


B21 


C53 


796 


A27 


B22 


C54 


797 


A27 


B23 


C55 


798 


All 


B24 


C56 


799 


A27 


B42 


C57 


800 


A27 


B58 


G58 


801 


A27 


B59 


C59 


802 


A27 


B78 


C60 


803 


All 


B92 


C61 


804 


All 


B93 


C62 


805 


All 


B102 


C63 


806 


All 


B115 


C64 


807 


A3 7 


B1 


C65 


808 


A3 7 


B2 


C66 


809 


A37 


B3 


C67 


810 


A37 


B4 


C68 


811 


A3 7 


B21 


C69 


812 


A37 


B22 


C70 


813 


A37 


B23 


C71 


814 


A3 7 


B24 


C72 


815 


A37 


B42 


C73 


816 


A37 


B58 


C74 


817 


A3 7 


B59 


C75 


818 


A37 


B78 


C76 


819 


A37 


B92 


C77 


820 


A37 


B93 


C78 


821 


A3 7 


B102 


C79 


822 


A3 7 


B115 


C80 


823 


A57 


B1 


C81 


824 


A57 


B2 


C82 



825 


A57 


B3 


G83 


826 


A57 


B4 


G84 


827 


A57 


B21 


C85 


828 


A57 


B22 


C86 


829 


A57 


B23 


C87 


830 


A57 
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B21 


C59 


4331 


A2719 


B22 


C1 


4332 


A2719 


B22 


C5 


4333 


A2719 


B22 


C41 


4334 


A2719 


B22 


C59 


4335 


A2724 


B1 


C1 


4336 


A2724 


B1 


C5 


4337 


A2724 


B1 


C41 


4338 


A2724 


B1 


C59 


4339 


A2724 


B2 


C1 


4340 


A2724 


B2 


C5 


4341 


A2724 


B2 


C41 


4342 


A2724 


B2 


C59 


4343 


A2724 


B21 


C1 


4344 


A2724 


B21 


C5 



4345 


A2724 


B21 


C41 


4346 


A2724 


B21 


C59 


4347 


A2724 


B22 


C1 


4348 


A2724 


B22 


C5 


4349 


A2724 


B22 


C41 


4350 


A2724 


B22 


C59 


4351 


A2733 


B1 


C1 


4352 


A2733 


B1 


C5 


4353 


A2733 


B1 


C41 


4354 


A2733 


B1 


C59 


4355 


A2733 


B2 


C1 


4356 


A2733 


B2 


C5 


4357 


A2733 


B2 


C41 


4358 


A2733 


B2 


C59 


4359 


A2733 


B21 


C1 


4360 


A2733 


B21 


C5 


4361 


A2733 


B21 


C41 


4362 


A2733 


B21 


C59 


4363 


A2733 


B22 


C1 


4364 


A2733 


B22 


C5 


4365 


A2733 


B22 


C41 


4366 


A2733 


B22 


C59 


4367 


A2738 


B1 


01 


4368 


A2738 


B1 


C5 


4369 


A2738 


B1 


C41 


4370 


A2738 


B1 


C59 


4371 


A2738 


B2 


C1 


4372 


A2738 


B2 


C5 


4373 


A2738 


B2 


C41 


4374 


A2738 


B2 


C59 


4375 


A2738 


B21 


C1 


4376 


A2738 


B21 


G5 


4377 


A2738 


B21 


C41 


4378 


A2738 


B21 


C59 


4379 


A2738 


B22 


C1 


4380 


A2738 


B22 


C5 


4381 


A2738 


B22 


C41 


4382 


A2738 


B22 


C59 



[0131] [^63] 
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No. 


A 


B 


C 


5151 


A3883 


B1 


C1 


5152 


A3883 


B1 


C5 


5153 


A3883 


B1 


C41 


5154 


A3883 


B1 


C59 


5155 


A3883 


B2 


C1 


5156 


A3883 


B2 


C5 


5157 


A3883 


B2 


C41 


5158 


A3883 


B2 


C59 


5159 


A3883 


B21 


C1 


5160 


A3883 


B21 


C5 


5161 


A3883 


B21 


C41 


5162 


A3883 


B21 


C59 


5163 


A3883 


B22 


C1 


5164 


A3883 


B22 


C5 


5165 


A3883 


B22 


C41 


5166 


A3883 


B22 


C59 


5167 


A3884 


B1 


C1 


5168 


A3884 


B1 


C5 


5169 


A3884 


B1 


G41 


5170 


A3884 


B1 


059 


5171 


A3884 


B2 


C1 


5172 


A3884 


B2 


C5 


5173 


A3884 


B2 


C41 


5174 


A3884 


B2 


C59 


5175 


A3884 


B21 


01 


5176 


A3884 


B21 


C5 


5177 


A3884 


B21 


C41 


5178 


A3884 


B21 


C59 


5179 


A3884 


B22 


01 


5180 


A3884 


B22 


05 


5181 


A3884 


B22 


041 


5182 


A3884 


B22 


059 


5183 


A3885 


B1 


01 


5184 


A3885 


B1 


05 


5185 


A3885 


B1 


041 


5186 


A3885 


B1 


059 


5187 


A3885 


B2 


01 


5188 


A3885 


B2 


05 


5189 


A3885 


B2 


041 


5190 


A3885 


B2 


059 


5191 


A3885 


B21 


01 


5192 


A3885 


B21 


05 


5193 


A3885 


B21 


041 



5194 


A3885 


B21 


059 


5195 


A3885 


B22 


01 


5196 


A3885 


B22 


05 


5197 


A3885 


B22 


041 


5198 


A3885 


B22 


059 


5199 


A3886 


B1 


01 


j 5200 


A3886 


B1 


05 


5201 


A3886 


B1 


041 


5202 


A3886 


B1 


059 


5203 


A3886 


B2 


01 


5204 


A3886 


B2 


05 


5205 


A3886 


B2 


041 


5206 


A3886 


B2 


059 


5207 


A3886 


B21 


01 


5208 


A3886 


B21 


05 


5209 


A3886 


B21 


041 


5210 


A3886 


B21 


059 


5211 


A3886 


B22 


01 


5212 


A3886 


B22 


05 


5213 


A3886 


B22 


041 


5214 


A3886 


B22 


059 


5215 


A3887 


B1 


01 


5216 


A3887 


B1 


05 


5217 


A3887 


B1 


041 


5218 


A3887 


B1 


059 


5219 


A3887 


B2 


01 


5220 


A3887 


B2 


05 


5221 


A3887 


B2 


041 


5222 


A3887 


B2 


059 


5223 


A3887 


B21 


01 


5224 


A3887 


B21 


05 


5225 


A3887 


B21 


041 


5226 


A3887 


B21 


059 


5227 


A3887 


B22 


01 


5228 


A3887 


B22 


05 


5229 


A3887 


B22 


041 


5230 


A3887 


B22 


059 


5231 


A3888 


B1 


01 


5232 


A3888 


B1 


05 


5233 


A3888 


B1 


041 


5234 


A3888 


B1 


059 


5235 


A3888 


B2 


01 


5236 


A3888 


B2 


05 


; 5237 


A3888 


B2 


041 



5238 


A3888 


B2 


059 


5239 


A3888 


B21 


01 


5240 


A3888 


B21 


05 


5241 


A3888 


B21 


041 


5242 


A3888 


B21 


059 


5243 


A3888 


B22 


01 


5244 


A3888 


B22 


05 


5245 


A3888 


B22 


041 


5246 


A3888 


B22 


059 


5247 


A3889 


B1 


01 


5248 


A3889 


B1 


05 


5249 


A3889 


B1 


041 


5250 


A3889 


B1 


059 


5251 


A3889 


B2 


01 


5252 


A3889 


B2 


05 


5253 


A3889 


B2 


041 


5254 


A3889 


B2 


059 


5255 


A3889 


B21 


01 


5256 


A3889 


B21 


05 


5257 


A3889 


B21 


041 


5258 


A3889 


B21 


059 


5259 


A3889 


B22 


01 


5260 


A3889 


B22 


05 


5261 


A3889 


B22 


041 


5262 


A3889 


B22 


C59 


5263 


A3890 


B1 


01 


5264 


A3890 


B1 


05 


5265 


A3890 


B1 


041 


5266 


A3890 


B1 


059 


5267 


A3890 


B2 


01 


5268 


A3890 


B2 


C5 


5269 


A3890 


B2 


041 


5270 


A3890 


B2 


059 


5271 


A3890 


B21 


01 


5272 


A3890 


B21 


05 


5273 


A3890 


B21 


041 


5274 


A3890 


B21 


059 


5275 


A3890 


B22 


01 


5276 


A3890 


B22 


05 


5277 


A3890 


B22 


041 


5278 


A3890 


B22 


059 



[oi32] ^.m m (DPPART=t~*hm mxm&fa «ppar<z) m ^-rsmm^m. k 
ldlje, i«rrG^ mmrn, mtfnM, -r^y^i&iatt, mm. wm^^fc. mm 
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itm, mm. umm) . ■wmL&&, maim. mm. ±mm, 3mm, m 

[oi33] *&mfc&w&ppART=r~xhm mmmmvoki.x&i$-irzM& s 

mmm. mm. uzf^n. %m. mm. ^yy°m. ^y^/^m-^tin^rmm^ 
mmm\^ti^mmimm^x^irfn^\ ^sps;^ mz.i£f8step%& 

i&nmbvxmm\z.®imx%z> 0 
[oi34] ^ijM©tii«©iitiu«i, im, mmm. m 
nm. mm^^mmmmmmt^ma^^xm^vmmmt^^t^ 
x%z>o mmm^m^ia^mm^u^b^Kmw^m^n^<>xmmbirtiitx\^ 

o 

Mcfcma^ mj&mbvxmm. &m. yy^m. ^v^v, mmz^vM^ 

/xs^mrhvvj*. #>T>Mh\^<fe9vv^m~fbvvj>.m, mnmbvx^/u 

mmm, mm. ^m. mmmm^m^mrnvxh^. m 
[0135] ^w4k&m<DPPART^xbmmmmf&mbvx<D&-$-m-z, 
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f^A^mau^-r^m^. m^o. o5-ioomg/kg/0^&^0;£L<teo. 1— 

migO. 005— lOmg/kg/0-e&*9, 0*b<fiO. 01 — lmg/kg/0tf>$5 

[0136] j^T^^wn^L, ^mws:$e>^L<iftKi-5^, z.tib}ttmm&mfer 

[0137] HJfefll 



Me 




Et 




nBu 




tBu 


tert—zf^/V 


nPr 




Ph 




Bn 




Ac 




Ms 




TMS 




PCC 




CDI 


1,1' -ZisV'tf.^/wM^/—^ 


DBU 


1, 8-^Tiftf^n[5. 4. 0l^7^±-' 


DME 


1, 2-iy^Y^^> 


DPM 




TBS 




TFMP 
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[0138] Wb26] 



1) LiN(TMS) 2 
(COOEt) 2 

2) NH 2 OH-H 2 0 



R 2 .COOEt 




•jf- jv^^rr yv 



5- {A-vyy/v^ru^svy^^v) --f yd^y — /v-3-#/i^Vi 

(R^TFMP.R^H, 1-1-1) 

H2iH£r610mg#fc o ^.<DV^^M3. 5gf^y/— /V35mU ^MtKn^/VT^ 
>-l. 22g^Px.20H#^3l^L7t o ^K^PX.. ^na/Js/k^-e^m. W 

| H tLT2. 55g#/t 0 1R$60% 

[0139] d-i-2) -( 1-1-4) -kmmz.&f&^tc 0 

[0140] [^64] 



No 


R 1 


R 2 


NMR 


1-1-1 


TFMP 


H 


1.46(3H ? t,J=6.9Hz),4.49(2H, qj J=6.9Hz),7.04(l 
H,s),7.77(2H,d,J=8.7Hz) 7 7.95(2H,d,J^8.7Hz) 


1-1-2 


TFMP 


Me 


1.46(3H,t,J=6.9Hz),2.47(3H y s),4.49(2H,q,J=6.9 
Hz),7.78(2H,d,J=8.4Hz) ? 7.86(2H J d,J-8.4Hz) 


1-1-3 


p-Cl-C 6 H 4 - 


H 


1.45(3H,t,J=7.2Hz),4.48(2H,q,J=7.2Hz),6.92(l 
H,s),7.47(2H,d,J=8.4Hz),7.75(2H,d 5 J=8.4Hz) 


1-1-4 


h! Uy>- 


H 


1.46(3H,t 7 J=7.2Hz),4.50(2H,q,J^7.2Hz) ? 7.12(l 
H 3 s),7.68(2H,d,J=6.0Hz),8.79(2H,d,J=6.0Hz) 



[0141] m^m2 

Mti27] 



:^-/V^^T7V (1-2-1) 
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6. 45g^^>^by^54. 0g(D^^^hy^/VT^^5. 3ml^P^L, 80°C-e2 

fu^bKHu gtixf;k^ty(i:8)t^fim mmit-^m^nn^m^ 

mtVX7. 36g#fc G 1^80% 

'H-NMRCCDCl ): 1.43(3H,t,J=7.2Hz), 2.19(3H,s), 4.45(2H,q,J=7.2Hz). 

3 

[0142] Mk28] 




;V^-^T7V (R 1= TFMP, 1-1-2) 

ik&%>) (1-2-1) 243mg^rDME6ml^^^L. A-Y^/V^rn^/V^^/V^n 
>-^285mg. ^^y^^420mg, PdCl (dppf) 81mg^Px.. 100°C-e7B#^il 

2 

M^ttU ^^7V:—^rf-^(l:8)-e^mU ^IE^1^^fe<^^LT23 
9mg#fc 0 lW80% 
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[0143] Wb29] 

r I_Aoh 

[5- {A-yy~7/VJrn^;V~7^/V) -^y^y*— /k-3-^|7k]yyy— ;V (R 1 =TF 
MP, R 2 = H, 2-1-1) 
5- (4-hy y/l^ny ^Vvy^/V) -^y dri^y /V-3-$i?V7$>m^/V^^"T 

(l-i-Di. o g ^yy/— /n5mH^flfL. 7K^T. *^b^^hy^35 

^£f£,tt.£LT820mg (1^*96%) #fc c ^^S^^/V^^^kS^ilIi 

U Sf!^lll-113 0 C(D^||^#^ 0 
[0144] (2-1-2)- (2-1-9) ^|lTO^&Uh 0 
[0145] [^65] 



No 


R 1 


R 2 


NMR(CDCl^) 


2-1-1 


TFMP 


H 


2.04(lH,t,J=6.0Hz),4.85(lH,d,J=6.0Hz),6.70(lH,s) J 
7.74(2H,d,J=8.4Hz), 7.91(2H,d,J=8.4Hz) 


2-1-2 


TFMP 


Me 


1.97(lH,t,J=6.6Hz),4.80(2H,m),7.76(2H,d,J=8.4Hz), 
7.85(2H 7 d>J=8.4Hz) 


2-1-3 


4-C1- C 6 H 4 - 


H 


4.82(2H,s) > 6.58(lH,s)J.50(2H ? d,J=8.7Hz) ? 7.72(2H,d 
,J=8.7Hz) 


2-1-4 


4-C1- C 6 H 4 - 


Et 


1.25(3H,t,J=7.2Hz) ? 2.68(2H 7 q,J=7.2Hz),4.80(2H,s), 
7.47(2H,d,J=8.4Hz),7.63(2H,d,J=8.4Hz) 


2-1-5 


Me 


H 


2.30(lH 7 s),2.42(3H,d,J=0.6Hz),4.71(2H,s),6.04(lH,q 
,J=0.6Hz) 


2-1-6 


Et 


H 


1.30(3H,t,J=7.5Hz),2.23(lH ? s),2.77(2H,qd,J=7.5,0.6 
Hz),4.72(2H,s) ) 6.04(lH,t,J=0.6Hz) 


2-1-7 


Br 


Me 


2.03(3H,s),2.06(lH ? brt,J=7.5Hz),4.73(2H,d, 
J=5.7Hz) 


2-1-8 


^ )V U > 

- 4 --r ;i/ 


Me 


1.98(3H 7 s) 7 3.35-3.38(4H ) m) ? 3.78-3.82(4H,in) > 
4.60(2H,s) 


2-1-9 




H 


2.20(lH,brs) 3 4.85(2H ? s),6.81(lH,s),7.65(2H4,J=6-0 
Hz),8.75(2H,d,J= : 6.0Hz) 
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[0146] Wb30] 




OH 



1) O-KW 




"OH 



JglX@ (TBSit) 

3-tert-y^/v^y^/i^>y /v^^y^vv-5- (4-hU y/v^ny^Vvym^/v) ^y 

^^/-^(R^TFMP, R 2 = H, 2-2-1-1) 

[5-(4-hyy/i^)-py^vK7^/v) -fy^i^y— /V-3-^fVKl yyy— ;v (2-1-1) 
8. 31g, t-y"f-/Vxy^;V^);V^xiy4V5. 67g, ^^V— /V3. 49g, 

'H-NMRCCDCl ): 0.14(6H, s), 0.94(9H, s), 4.82(2H, s), 6.68(1H, s), 7.73(2H, d, 

3 

J=8.4 Hz),7.91 (2H, d, J=8.4 Hz). 

(yb^yy^/Wb) 

3-yh^ixyh^vy^/v-5- (4-hy y/i^j-ny^yvy m^/v) ^y^y— /v 
[5-(4-hy^/v^-ny^-/vyai^/v)^rydri^y— /v-3-^r/v]yyy— /v2i. 9 g , 

7tKny^>-300ml(D?M^^7K#^^-hy^^(60%)4. 14g&fo%iTUQ%^ 

m&^2om%mwvk.o Rj&m*7k*Km^tm, mm^/^mmvti 0 mm 

„ aS^!J*^>*7A^n-7h(i#L, «xf/V:n-^fy(l:4)tIliiU 
^IB^^20. 8g£#fc 0 

NMR(CDC1 ) : 8 3.44(3H,s), 4.73(2H,s), 4.76(2H,s), 6.70(lH,s), 

3 

7.72(2H,d,J=8.7Hz), 7.92(2H,d,J=8.7Hz) 
[0147] Jg2X@ 4{i#fifp 
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TBS^R^TFMP, R 2 = Br 

^V^r^/—;V (2-2-2-1) 

y^rf-y^/V (2-2-1-1) 9. 50g^h7tKny7y 190mH^^L/> o ro^f-S 
^n-y^/vy^^(D^dr^y^(l. 57M)£-78 0 C^15^tfTMTUto -7 
8°C^70^r B W#m^ Hii9. 36g^l0^4tTMTb7t o -78°C^2B#r H W#m, 

^?a*^#?abio%M^by^A^^^px.H^?r#ihL7t 0 g^^/vc 

mmt^-m^n^m^kmtx^xii. 6g#fc 0 wioo% 0 

'H-NMRtCDCl ): 0.16(6H, s), 0.94(9H, s), 4.81(2H, s), 7.77(2H, d, J=8.1 Hz), 

3 

8.18(2H, d, J=8.1 Hz). 

(^n^5/7°yyy&) 

TBSf£. R 2 = Br— ►R 1 = TFMP , R 2 =^y^;V 

4--<y^-3- (tert-y ^/v^y^/vy-y/v^yy^vv) -5- (4-hy y/v^-ny^- 

;V7x^/V) ^y^V*~—;V (2-2-2-2) 

» p v 196mg^hyt;Kn77>'2mn^^b, 1, 2-> ? yn^3iy>-28mg^P^.T 
5ftm, ynnhyy^/V^^16mg^Px.T5^rHm#bfc 0 ^yvyK/n^fK37 

j^?R^4-yti^-3-tert-y^/ki/y^/P-yy/k^-dryy^/v-5-(4-hyy/^t2y 

^/k^^/V)^ydri^y— (2-2-2-1) 376mg, g^^^^y^llmg, hyyyu 
^drv//V^y^y(14mg, ^h^tKny^WmKDM'^^^MTbSO^^jSitb^: 

1^80% 

'H-NM^CDCl ): 0.03(6H, s), 0.86(9H, s), 4.13(2H, s), 4.66(2H, s), 7.14-7.31(5H, 
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m), 7.67(2H, d, J=8.4 Hz), 7.76(2H, d, J=8.4 Hz). 

(4-hy y/V^J-ay^vK^^/V) yy^U-y— /V286m 
56ml^Px.7b 0 -78°C-eO. 5B#rBW#fL N, N-^^/V*M^T^K257mg^ 

fHf B{b^ 1 7 9mg^#fc 0 

NMR(CDC1 ) : 5 3.45(3H,s), 4.81(2H,s), 4.96(2H,s), 7.84(2H,d,J=8.4Hz), 

3 

8.08(2H,d,J=8.4Hz), 10.14(lH,s) 

(y^/T/V^/Wt:) 

3- y h^r Wh^f;i^5- (4-hy y/v;?J-ny^-/K7^/v) yy^rlJ-y— /v- 4-# 

3- y h^yy h^e-yy^/v-s- (4-hy y/i^j-ny^vK7 ^~/v) ^ry^y — /v-4-# 

/V#T/V-xtKl2. 4g, ^hdr^T^^^^4. 79g, ^h7tKn^9^300mKD^ 

^^6o o c-e30#r^*i#Lfc o ^^ffiTS*bfcm. ^St^^Di^f 

y(5:95)-C^mb, ^fB^^#)10. 6g£#fc 0 

N MR(CDCl) : 6 1.33(3H,t,J=7.2Hz), 3.46(3H,s), 4.23(2H,q,J=7.2Hz), 4.18(2H,s), 

3 

4.89(2H,s), 7.77(2H,d,J=8.4Hz), 7.88(2H,d,J=8.4Hz), 8.17(lH,s). 
[0148] Jg3im mm& (J&TBS^fb) 

4- ^<y (4-hy 7 ;v^rn^;v7^;v) y y^y— /v-3-yvv] yy y — ;v 

(R^TFMP, R 2 =Bru 2-2-3-1) 

4- ^<^>yv-3- (tert-y^/i^yy^ypy y/v^yy^yv) -5- (4-hy y/^^y 
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^P/K7 zz.^;V) ^y^r^/—;V (2-2-2-2) 358mg^b^tKn^^^8mH^^L, 
tetra-^^/VT^^e— *?J*7^74FO. 88ml (lM^h^tK^^^^^) ^PX. 

fc 0 muxnmmmw^ ^Mx.K^Witi.t^ mm^^xmm, *&xt$ 

^^L-C207mg#fc o IK^78% 0 

'H-NMRCCDCl ): 4.10(2H,s), 4.62(2H,s), 7.15-7.34(5H,m), 

3 

7.70(2H,d,J=8.7Hz),7.77(2H, d, J=8.7Hz). 

(fl^h^^/Mb) 

4-^^^/v-3-^h^^h=^vo^/V-5- (4-hU ^/^n^/k^-zv) 4 
ydrty-;H8. 7g, 6£^i^36. lmU /V311mKD^^^^4. 5B#P^ 

^^p^^K-e^m. mm^^y^x^mu mj±rmm^m^u mm 

^^15. 7g#7t 0 

NMR(CDCl) : 5 1.29(3H,t,J=7.2Hz), 3.65(2H,q,J=7.2Hz), 4.61(2H,s), 4.82(2H,s), 

3 

7.78-7.80(4H,m). 
[0149] (2-2-3-2) — (2-2-3-6) t> mm^^tlo 
[0150] [^66] 



No 


R 1 


R 2 


S2XS 


NMR 


2-2-3- 
1 


TFMP 


Bn 




0.03(6H,s),0.86(9H,s) J 4.13(2H,s),4.66(2H,s),7.1 

4-7.31(5H,m),7.67(2H,d,J=8.4Hz), 

7.76(2H,d,J-8.4Hz) 


2-2-3- 
2 


TFMP 


Br 




2.15(lH,brs),4.82(2H,s),7.49(2H,d J J=8.7Hz) ) 7. 
98(2H,d,J=8.7Hz) 


2-2-3- 
3 


TFMP 


CH 
O 




3.74(lH,t,J=7.5Hz),4.89(2H,d,J=7.5Hz),7.88(2 
H,d,J=8.1Hz),7.95(2H,d,J=8.1Hz),10.10(lH ? s) 


2-2-3- 
4 


TFMP 


SPh 


U ^{btt; 


0.04(6H,s) J 0.85(9H,s),4.74(2H ? s),7.11-7.26(5H, 
m)J.70(2H,d,J=8.7Hz),8.22(2H4,J=8.7Hz) 


2-2-3- 
5 


TFMP 


CH2 
OEt 




1.29(3H,t,J=7.2Hz),3.65(2H,q,J=6.9Hz), 
4.61(2H,s), 4.81(2H,s), 7.78-7.80(4H,m). 


2-2-3- 
6 


TFMP 


CH= 

NO 

Et 




1.36(3H,t,J=6.9Hz),4.27(2H,q,J=6.9Hz), 
4.81(2H,d,J=7.5Hz), 7.79(4H,s), 8.26(lH,s). 
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[0151] Wb31] 




[4-^ n c & -5-(4-^nn^ ;n -/v)-^ydrf-y^ ;^-3-#]-^/- /V(R X =4- 
Cl-C H R 2 = Bi\ 2-3-1) 

6 4 

[5-(4-^nny^^/V)-^ydrihy*— ;W3-^]-^/-;v(2-l-3) 2. 51gt 

[0152] (2-3-2) $o£Tf (2-3-3) ^P^V^J£bT-*^bH^||f£ffiV\ 
[0153] [Jt67] 



No 


R 1 


R 2 


NMR 


2-3-1 


4-C1- C 6 H 4 - 


Br 


2.18(lH,t,J=6.6Hz),4.82(2H,d,J=6.6Hz),7.49(2H,d,J= 
8.7Hz),7.98(2H,d,J=8.7Hz) 


2-3-2 


Me 


I 


2.11(lH,t,J=6.6Hz),2.47(3H,s),4.69(2H,d,J=6.6Hz) 


2-3-3 


Et 


I 


1.30(3H,t,J=7.5Hz),2.82(2H,q,J=7.5Hz),4.70(2H,s) 



[0154] Wb32] 




/^y-2-t-;v (2-4-D 
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;Kl-l-2)l. 03g^4ffi7K^h^tK^^^10mH^^L, 7k-^J— /WfriPT^ 1 
8b£l26-127 0 C 

'H-NMRCCDCl ): L71(6H,s), 2.38(3H,s), 7.75(2H,d,J=8.4Hz), 7.81(2H,d,J=8.4Hz). 

3 

[0155] [^33] 



R 4 




ins mt 

4-y^Vv-5- /v) -^y^rfy-;v-3-^/w^VTtK ( 

2-5-1-1) 

{[^8^(2-1-2)4. 88g^{b^l/>-200ml^^b, t°y v^^ynnyny 
WMilMmk&V0&4:. 14g#fc 0 M86% 

'H-NMRCCDCl ): 2.49(3H,s), 7.79(2H,d,J=8.1Hz), 7.87(2H,d,J=8.1Hz), 

3 

10.23(lH,s). 

1- [4-^^-/V-5- (4-l>y --fy dpiJ-y — /V-3--f /V] -7°n 

✓^-l-;*-— /V(R 4 = Et, 2-5-2-1) 
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fglX&T*&htl1t4k&m (2-5-1-1) 765mg^4ffi7K^h^tKn^7^20ml^^ 
MU -70°C-eiM^/W^v/r>^^ 'n-7-TK3. 2ml^JP;t, £&4-l. 5H#^ft 

[0156] m&te (2-5-2-2) £r^J&bfc 0 
[0157] [^68] 



No 


R 4 


NMR 


2-5-2-1 


Et 


1.05(3H,t,J=7.5Hz),1.92-2.04(2H,m),2.30(3H,s),4.83 
QH,t,J=6.6Hz),7.75(2H,t 7 J=8.4Hz), 7.83(2H,d,J=8.4Hz) 


2-5-2-2 


4-F- C 6 H 4 - 


2.03(3H,s),6.03(lH,s),7-05-7.11(2H,m),7.42- 
7.47(2H,m),7.73(2H,d ) J= :: 8.4Hz),7.79(2H,d,J=8.4Hz) 



[0158] ##$|9 

(4-^^/v-5-^e/v*y 7v-3-^r/v) (2-6-1) 

Mb34] 




(2-1-7)1. 66g^e/V*y^5mH^|?U 140 < C-e2NF^*#bfc o ^<£> 

^m^^tk^px., Bm^/isx^m. &fa&M&T&£&, f&*mwt?y^>v 

^/V:^driJ-^(2:l)-e^mU Sf&fk-a^»Srt»Hfe©3l$fti:bTl. 14g#7t 0 
iR^66% 

'H-NM^CDCl ): 1.98(3H,s), 3.35-3. 38(4H,m), 3.78-3.82(4H,m), 4.60(2H,s). 
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[0159] [>fb35] 




R l_/^OH (A;£)MsCI, Et 3 N 



R? 




LG 



7 N 



###!|10 Aft(LG=OMs) 

-Wf /V^T/V (R 1 =TFMP, R 2 = CHO, R 3 , R 4 = H, 3-1-1-1) 

fb-^fc (2-2-4-2)1. 79gSr4£>f(^^V^30mll!:»»L, 7R?frT^^V^- 
/V^n^KO. 61mk MJa^vKT^l. 38ml«5&ll*., lNPK*#b^o ^<D&£iffc 

^^T*Sfe<D^^i:L-C2. 21g#fc 0 St£l29-130°C 1&#96% 
[0160] |*MS6(c: (3-1-1-2) — (3-1-1-6) Sr-g-^Ubo 
[0161] [^69] 



No 


R 1 


R 2 


NMR 


3-1-1-1 


TFMP 


CHO 


3.21(3H,s),5.58(2H,s), 7.88(2H,d,J=8.4Hz),8.01(2H,d, 
J=8.4Hz),10.14(lH,s) 


3-1-1-2 


-4-^)1 


Me 


2X)l(3H,s),3.05(3H,s),3.38-3.41(2H,m),3.79- 
3.82(2H,m), 5.16(2H,s) 


3-1-1-3 


4-C1-C6H4- 


CH20 
Et 


1.28(3H,t,J=6.9Hz),3.10(3H,s),3.63(2H,q,J=6.9Hz), 

4.50(2H,s) J 5.41(2H,s),7.50(2H,d,J=8.4Hz), 

7.70(2H,d,J=8.4Hz). 


3-1-1-4 


TFMP 


CH=N 
OEt 


1.34(3H,t,J=7.2Hz), 3.18(3H,s), 4.26(2H,q,J=7.2Hz), 
5.58(2H,s), 7.80-7.81(4H,m), 8.17(lH,s) 


3-1-1-5 


4-C1-C6H4- 


CH=N 
OEt 


1.33(3H,t,J=7.2Hz), 3.16(3H,s), 4.25(2H,q,J=7.2Hz), 
5.56(2H,s) 7.51(2H,d,J=9-0Hz), 7.63(2H,q,J=9.0Hz), 
8.14(lH,s) 


3-1-1-6 


4-OCF3- 
C6H4- 


CH=N 
OEt 


1.33(3H,t,J=7.2Hz), 3.17(3H,s), 4.25(2H,q,J=7.2Hz), 
5.57(2H,s) 7.37(2H,d,J=8.7Hz), 7.73(2H,q,J=8.7Hz), 
8.15(lH,s) 



[0162] ##$|11 B£fc(LG = Cl) 

3-^nn^f^-5- (4-^C2C27mn/l/) -4y^r^7—/^ (R 1= 4— CI— C H , R 2 = H 



6 4 



, R 3 = H N R 4 = H, 3-1-2-1) 
[5-(4-^nn-^^/V)-^ydriJ-y^/v-3-^/V]-^y— /V(2-l-3) 1. 73g 
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[0163] mmiZ- (3-1-2-2) - (3-1-2-1 7) (Dlt&m&&f$Vfc 0 
[0164] [^70] 



No 


R 1 


R 2 


R 3 ,R 4 


NMR 


3-1-2-1 


4-C1- C 6 H 4 - 


H 


H,H 


4.64(2H,s),6.63(lH,s),7.46(2H,d,J=8.4 
Hz),7.73(2H,d,J=8.4Hz) 


3-1-2-2 


TFMP 


H 


H,H 


4.66(2H,s),6.45(lH,s),7.75(2H,d,J=9.0 
Hz),7.91(2H,d,J=9.0Hz) 


3-1-2-3 


TFMP 


Me 


H,H 


2.33(3H,s),4.65(2H,s),7.76(2H,d,J=8.7 
Hz),7.85(2H,d,J=8.7Hz) 


3-1-2-4 


TFMP 


CH 
O 


H,H 


4.89(2H,s),7.87(2H,d,J=8.7Hz),8.03(2 
H,d, J=8. 7Hz), 10. 17( lH,s) 


3-1-2-5 


TFMP 


Me 


H,Et 


1.15(3H,t,J=7.5Hz),2.30(2H,qd,J-7.5, 
7.5Hz),4.93(lH,t,J=6.6Hz),7.76(2H,t, 
J=8.4Hz), 7.83(2H,d,J=8.4Hz) 


3-1-2-6 


TFMP 


Me 


H,4-l< - 
C 6 H 4 - 


2.14(oM,s),o.oZ(lli,s),7.U / - f.l<3(Zli, 

m),7.50-7.55(2H,m),7.75(2H,d, 

J=8.4Hz),7.81(2H,d,J=8.4Hz) 


O 1 O T 

o-l-Z- / 


1 r IVIJr 


ox n 


±1,11 


4.00^11,87, t . Lo- 1 1 yorifiii), 1 . t oy^iXn, 
d,J=8.7Hz),8.25(2H,d,J=8.7Hz) 


3-1-2-8 


TFMP 


Bn 


H,H 


4.15(2H,s),4.41(2H,s),7.15- 

7.35(5H,m),7.71(2H,d,J=8.7Hz),7.78( 

2H,d,J=8.7Hz) 


3-1-2-9 


4-Cl-C 6 H 4 - 


H 


H,H 


4.64(2H,s),6.63(lH,s),7.46(2H ? d,J=8.4 
Hz),7.73(2H,d,J=8.4Hz) 


3-1-2-10 


4-Cl-C 6 H 4 - 


Br 


H,H 


4.46(2H,s),7.50(2H,d,J=8.7Hz),7.99(2 
H,d,J=8.7Hz) 


3-1-2-11 


4-Cl-C 6 H 4 - 


Et 


H,H 


1.28(3H,t,J=7.5Hz),2.72(2H,q,J=7.5H 
z),4.64(2H,s),7.47(2H,d,J=8.4Hz),7.65 
(2H,d,J=8.4Hz) 


3-1-2-12 


Br 


Me 


H,H 


2.06(3H,s),4.56(2H,s) 


3-1-2-13 


h°U ^>-4- 

-f 


H 


H,H 


4.66(2H,s),6.85(lH,s),7.67(2H,d,J=6.0 
Hz),8.77(2H,d,J=6.0Hz) 


3-1-2-14 


Me 


I 


H,H 


2.49(3H,s),4.53(2H,s) 


3-1-2-15 


Et 


I 


H,H 


1.31(3H,t,J=7.5Hz),2.83(2H,q,J=7.5H 
z)4.53(2H,s) 


3-1-2-16 


TFMP 


CH 

20E 

t 


H,H 


1.28(3H,t,J=6.9Hz), 3.64(2H,q,J=6.9 
Hz),4.57(2H,s),4.73(2H,s),7.69(2H 
,d,J=8.4Hz),7.90(2H,d,J=8.4Hz) 


3-1-2-17 


4-OCF3- 
C6H4- 


CH 

20E 

t 


H,H 


1.28(3H,t,J=6.9Hz), 3.69(2H,q,J=6.9 
Hz),4.55(2H,s),4.72(2H,s),7.35(2H,d,J 
=8.7Hz), 7.82(2H,d,J=8.7Hz) 



[0165] 0^M12 
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^y-;K3-2-l) 



Mb36] 



OH 




"CI 




CI 



^tK (3-1-2-4) 203mgi:^/— /V5ml(D^^7K^T, ^^Ht^^hy^ 



v^^/V^-^/W^^^ 2-^/V^-n-4-*/V^/V^^^/V3i^/V(R=3-F, R 17 
= Me, 4-1-1) 

3-:7/k;^n-4-fcKn:3r^-<^XT/^fcK5. OOg, N, N-S^^/l^Wf/W*^ 
/V^nUK5. 29g, hU^^/VT5;>-4. 33g, N, N-^^VKT^/fc^v^Semg, v 5 

05g#fc o l|J^71% 

'H-NMRCCDCl ): 3.39(3H, s), 3.47(3H, s), 7.277.35(1H, m), 7.677.74(2H, m), 

3 

9.97(1H, s). 



[0166] [^37] 




R 1 ) ^A^At-OMt 

X^-CHO 2) Horner-Emmons SfB 



R 



#%f?!ll3 
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H£ 2X^=1 Horner-Emmons BClfc 
X7VV(R=3-F, R 17 = Me, 5-1-1) 

i/^/v^-3r$)/V;<^-y^k 2--7;v^ru-A-y^/v^;V7^^;v^^r;v(A-l-l) 7. 
05g, 89g, mtV^J^l. 57g, i/^/V~fc;VJ*T^ 

K70ml(D^-^^J^l, 8-^Tiflf^a[5. 4. 0]^^^-7-^^5. 16g^Px.. 

1(X^86% 

'H-NMRCCDCl ): 3.37(3H, s), 3.46(3H, s), 3.81(3H, s), 6.39(1H, d, J=15.9 Hz), 

3 

7.12(1H, m), 7.307.35(2H, m), 7.63(1H, d, J=15.9Hz). 

Jg3Xf£ m&Kfo 

rc^/V(R = 3-F, R 17 = Me. 6-1-1) 

rc^/v (5-1-1) 7. OOg^v^^/l^n— ^/V<D^^^265T^30^5Qii#L 
fc 0 K^^^a^^m, i/y^y/^n^h(cl#U ^nn*;^-e§fflL, HlfB 
|^tl^M| H iLt7. 00g#fc o l«100% 

[0167] mm^. (6-1-2) — (6-1-17) ^j^Lfc 0 

[0168] [jm] 
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No 


R 


R 17 


NMR 


6-1-1 


3-F 


Me 


3.04(3H,br),3.13(3H,br),3.82(3H,s),6.45(lH,d, 
j=16 2Hzl 7 26-7 31C2H m\ 7 48-7 53C1H m> 
7.64(lH,d,J=16.2 Hz) 


6-1-2 


3-OMe 


Me 


9 Q^-S ^OffiH m> 3 82C3H <^ 3 90(3H 
6.45(lH,d,J=15.9Hz),6.95-7.18(2H,m), 
7.48(lH,d, J=7.8Hz), 7.67(1H, d, J=16.2 Hz) 


6-1-3 


2-OMe 


Me 


2.96-3.18(6H,m),3.80(3H,s),3.89(3H,s), 
6.53(lH,d,J=16.2Hz),7.06-7.13(2H,m), 


6-1-4 


3-Br, 5-OMe 


Me 


2.90-3.30(6H,m),3.82(3H,s),3.89(3H,s),_ 
6.45(lH,d, J=15.9Hz),7.26(lH,brs), 


6-1-5 


2-OMe, 6-OMe 


Me 


2.90-3.20(6H,m),3.79(3H,s),3.88(6H,s), 6.73(2H,s) 
6.88(1H, d, • J=16.2 Hz), 8.08(1H, d, J=16.2 Hz) 


6-1-6 


3-OEt 


Me 


1.34(3H,t,J=6.9Hz),l-43(3H,t,J=6.6Hz);2.90-3.30 
(6H,m),4.12(2H,q,J=6.9Hz),4.27(2H,q,J=7.2Hz), 
6.43(lH,d,J=15.9Hz)7.04(lH,d,J=1.5Hz),7.12(lH,d 
d,J=7.8Hz,1.8Hz),7.48(lH,d,J=7.8Hz) 
7.64(XH,d,J=15.9 Hz) 


6-1-7 


3-Br 


Me 


2.95-3.23(6H,m),3.81(3H,s),6.45(lH,d,J=15.9Hz), 
7.45(lH,dd,J=8.1Hz,2.1Hz),7.60(lH,d,J=16.2Hz), 
7.6(lH,d,J=8.1Hz), 7.81(lH,J=2.1Hz) 


6-1-8 


3,5-diBr 


Me 


2.80-3.20(6H,m),3.74(3H,s),6.90(lH,d,J==15.9Hz), 
7.60(lH,d,J=15.9Hz), 8.21(2H,s) 


C 1 Q 

b- i-y 


oOl,DUiv±e 


"Mo 
ivie 


oqn Q 3IVfiT-T rrA ^ R9^TT <ai ^ QflfST-T O fi H 

J=16.2Hz),6.96(lH,d,J=l-5Hz),7.31(lH,d,J=1.5Hz), 
7.60(1H, d, J=16.2Hz) 


fi i i n 




Me 


2.85-3.35(6H,m),3.82(3H,s) J 3.89(6H,s),6.46(lH,d, 
J=15.9Hz)6.76(2H,s),7.66(lH,d,J=15.9Hz) 


6-1-11 


2-C1 


Me 


2.90-3.20(6H,m),3.82(3H,s),6.44(lH,d,J==15.9Hz), 
7 S6-7 60f2H m j 7 60C1H d J=8 1Hz) 
8.06(1H,J=16.2 Hz) 


fi 1 19 




Me 


1.42(3H,t,J=7.2Hz) > 2.85-3.35(6H,m),3.01(3H,s), 
4.10(2Hiq ) J=7.2Hz),6.43(lH J d,J=15.9Hz) ) 6-9V 
(lH,brs),7.46(lH,brs), 7.57 (1H 3 d, J=15.9 Hz) 


£i 1 1 Q 
D-l-lO 




Me 


2.95-3. 15(6H,m),3.82(3H,s),6.55(lH,d >e J=16.5Hz), 
7.26-7.33(2H'mX7.52(lH,d,J=7.8Hz), 
7.79C1H, J=16.2 Hz) 


6-1-14 


2-Me 


Me 


2.43(3H,s),3.04(3H,br),3.09(3H,br),3.81(3H,s),6.37( 

lH,d,J=15.9Hz),7.33-7.35(2H,m), 

7.54(lH,d,J=8.7Hz) ) 7.94(lHm,d,J=15.9Hz) 


6-1-15 


H 


Me 


3.06(6H,br),3.81(3H,s),6.45(lH,d,J=15.9Hz),7.51(4 
H,brs),7.68(lH,d,J=15.9Hz) 


6-1-16 


2-Me, 3-OMe 


Me 


3.02(3H,Br),3.12(3H ? Br),3.82(3H,s) > 3.88(3H,s),6.37( 
lH,d,J=15.9Hz),7.07(lH,s),7.32(lH,s),7.92(lH,d,J= 
15.9Hz) 


6-1-17 


3-C1 


Me 


3.05(3H,br),3.13(3H,br),3.81(3H,s),6.45(lH,d,J=15. 
9Hz) f 7.40(lH,dd,J=1.8Hz,8.1Hz),7.58-7.63(3H,m) 



[0169] ##$|14 W^K— g^^^/V^^/V 

Wb38] 
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'H-NMR (CDC1 ) 8 : 3.74(3H,s), 4.82(2H,s), 5.10(2H,s), 6.47(lH,dd,J=0.6,3.3Hz), 

3 

6.94-7.50 (10H,m). 
[0170] W,2TM 

(5— O'vV^drW^K— @^^^/V^^/V400mg<D^h^tKn 
79>5ml-^/— /V5ml^?fclO%/^> ? '>^5Sf 120mg^Px.7K^#HMT 

vz>sf/v?v^hmm^/i' : (2 : 3) x*wm mmu mmt^-m^^Q^ 

#fc 0 1R*92% 0 

'H-NMR (CDC1 ) 8 : 3.74(3H,s), 4.49(lH,s), 4.82(2H,s), 6.44(lH,d,J=3.0Hz), 

3 

6.79(lH,dd,J=2.7,9.0Hz), 7.04(lH,d,J=2.7Hz), 7.06(lH,d,J=3.0Hz), 
7.10(lH,d,J=9.0Hz). 
[0171] ##^!|15 

Wb39] 

HO^ _ Me 2 NCOCI | I 

XX> .Wjo— x s xx> 

Iixg 

^#/W^^7V^o)JK523mg. MJ^/VT^O. 59mK N, N-v^^VVT^/t 0 !; i? 
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^43mg, i^^^^7nd©ja^»Sr3l^|ffl30^raSH^bfco BCJ&mz.&&M%.. B 

|B^^^-fe^^^LT443mg#fc 0 M43% 

'H-NMR (CDC1 ) 5 : 3.37(3H,s), 3.48(3H,s), 3.75(3H,s), 4.84(2H,s), 

3 

6.55(lH,d, J=3.3Hz), 6.95(lH,dd,J=2.4,9.0Hz), 7. 12(lH,dJ=3.3Hz), 
7.23(lH,d,J=9.0Hz), 7.29(lH,d,J=2.4Hz). 

|g2I@ 

&139mg#fc 0 1^65% 

'H-NMR (CDC1 ) 5 : 3.07(6H,s), 3.73(3H,s), 4.85(2H,s), 6.55(lH,d,J=3.3Hz), 

3 

7.10(lH,d,J=3.3Hz), 7.08-7.35 (2H,m), 7.78(lH,d,J=1.5Hz). 
[0172] 16 

Mb40] 




4-^n^e^hn^<^ifV3. 49g, ^^-^^^-3-^7/V*>^^/^^/V3. 44g 
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m*muiki&7k-?ffi&&, mm^^v^&mu mf^rmm^m^tc 0 # 

'H-NMR (CDC1 ) 5 : 3.77(3H,s), 7.37(lH,d,J=5.4Hz) ) 7.56(lH,d,J=5.4Hz), 

3 

7.67(2H,d,J=9.0Hz), 8.26(2H,d,J=9.0Hz). 

^318mg, 2M^i^^95mU 2-{.4-~Yvy^/V)?-$r'7zc>-3-j3;V^m* 
^/k3z^/V250mg, ;VA. 8ml-7Kl. 2mi<DU^^15ftT$MWiMM\^ 

mx.*?;v : (1:2) "Cl^ffi) tHfB^1^£21 3mg#fc 0 W96% 0 

'H-NMR (CDC1 ) 5 : 3.75(3H,s), 4.23(2H,brs), 6.73(2H,d,J=8.7Hz), 

3 

7.15(lH,d,J=5.4Hz), 7.33(2H,d,J=8.7Hz), 7.46(lH,d,J=5.4Hz). 

fg3X@ 

2-(4-T^/^^^/V)^^-^^^-3-^7/V#V^^/V^^/V790mg(D7K90ml 
-m«^5. 3mlfgl«£-4 0 C^i;PU MS£^hy^237mg(D7k^2. 5ml 
^r5^r H 1-eMTbfc 0 ^r-C^O^^^^, SHINS (II) 3. 77g<D7ki§ml5ml, Wt 

im(i)822m g ^Mx.mnm^2o^; m^45^mm^± 0 s^^tk^px. 

>(1:3) t:mm) ^IB^^^363mg#fc 0 I|J^46% 0 

'H-NMR (CDC1 ) 8 : 3.76(3H,s), 4.49(lH,brs), 6.84(2H,d,J=8.4Hz), 

3 

7.19(lH,d,J=5.7Hz), 7.39(2H,d,J=8.4Hz), 7.48(lH,d,J=5.7Hz). 

2- (4-^^/V^^/V/^^/V^-df-^^^^/V) ^^-^^^-3-^7/V^V^^/V 
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-^^/l^^/W^^/^nyh*336mg, hU^^VVT^O. 38ml, N, N-vW 
'H-NMRCCDCl) 8 : 3.36(3H,s), 3.48(3H,s), 3.74(3H,s), 7.11(2H,d,J=8.7Hz), 

3 

7.24(lH,d,J=5.4Hz), 7.50(lH,d,J=5.4Hz), 7.51(2H,d,J=8.7Hz). 
'H-NMR (CDC1 ) 5 : 3.06(6H,brs), 3.74(3H,s), 7.25-7.55(6H,m). 

3 

[0173] ###!|17 
Wb41] 




COOEt 



Illg 

3-^Y^-2-^;VyzxL=.;VT^> (R5 = Me) 
2-^f;W3-^hnT^y-;H6. 7g, 10%Pd-C 1. 6g N /V330ml<Z)$| 
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NMR(CDC1 ) : 5 2.04(3H,s), 3.71(3H,s), 6.33-6.36(2H,m),6.94-7.00(lH,m). 

3 

3-^h3r^-2-^/l^>"EV^;3-— ;V (R5 = Me) 

2>-*Y^S-1-* c f->V7^~;VT^/ 10. 7g, 7K 30mK 35%^^ lSmK^M^^ 
fc3Efl81H-H^ 5. 92 g ^12mHC^^Lfc^^7K^T*Px.7t 0 ^(DU&mZ: 
, ^^h^V^y^A 12. 5g, 7Kl3nA(Dm^-m^40 o C^MK.± o 5o°c^2mm 

mm^*^vj*xi&mu mf±rmm^m^u wm\&®% 6. i2 g # 

fc 0 W 61% 0 

NMR(CDC1 ) : 5 2.17(3H,s),3.31(lH ) s),3.80(3H ) s),6.65(lH,d,J=8.4Hz), 

3 

6.87(lH,dd,J=7.5Hz),6.97-7.03(lH ) m). 

H3Xf£ 

/V(R5 = Me) 

3-*h*ci/-2-^;\"<l/l£^jr—;ve>. lg, xf;k-7n^;^n!)K6. 25g, 
^-fev-^27. 9g, T-fe^hy/V160ml(D^^)^^T23B#rBW#b7t o 

xmmu mmt&m 4. os g &ntc 0 

NMR (CDC13) 8 :1.26 (3H, t, J=7.2 Hz), 2.31 (3H, s), 3.60 (2H, s), 3.77 (2H,s ), 
3.81 (3H, s), 4.17 (2H, q, J=7.2Hz), 6.75 (1H, d, J=8.1 Hz), 6.89 (1H, dd, J=8.1 Hz, 
0.6 Hz), 7.087.14 (1H, m). 

(6-^Hf-->-7-^/W<>C/ [b] ^-^"7 >V) gj^ :n^yKrj*^yl> (R5 = M 
e) 

^l^^Vi^yW. 27mli^ A-{3-^Y^y-2-^)Vy^^V^V7r^V)-3-^r 
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y#^vk#^A^ttU ^^/k:n-^^(l:4)-C^ttiL,tlfE^^ 1. 5g 

NMR(CDC13) 6 : 1.17 (3H, t, J=7.2 Hz), 2.31 (3H, s), 3.84 (3H, s), 3.86 (2H, d, 
J=0.9 Hz), 4.07 (2H, q, J=7.2 Hz), 7.15 (1H, d, J=8.7 Hz), 7.34 (1H, s), 7.56 (1H, 
d, J=8.7 Hz) 

H5Xf£ 

(6-tKndr >/-7-^^7V-<^y [b] ^i>r7 ^s-Z-^ >V) ffim xf^r/V (R5 = 
Me) 

^^^^^120ml(Dm^^, H^^^^^(0^^^1/^^(1M^) £-4 
NMR(CDCl) : 5 1.78(3H,t,J=6.9Hz), 2.28(3H,s), 3.83(2H,s), 4.08(2H,q,J=6.9Hz), 

3 

6.95(lH,d,J=8.4Hz), 7.28(lH,s), 7.40(lH,d,J=8.4Hz), 9.47(lH,br). 
[0174] ##{?!|18 
Wb42] 




IlXg 
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zr.=f- jVa^-Tcr )V (R5 = Me) 

Og, N,N-i/^/V^JrfJ7Vs<^7V?viyVl. 65g, bV^/^TV^l. 32g,N,N- 
vWvVT5/t°yvV264mg, Ti?h^hy/V40ml<D?M^£4R#P^»Uh o Rffc 

#U ^^/v :n — dr^(l:2)-C^{±SU ^IE^^ 2. 95g£#fc 0 
NMR(CDCl) : 5 1.26(3H,s), 2.39(3H,s), 3.41(3H,s), 3.49(3H,s), 3.82(2H,s), 

3 

4.17(2H,q), 7.09(lH,d,J=8.7Hz), 7.34(lH,s), 7.61(lH,d,J=8.7Hz). 

(6-^f;^;w^^w7r^-7-^f;^yy [b] ?-$-7^>-3-<4/v) m 

gg o^/^;*7Vk(R5 = Me) 

m^/^^/V 2. 90g, ^m^/V^i/!;/^^V29ml^265 c C-e8H#^a:#bfc 

^(l:2)-ej§UlU ISfBte^ 2. 34g^#fc 0 

NMR(CDCl): 5 1.25(3H,t,J=7.2Hz), 2.66(3H,s), 3.04-3. 14(6H,br), 

3 

3.82(2H,d,J=0.9Hz), 4.16(2H,q,J=7.2Hz), 7.41(lH,d,J=0.9Hz), 7.51(lH,d,J=8.1Hz), 
7.60(lH,d,J=8.1Hz) 

(6-^/v#:7°h-7-^/w<>o/ [b] ffim ^f;^r/V (R5 = 

Me) 

(,Q-iy^;V^j;V/^^;V^;vyy=^;V-l-^;V^<lyy [b] ^-^-^^^-3-^/V) 
^/Vm^/V2. 34g, lM^by^i^h^KI^WV— /V^M) 14. 9ml 

NMR(CDC1 ) : 5 2.57(3H,s), 3.30(lH,s), 3.69(3H,s), 3.82(2H,s), 7.28(lH,s), 
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7.34(lH,d,J=8.4Hz), 7.46(lH,d,J=8.4Hz). 



[0175] 




HIS 

4-i/^/^^%/W<^/\/tti/-3-7/P^u^>^T/V'ft}? (R5 = F, R6 = 
R7=R8=R15 = H) 

3- ^/V^"Ci-4-t:Kti^i/T-feh^m/V7. 5g. N, N-i/^/V^jj/Vs^^/V? 
nUK7. 84g. h])^/^TV^6. 50g. N, N-v^^/VT^ytW^O. 65g. 1, 4- 
^^^80ml(Dm^^ll0 o C-T?4B#^ii#b7ho ^fi^ifl^ KJ&$£te2& 

NMR(CDC1 ) : 5 3.39(3H,s), 3.47(3H,s), 7.30-7.35(lH,m), 7.67-7.73(2H,m), 

3 

9.96(1H, s). 

3- (4-v ; y^/V^^/W^^/V^^-3-^/V^-ti^m^/V) U 
xf;kx^f/V(R5=F, R6=R7=R8=R15 = H) 

4- v ; y^-/V^7/W^ ; e-r/V^-dr->'-3-^/V^-n^<^XT/V'T ? tKl. 5g, 
2-^*/g^^hy3i^/H. 68g, i^^y^^AO. 34mg, 1, tfi/^n [5. 
4. 0]5C7 f *fe-7-:n>'l. llg, N, N-^^/V^/VAT^KlSmKD^M^^^^a-e 

m 1. 84g£r#fc 0 

NMR(CDCl) : 8 1.28(3H,t,J=7.2Hz) ) 3.37(3H,s), 3.46(3H,s),4.27(2H, d,J=7.2Hz), 
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6.85(lH,d,J=7.2Hz), 6.85(lH,d,J=21.6Hz), 7.07-7.13(lH,m), 7.21-7.24(lH,m), 
7.42(lH,dd,J=2.1Hz,11.4Hz). 

(Z) -3- (3-7/V^-n-4-tKndpi^73i^/l>) -2-7;^n7^y/HI rn^yucn^ 
/KR5 = F, R6=R7=R8=R15 = H) 

mm&® i. i8 g ^#^ 0 
[oi76] m^imo 

Wb44] 




mix© 

4-v ? ^^-/V^-^-^7/W^^/V^-d f -^^<^XT/VT f tK (R5 =R6 =R7 =R8 =R1 5 
H) 

4-fcKn^^^XT/V7*fcK25g, N, N-^y^/V^#/W^^/]^nyK30g, 
MJ^/kT^ V24. 9g, N, N-^^/VT^yeU^W. 5g, 1, 4-v ? ^i^^300 
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NMR(CDC1 ) : 5 3.37(3H,s), 3.47(3H,s), 7.24(2H,d,J=8.7Hz), 7.93(2H,d,J=8.7Hz), 

3 

10.00(lH,s). 

4-i?^;V%;Vs^^;V^;V7T^^^->'^T;Vy s }iY (R5 =R6 =R7 =R8 =R1 5 
=H) 

350mKD^^)^270 o C-e45^rHW#byt o ^jS^^y^/Kfr^^n^M^tt 
9g£#fc 0 

NMR(CDCl): 5 3.07(6H,br), 7.67(2H,d,J=8.1Hz), 

3 

7.87(2H,d,J=8.1Hz),10.03(lH,s). 

(E) -3- (4-^f;^;w^>f/^77- /v-^ai^ /v) -2-7/ktnT^y;vi 3i 
^;V^^r;V (R5=R6 = R7=R8 = R15 = H) 

4-v ? ^/V#/W^-i7K*/V:7t— /W<>'XT/V9 f tK209mg % 2-^/V^~n-2-^ 
^7g^^MJ^^/V254mg, ^kU^^^51mg, 1, 8-^T1ftf^m[5. 4. 0]^ 
>^-fe-7-^>167mg N N, N-^^/V^/VAT^H^mlCO^^^^TK^Tl. 5H# 

297mg^#7b 0 

NMR(CDCl): 5 1.25(3H,t,J=7.2Hz), 3.04(6H,br), 4.25(2H,q,J=7.2Hz), 

3 

6.89(lH,d,J=21.6Hz), 7.47(4H,s). 

(Z)-2-7/V^-n-3-(4-^/V7J7°h^^^/V) T^V/^B. ^^/V^^/V(R5=R6 
=R7=R8=R15 = H) 
(E) -3- (4-v ? ^hdf-^/w^^/v^/v^T— /K7;n~ /v) -2-7;vtn7^D/vi 
rc^/V3z^/k 297mg, lMtMJ!7^b^K^i(^y- /14^?£)2. lmlO^M 
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12mg^#fc 0 

NMR(CDC1 ) : 8 3.89(3H,s), 3.76(lH,s), 6.86(lH,d,J=34.8Hz), 

3 

7.27(2H,d,J=8.4Hz), 7.50(2H,d,J=8.4Hz). 
[0177] ##$|21 
Wb45] 




A-lt^/V^tt/Vs^^jV^^is-Z-ty^l/^^T/V^Y (R5 = OMe, R6 
=R7=R8=R15 = H) 

^~JJ>-50. Og, N, N-^^-7V^^/W^^7V^ni;K48. 7g, hU^/VT^ 
39. 9mg, N, N-^^/VT^/t^^W. Og, 1, 4-^^1^250ml<D?J? : -^&- 

NMR(CDC1 ) : 5 3.38(3H,s), 3.47(3H,s), 3.90(3H,s), 7.21-7.26(lH,m), 

3 

7.48-7.52(2H,m), 9.95(lH,s). 

|g2X@ 

4-^>^*/l/^>f^V77-;W3-^^^Xr;l^kK (R5 = OMe, R6 
=R7=R8=R15 = H) 

4-^^/V^^%/Vs<^;Vtti/-Z-^y^^Z/XT/VT^Y 61. 6g. 
^/Vx- ^/V3OOml(Z)^^^27O o C^10#rBW#bfc o ^tBl^SP^ flfffiUt 

NMR(CDC1 ) : 5 3.09(6H,br), 3.95(3H,s), 7.44(lH,s), 7.47(lH,d,J=1.8Hz), 
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7.69(lH,d,J=7.8Hz), 9.99(lH,s). 

(Z) -2-^DD-3- (4r-V>**f-;V33>V/^4;X>7.}VyT=- JV-^-^Y^rl/^^/V) TV 
VjVWl ^/Vx^r/V(R5 = OMe, R6=R7=R8=R15=H) 

;^;V7T^/V-3-^h^rv'^yXT^ftK2. 16g. hy^tmg^^/H. 61g. T 

^ : g^^/V (4 : 1) ~e^MLfc 0 #^^7ife^^^^l^^^^^-n-^^f-^ 
NMR(CDCl) : 5 3.08(6H,br), 3.91(6H,s), 7.37-7.41(lH,m), 7.49(lH,d,J=1.5Hz) ) 

3 

7.53(lH,d ) J=8.1Hz),7.90(lH,s). 

(Z) -2-^nn-3- (4-^/^:^-3-^1^ v^^/V) T^y/Vgt **f-;V^7sr;V (R 
5 = OMe, R6=R7=R8=R15 = H) 

(Z) -2-^nn-3- (4-v ? ^^-/V^7/W^^e^/V^/V^T— ^-3-^h^rv'7x= /V) T 
^U/V^ yf;^x^T/V2. 21g, lM^by^A^h^v^KlS. 4ml<D2gr£-4^6B#Pfg 

mfa-&j&*-em&m, mm^y ftmis-fco mmrmm^m 

NMR(CDCl) : 8 3.90(3H,s), 7.29(lH,s), 7.30(lH,d,J=1.5Hz), 7.45(lH,d,J=1.5Hz), 

3 

7.85(lH,s). 
[0178] ###!|22 
Mfc46] 
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HIS 

4-^^/V^^/W<^r4/l-^r^y-3-^h^yT±hy^y> (R5 = OMe, R6 = 
R7=R8 = H) 

T-£W<=-ti>15. llg, N, N-i/^/V^-^rJ] /V?nWl2. 8g, N, N- 
i/^/VT*7t°Vi»l. lg, hy^/kT^^13mU 1, 4-> ? ^i^^l00ml(DfM'^ 

NMR(CDC1 ) : 6 2.61(3H,s), 3.37(3H,s), 3.47(3H,s), 3.89(3H,s), 

3 

7.13(lH,d,J=8.1Hz),7.57-7.61(2H,m). 
T7V(R5 = OMe, R6 = R7=R8 = H) 

;/nfc?VK^— ^/i^jfe^U ^IE^^16. 6g^#fc c 
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(R5 = OMe, R6=R7=R8=H) 

16. 6g, *?y—/V100ml<DMi&mi^ ^*i/?J»5. 23g&Mx.fc 0 

^f/kn^fy(l:l)tfWU nfflk&mi. 6gSr#fc„ 
NMR(CDCl) : 5 1.32(3H,d,J=6.9Hz), 2.49(2H,m), 3.22-3.34(lH,m), 3.34(3H,s), 

3 

3.45(3H,s), 3.64(3H,s), 3.82(3H,s), 6.81(2H,m), 6.96(lH,d,J=8.7Hz). 

3-(4-fcK^^-v / -3-^h^r^^7V)g|^ ^f^x^(R5 = OMe, R6=R7 
=R8 = H) 

/V3. lg, lM^-hy^A^h^K^SW/— 23ml<D$g^&2. 50^51 
NMR(CDCl) : 5 1.27(3H,d,J=6.9Hz), 2.47-2.63(2H,m), 3.18-3.27(lH,m), 

3 

3.63(3H,s), 3.88(3H,s), 6.69-6.73(2H,m), 6.84(lH,d,J=8.7Hz). 



[0179] ##{#123 



Wb47] 




Me 

J^s^CC^Me 
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R7=R8 = H) 

^/H00ml(D^#^^270 o C-eiB#^ft#Lfc o HJ^t-n- 
NMR(CDC1 ) : 5 2.61(3H,s), 3.08(6H,br), 3.94(3H,s), 7.51-7.61(3H,m). 

3 

^T/V(R5=OMe, R6=R7=R8 = H) 

t-^Mri/KlO. 6g^-78°C-e^P^.fc 0 m^30^mmW^ 4-vW/V^#/V 
^^M^y-Z-ty^yT^y-y^Jl/XZ. 9g, £"b^t&T2B#Rg»# 

/V(R5 = OMe, R6=R7=R8 = H) 

^^T;V22. 3g, ^/—;V200ra\(Dmi^^} lC^^.^J^4. 56g^n;t.^&-C2 
R#RI3«#Uc 0 £Cj£$^7k200mU 2^^^250mKD^«^^V^c^, mWt^ 

NMR(CDCl): 5 1.30(3H,dJ=6.9Hz), 2.50-2.68(2H,m), 3.06(6H,br), 

3 

3.24-3.33(lH,m), 3.65(3H,s), 3.87(3H,s), 6.81-6.85(2H,m), 7.38(lH,d, J=7.8Hz). 
l4Xg 
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S-iA-tsVjJZfh-Z-thZc^^^MWSk ^f;Vx^T/V(R5 = OMe, R6=R7 
=R8=H) 

;V 5. Og, lM^hyV^h^>F34m\<Dm^&2m3MMlsfc.o RfcW&2Mfe 
#J3. 65g£#fco 

NMR(CDCl) : 5 1.28(3H,s), 2.28-2.64(2H,m), 3.20-3.27(lH,m), 3.63(3H,s), 

3 

3.89(3H,s), 6.71-6.74(2H,m), 7.18(lH,d,J=8.4Hz). 

[0180] IH^tciLT, 3-{2-y;v^rn-A-^;v^Yy^;v)m^ ^/K^7vKR6= 

F, R5=R7=R8 = H), S-(2-^;\^4-*;V%zfV7x.~/V)W&k p^VVcnXT" 
/V(R6 = Me, R5=R7=R8 = H) £r#7t. 

NMR(CDC13): 8 1.28(3H,d,J=7.2Hz), 2.52-2.69(2H,m), 3.47(lH,s), 
3.43-3.55(lH,m), 3.63(3H,s), 6.94-7. 10(3H,m). 
3- (2-^/V-4-^/V#:7 0 h^^/V) p^/K^yvV 
NMR(CDC13): 5 1.22(3H,d,J=6.9Hz), 2.32(3H,s), 2.46-2.61(2H,m), 3.35(lH,s), 
3.41-3.53(lH,s), 3.62(3H,s), 7.02-7. ll(3H,m) 
[0181] ##$124 
Wb48] 




Hit 

[6-^^v ? /V^-df-v/-l-^^/V-lH-^r^K-/V-3-^'/V] ^/l^xyvv (R5 
=R7=R8 = H) 

[6-^>'v > /V^-dr^-lH--f^K-/V-3-^r/V]g^^ 4. OOg, N, N-v^/VtfvV 
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&mi. 65g^r#fCo 

NMR(CDCl) : 8 3.68(3H,s), 3.69(3H,s), 3.73(2H,s), 5.13(2H,s), 6.83-6.92(3H,m), 

3 

7.32-7.49(6H,m). 

1H-WVK-71>- 3-^/V]@^^ ^^/Vrc^/V (R5=R7 

=R8=H) 

5g, 10%Pd-C 330mg, ^h^tKP^^41ml^7K*#HMTlB#^*#br!: 0 
NMR(CDC1 ) : 5 3.61(3H,s), 3.70(3H,s), 3.72(2H,s), 6.66-6.71(2H,m), 6.88(lH,s), 

3 

7.19(lH,d,J=8.4Hz). 
[0182] ##{#|25 
Wk49] 




Hit 

^-/V^^^/V (R5=R7 = R8 = H) 
(6-t;Ki3 :3 rv'-l-^^-/V-lH-^^K^-/V-3-^/V) ^/Vo^*7Vl'600mg, 
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N, N-v ? ^^/V^^/W^^/V^nyK372mg, N, N-i^^/VT5/fc°y>V33ni 

, SHxf/k:n^fy(l:2)titliL, ^fE^^ 724mg£r#7c 0 

NM R(CDC1 ) : 8 3.38(3H,s), 3.48(3H,s), 3.69(3H,s), 3.72(3H,s), 3.74(2H,s), 

3 

6.83(lH,ddJ=1.5,8.4Hz), 7.00(lH,d,J=1.5Hz), 7.04(lH,s), 7.56(lH,sJ=8.4Hz). 
^/l^^TVV (R5=R7=R8 = H) 

^/V^7ct/V 7 24mg „ tr^—/!^— 7VV3. 6ml(D$g^4fc&270 < C-'C7B#l!flflfc# 
^(1:3) -C^t±iLtlfB^^493mg^#/Co 

NMR(CDC1 ) : 5 3.07(6H,br), 3.68(3H,s), 3.74(3H,s), 3.75(2H,s), 7.08(lH,s) , 

3 

7.21(lH,dd,J=l,5Hz,8.1Hz), 7.47-7.48(lH,m), 7.58(lH,d,J=8.4Hz). 

{.Q-^;V^Y-l-^7V-lH.-^>¥— /V-3-s(/V) B^Bfe p*^VWn;*7VV(R5=R7 
=R8=H) 

^f/Vx^T/V 493mg, lM^hy^HH/KS. 4ml, ^^7— />5ml<DMi&yo&4 

IB^^383mg^#7c 0 
[0183] ###!|26 
Wb50] 
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l-7^^/V-l-i/?tiy p tis<>jj/]/s$^m ^J-fV^^rrfV (R5 =R6 = R7 =R8 = H 
) 

(Dm^m^2mmm^tc 0 m^riiuci, ^Kioomi^o^.^^ 

NMR(CDCl) : 8 1.16-1.20(2H,m), 1.58-1.61(2H,m), 3.60(3H,s), 7.22-7.35(5H,m). 

3 

1- ;vy ^.^M -l-i/?nzfns^Jj/Vy$>m. ^f/^f;v (r 

5=R6 = R7=R8 = H) 

mH-7K^T*Px.fc 0 ^a-t?3B#r H W#m, ^»7K*^V^£o WmbfclS^H^ 
NMR(CDCl) : 5 1.16-1.21(2H,m), 1.45-1.50(2H,m), 3.54(3H,s), 7.25-7.28(2H,m), 

3 

7.50-7.53(2H,m). 
=R7 = R8 = H) 

l-(4-^nn^;k*^/k7i^/V)-l-^^nyn/Ny)(;MVi ^f/vx^f/v 3 
OOmg, ^X(^^)683mg, 4#D£*£ifc(l, 4-^^^$:) 1. 43ml, ^7 
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NMR(CDCl): 5 l.ll-1.19(2H,m), 1.56-1.60(2H,m), 3.61(3H,s), 

3 

4.10(2H ) q,J=6.9Hz), 7.20(4H,s). 

mmm 1 

[0184] (a -ISO 
Mk51] 




<X ^COOR 17 



{ 2-^/V-4-[5-(4-hy:7/V^n^/K7^/V) -4y^r^7—/V-3-4/^h^r 
^]-^3iydrv/}-|^^^/k^^/k(R 1 -TFMP, R 2 =R 3 =R 4 = H, R = 2~Me 
„ R 17 = Me, a -1-1) 

\_5-{A-Y^y/V^rn^;Vy^/V)-4y^y— ;V-Z-4;V\*# /V (2-1-1 
)243mg. hy7^^/V^^^>-266mg. 4-(^nn;*/i^-/v-:7rn/dr>)-gft^ 
^-/V3z^/H76mgi:^h7tKn77^8mH^7K?pTl, l'-(7^M=;V) 

^^M^^^bT270mg (M64%) #fc Q 1(51*64 

rtb^^^^-^^i^^^?M^^S^^i-^^gli^ao7-io9 0 C(D^ ( || 



[0185] (a -2&c) 
Mfc52] 



R? 



R 4 




LG 

LG - CI or OMs 



(X^COOR 17 
A 

-9 R 10 



R? 



Fft 




R 



(X^COOR 17 
R 9 R 10 
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;V^)V7t^;V~\ -g^o^/Vn^TV^ (R 1 = TFMP, R 2 = R 3 = R 4 = H 
„ R=2-Me,R 9 -R 10 =H, R 17 = Et, a~2-l) 

3-^nn^f/V-5- (A-h^Mn^/V^^/V) -yy^y — /V (3-1-2-1) 
277mg, {A-*;V'%zfy-2-^;X>-~7^;^y) -g^^3i^-/Vrc^^/V255mg^rTir 

63-64°C iR^75% 

[0186] (a Sm) 
Mfc53] 




[2-y^/V-4-[4-(4-hyy/l^ny^/]^y^/V) -5- (4-hy:7/i^J-ny.^yK7 

(Hal = Bi\ R 1= TFMP, R 2 = 4-hy^/^t2^^/k-<^v ? /V, a -3-8) 
M|&lllmg^hytKti^y^2mHi!S^b, 1, 2-v ? yt2^e^y^l6mg^Px.T 

ynnhy^^/vyy^9mg^px.-c5^^»#Lfc 0 ra^-p-by^/v^ 

^;V^.>^;V^n^297va^M^ 30ftmMmVfc o ^UK^m, [4-[4-^ 

(4-hy:7/v;<j-n^/K7a^/v) yy^iJ-y— /v-3-y/vy^-/v^/v^T— 
]-2yf^7x/^s/]gtixf/vx^T/v( a -2-22) 300m g , g^^y^y^ 

mg, hyyyn^y/V^^>-16mg^Px.45^^jS^b7t 0 SJ^^^^K^Px., 
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[0187] (a-4£c) 
Mb54] 




COOR 17 



=TFMP, R 2 = CH NHnBu, R 17 = tBu, a -4-1) 

2 

ffrS^ ( a -2-16) 238mg, n-:/^/KT^43mg^^y— /V6mK;:|§fi?U ^ 

% 

[0188] IHtl^ { 2-^^/V-4-[4-^/V*y (4~hV -7;V^rn^;V7 

TlV( a -4-2) £#fc 0 

MMM 5 

[0189] (a -5m) 
Mk55] 
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/^h^l-2-^/^-y^y^y}-m^ ( a -5-1) 

^T/V^h^iy]-2-^^/V-^^ydrv/}-g^^^^/Vrc^/k ( a -2-1 1) 210mg(D^ 
h7fcKo^7^3ml^^7K*^^hy^A19mg^Px.^a^30^^«#Lfc 0 S 

Lfc 0 ^OfK 7K^*T, lMTK^^hy^^^rl. 5ml*Px., ^fi^5H#F^» 

m^m 6 

[0190] (a-6&) 
Mb56] 
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(3- (4-^<^/V^r^-3-^/U-y^/V) -2- [4-^^-/^-5- 
^;vy^;V) -^y^r^/—;V-3-^;V^;V\ -3-^3f-y-y°n fc^yf^^Vi^ 
XtVV( a -6-1-1) 

7!fC^T^h7tKn77^7ml^^b^-hy^A48mg^Px., #:V^-e3-(4— <y>> 

^h7tKn^7^«6ml^l55>^-eMTUfc 0 Sfil-Mt3-^nn^f;V-3-^f 
/V-5-(4-MJ^/V^-n^^-/V^^/V)-^ydrf-y—/V (3-1-2-2) 276mg, H^jb 
^7y^A187mg^P^., 17B#r^MM^Db/ > c 0 g^^/V-^ffi, 

96% 

^2X@ fl^gg 

l-iA-MYn^-S-^^-^^/V) -3-[4-y^/V-5- (4-hyy/V^"t2y^/k 
y^/v) ->fy^i*-y ;v-3-^;V\--fxi/^y-\-^ ( « -6-2-1) 

fco mm^V^^n^bimU ^ixf;v:^ty(i:2)-e^mu ^fBfb 
^^fe^^^LT210mg#fc o 1R*58% 0 rtL^g^^/V-^I^^JIl^ 

I HNMR(CDCl):2.26(3H,s) ) 2.27(3H,s),3.07(2H ) t ) J=7.8Hz),3.48(2H,t,J=7.8Hz) ) 6.81( 

3 

lH,d,J=8.4Hz),7.74-7.85(6H,m). 

(2-y^-/v-4-{ 3-[4-y^vv-5- (4-hyy/v^-ny^/v^^^/v) --f y^u-y— /v 
-3-^r/v]-y°nt°^-^/v}-y ^ydf-» -g^y^/vm^vv ( « -6-3-1) 

_hfBt?#^tlfcyai7— Mk&<%) ( a -6-2-1) lSOmg^-yy^/V^/VAT^KSml 
O^^t-y 'n^g^y^VV:i^vV55mg, ^^y«7^50mg, 3«>yfc#y<7^9mg 
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-3— r/V]-^Pt°^-— /V}-^ 7 ^/^^) -g£ift ( a -6-4-1) 
_hfB^^/V( a -6-3-l)130mg^h7tKn^9^4. 5ml^#?£^fc1£, 1 

M^^T^fpbfco ^r^i^miiu a^»*-»^u ymr^fm^ 

il§S««#LT«fBte^«rllOmg#^ Jfc^87%„ rtbSrftBft^/Wy^n 

[0191] (a-7«fc) 
Wb57] 



Me 




Iixg 
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/V^/V^/Vyr^/V}y^/V}T±b^-hV/^(R=CF ,X=S,X 2 =CH , a-7- 

3 2 

1-1) 

3-^nn^f;W4-^f;V-5- (4-M y/l^ny^vvy m^/V) 4 y^^y— ;V (3- 
1-2-3) 225mg. (4-y/V#y°h-2-y^Vvy:n^/V) Ti?h^hy/H40mg, 
v-yi»585mg, Tirh^hy/V5ml(Dm^^^-e2O0#^a#LfCo SJS«i-?K£r 

/v(95:5)-e^mu, mmit^m^n^M^t\^x3oom & mti 0 W92% 

'H-NMRCCDCl ): 2.29(3H, s), 2.31(3H, s), 3.63(2H, s), 4.14(2H, s), 7.26-7.28(3H, 

3 

m), 7.74(2H, d, J=8.4 Hz), 7.82(2H, d, J=8.4 Hz) 
[0192] mWi<VjfW:X\ l2-^/V-4-l4-^/V-5-(4-bV7/^v^/V7^/U)4y 
3p^y— ;W3-Y;Wh^] y cn^/v] Tir h^hy/v ( a -7-1-2, X 1 = O) £r#fc 0 
i&*88%, Rf =0. 25 (p</l^±iyy#y/vyV— k B^H^^/V:^^^= 1 : 3"C 

[0193] f|2X@ 

N-tKndr^-2-[2-^^-/V-4-[4-^^/V-5-(4-hy^/V^-n^^-/V^^^/V)^y 
df-i^y— ;W3-Wf;W7r= y^— As] TirhT^vV ( a -7-2-1) 

[2-y^vV—4-[4-y^vV-5- (4-bV y/i^J-ny^vvy^rvv) -fy^y— /V-3- 
-I7vy^/V:*/K7T— /l/Jyai^ /V]T-feh^hy/V( a -7-1-1) 300mg, tK^vvk 
T5yiM*&259mg, 28%^-hyy^yb^yR O. 76ml, yyy — /HOmlWH-p-^l 

tco mmik&m%m&®iMibvx299mgmc 0 1131*92% 

[0194] mWk<DjfW;X\ N-tKn^v / -2-[2-y^-/V-4-[4-y^-/V-5-(4-hyy/V^-ny 
f;V7i-/V) -f ydf-^y— /V-3-^f7vy Hf-i/] y ^—/V] T*fehT5i^' ( a -7-2-2 
, X L = 0)*#ft, W57% 

[0195] l3Xg 
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-7-3-1) 

y:3 ^y*w- /V _3_^> /V ^ /K ^ /K 7 T - /V ] T±hT^i?> ( a -7-2-1) 29 
9mg, 1, l'-#/V4wVi^^V— /V123mg, 1, fV^n[5, 4, 0]?^ 

^fe-7-^419mg, Th9^W9>10ml(Dm^-^m^immW:W^fc o R 

ffemzTk&tia^ iM)^Sn*tpf^vfto B^H^/v-cttW, yfc^tft&fii&fok 

mmms 

[0196] (a-7&) 

3-{ 2-^^-/V-4-[4-^^/V-5- {4-Yy~7/V^rvi^;V~7^/V) -^V^^/—;V- 
3-^/Vp<h=ari/]-^<^/V}-4H-[l, 2, 4]^-^v > Tv ? >^-5-^-^( a -7-4-1) 

N-tKndri/-2-[2-^^/V-4-[4-^^/V-5- ^-MJ^/l^j-p^/V^^/V) 
y^^— 7V-3-^/V^y— /V]7ai^/V]T-fehT5:v ? >'( a-7-2-2) lOOmg, 
/K/n^eTi?^— b55mg, ^^-fe^^l55mg. v ? ^^/V*/VAT5K3ml(D^l'^^ 

^?u-e2on#p^ ioo°c-em#r^*#bfc 0 SJSfc*^jn;ifc^ ^—T/vxm 

UlfB^^^-fe^^B^L-C40mg#fc o 4«37% 
MMM 9 
[0197] (a-8|fe) 
Wb58] 




R 
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3-{ 2-^/^-4- [4-^^-/^-5- /V) >*¥1h/— ;V- 

3-4/^b^l^^^}T^J/vm ^^^^^/^(R^TFMP, R 2 =Me, R 3 =R 4 =H, R 
= 2-Me, R 17 = Me, a -8-10) 

-1-2-3) 223mg*5 j;t/3-(4-t:Kndri/-2-^/^^^/V) TfV/l-m t^/Vx. 
*T/^200mg(DT± hV /U8m.mWi m^>^^ 3 1 6mg^D X. , ^1^24 B# 

<Oja#»*rT*lf jfeftb, ISfBte#4&^fil$i&fcLT268mg#;fc, Jfc^74% 
^»>J 10 
[0198] (a-9fe) 
Mfc59] 




3-{3-^h^^-4-[4-^^/V-5-(4-hy^/V^-ci^^/V7^^/V)^y^i^y— /V 
-3-^;Mf^^77= /V-]7^^/V}T^y/V^^/V^^.^/W (R=TFMP, R 2 
=Me, R 3 =R 4 =H, R = 3-OMe, R 17 = Me. a -9-8) 

rc^/v (6-1-2) 224mg, lmol/L^MJ^A^h^K^/— 3mLCO 

7^a*^Tirh— hy/V4mL^^^b, 3-^np^f^-4-^f^-5-(4-b!J7;^ 
xi^f-jivy ain/V) ^ydri^y— (3-1-2-3) 209mg, ^^ir^y^296mg^Px. 

, m&x^mmmwistco k^mk^m^tzm, mm^^-v^m. yk^xx^m 



WO 2005/054213 



158 



PCT/JP2004/017706 



mmm 11 

[0199] (a-iom 
Mfcl60] 




7^/V)^y^i/— /V(R=TFMP, R 2 =Me, R 3 =R 4 =H, R = 2-F, X = O, a -10-1- 
1) 

2-3) 1. 5g, 4-7p^E- /H. 25g, £^i?^<>^2. 13g, Tirh 
-hy/V20mKD^^^75S-Cll^K*#b7t o H^^xk^PX., g^gg^/V 

#fc 0 I|»78% 
[0200] mm?. ( a -10-1-2) — ( a -10-1-5) ^J&bfc 0 
[0201] [^72] 



No. 


R 


X 


NMR 


a-10-1-1 


2-F 


O 


2.35(3H,s),5.25(2H,s),7.00-7.30(3H,m), 7.76(2H,d,J=8.lHz), 
7.84(2H,d,J=8.1Hz) 


ar-10-1-2 


H 


O 


2.28(30,8X4. 12(2H,s),7.25-7.45(4H,m), 
7.74(2H,d,J=8.4Hz),7.82(2H,d,J=8.4Hz) 


ar-10-1-3 


3,5-diF 


O 


2.40(3H,s),5.25(2H,s),7.06-7.16(2H,m), 
7.76(2H^,J=8.4Hz),7.86(2H,d,J=8.4Hz) 


a -10- 1-4 


3-CF 3 


s 


2.29(3H,s),4.17(2H,s),7v51(2H,d,J=8.4Hz) 3 

7.62(lH,dd,J=8.4Hz,2,lHz),7.74(2H,d,J=8.4Hz), 

7.77(lH,d,J=2.1Hz),7.81(2H,d,J=8.4Hz) 


a -10- 1-5 


2-CF 3 


s 


2.29(3H,s),4.16(2H,s) J 7.43(lH,dd,J=8.4Hz } 2.4Hz) J 

7.62(lH > d,J=8.4Hz) J 7.65(lH,d,J=2.4Hz), 

7.74(2H,d,J=8.7Hz),7.81(2H,d,J=8.7Hz) 



3-{ 3-^/v^-n-4-[4-y^/v-5-(4-hy y/u^ru^/vy^/v) AV^v*— 
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/V-Z-^^Y^^y^^MT^/V^^-zV^-^T/V (R=TFMP, R 2 =Me, R 3 =R 4 
=H, R = 3-F, X = O, R 17 = Me, a -10-2-1) 

y^/v)4y*~v-y—sv( a -io-i-i)o. 35g, T?y?vm^?vi. 06g, m^<y 

i/9MH)37mg, hV^/^TV^O. 16g. Wy^/V^y^ySQm^ v^/V/Jvk 

m^Tmm^^tz. 0 W7A^n-7b^77^- ( n - 

% 

mmm 12 

[0202] (a -lim) 

men 



{5-i4-^^-5-(4-hvy^^^/^y^^)4y^y—/^-3-4^? t h^yl 

4yy— /V-l-^/W@^^/^^7vKR 1= TFMP, R 2 =Me, R 3 =R 4 = R 5 = R = R 8 = R 20 
= R 21 = H, X=0, a-11-1) 

(S-tK^W^K— ;V-l-s(;V) |ft^^/V:^;^/k200mg<£>T-feh^h!;/V5ml 
iSt3-7nnyf/V-4-^f/V-5- (4-h!) y /V^rn^/vy^/V) —fy^y 
/V224mg*5j;^^^>'7^318mg^Px. N ^fi-C15B#5g, 60 o C-eiB#r H l30^ 

n^h^ (g^gg^/V : ^ih^ (1:4) tr^Oi) ^fB^^^243mg#/t 0 l&*67 

Hife^l 13 

[0203] (a-12fe) 




LG 
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Mfc62] 




2-{4-[4-^f^-5- (4-hV7^3rv^/^7^=- ;V) V^^A- /l>-3->f/k^ 
;V^77-^] ^ji^/V} (R=TFMP, R 2 
=Me, R 3 =R 4 = R 5 = R 6 = R 7 = R 8 = H, a-12-1) 

, «EETjS*KSr®*U^io #^tL/t^S249mg(DT-feh^hy/V5ml}§^^3-^nti 
^^-fe^y^323mg^Dx., ^U-e3B#P^#Uh 0 HJ£*&£r*iSU ^<H§& 

ffiTW*bfc 0 #^7^as^^^-^^^^(D?M^^-es^^b, mm 

^#>£349mg#/c 0 M72% 0 
14 

[0204] U-13S0 
Dffc63] 



R 20 




[6- [4- (xf^>^f/v) -5- (4-hyy/v^-n^^/vy^— /v) -fy^u-y— /v- 
3-^r/vy h^y]-7-y^-/w<yy [b] gft^ ^/i^^/v (ri 

=TFMP, R2 = CH = NOEt, R3 = R4=R7=R8=R9=R10 = R20 = H, R5 = 
Me, R17 = Et) 
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y^rt^-^-S-Wf/^r/V 314mg, ^^ir^>>^573mg, T±h^-hV/V 
^:n-^rty(l:3)"C»WU W$tfk&& 397mg£#fc 0 W91% 

15 

[0205] (a -14^) 
Mb64] 



y^vK*/vy x^-iV^] -7-^f-;v^y/ [b] ^-^-y WtB. ^/v^xt 

/V(R1=TFMP, R2 = CH20Et, R3=R4=R7=R8=R9 = R10=R20 = H, R 
5 = Me,R17 = Me) 

—;V 256mg, ^^ir^y^573mg, T^Y^Yy?VSrn\(Dm&%>) : &'^.UTlS£fW\ 

lbl^352mg£#fc 0 

[0206] (a -15m) 
Mb65] 



HS. 




R 
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=TFMP, R2 = CH20Et, R3=R4=R6 = R7=R8=R15 = H N R5 = R10 = F, 
R17 = Me) 

(Z)-2-^7V^-p-3-(3-^/V^-n-4-hKndr^ai^7V) T^U/V^ ^;V=^^r 
;V 300mg, 3-^uu^7V-4-^h^y^/V-5-(4-b l Jy/^^^/^y^^V) 
-fy^r^y— /^450mg, ^^i^y<7i>>910mg N T-fch^hy/V 20ml(D^^#/^60 c C 

[0207] (a -16) 
Mb66] 




(Z) -3-[4-[4-^h=3r^y^/V-5- (4-MJ y/l^-ay^/^^/k) ^rydr^y— /V 
-3-^r/vy^/^/vy t— >V\ -7x.^v~\-2-7/v^rnT?y/vmi ^f;^r;v (Rl 

=TFMP, R2 = CH20Et, R3=R4=R5 = R6=R7 = R8=R15 = H, R10 = F, 
R17 = Me) 

3-y o ay^/v-4-^hdr^y^/v-5- (4-hyy/i^)-ny^vK7^/v) ^y^iJ-y 
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320mg, (Z)-2-^7V^-n-3-(4-^/V^77°h^^— /V)T^U/V^^^/V^^ 
*r/V 212mg, £*»fe^A391mg, Ti?h-hy/V6ml<D?M^^?UT2B#^* 

y(l:6)«U mmfc&M 216mg£#fc 0 i«44% 0 
18 

[0208] (a -17) 
Wb67] 




3-[4-[4-^h^r^^/V-5- (4-hy^/V^-n^^/V^^^/V) W$r^J ^S~4 
/V^h^ri/]-3-^h=3ri/7ai^/V]g§^ ^5 = -7^^/V(Rl=TFMP, R2 = CH20E 
t, R3=R4=R6=R7=R8 = H, R5 = OMe, R15 = Me, R17 = Me) 
3-(4-tKn d r^-3-^h^r^^7k)g§^ ^f^x^;v 420mg N 
=f-/V-4-^-h^-y^/P-5- (4-VV7/V^n^;V7^.^V) ^V^^J — /V450mg 
, ^gHzV^Al. 5g, Tirh^hy/V7ml(Dm^^60 o C-e3B#^a#L^: o ££J£i£ 

1 : 5) -e^ttJU fllfE^1^739mg£#fc 0 
HJfe^J 19 
[0209] (a -18) 
Wb68] 
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HS" 



R : 




.COOR 



.17 



;V7,;V7t~ /^]-3-^h^V73i^=./V]BSfift ^/^^^(R^TFMP, R2 = CH 
20E1, R3=R4=R6=R7=R8=H, R5=OMe, R15 = Me, R17 = Me) 

3-(4-^/k^7^°h-3-^hdr^^^^)g§^ ^^/Vrc^^/V 300mg, 3-^oo^ 
^- 7 V-4-^h^^^/v-5- (4-hU 7/^n^f;k7x^) W 3 *^ /V382mg 

?fc£rO. 5&Jfe£gfe60ml, *50mlK:&V\£&, gft^^vV-CrtffiLfco *$IS£zk 
^y^7^/V^7^n^hf3l#L, Slixf ;v :n -^^fy (1 :4) T^fflL, ISfBte 

MM 20 
[0210] (a -19) 
Wb69] 




^t^l-l-^f/wiH-^yK-;^-^] g^H ^f/Vx^r/V (Rl =TF 
MP, R2 = CH20Et, R3=R4=R5=R7 = R8=R9=R10=R21 =H, R20 = 
Me, R17 = Me) 
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tlfB^^306mg^r#7c o 

HJfefll 21 
[0211] (a -20) 

Dfb70] 




^;V^;V7 r=- /V]-l-^7V-lH--f^K— ;V-Z-y(;V\ gtm ^;V^^"r;v (Rl 
=TFMP, R2 = CH20Et, R3=R4=R5 = R7=R8=R9=R10=R21 =H, R2 
0 = Mc, R17 = Me) 
6-^/V^7°h-l-^^/V-lH-^^K— /V-3-^T/V) yf;Vx^f;H90mg, 

/V284mg N |^i^>^526mg, Ti?b^hy/V5ml(Z):?M^3^?&^26I^P H W# 

418mg#fc 0 
22 

[0212] (a -21) 

Mk7i] 
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;M^/WV77^/V] -7^.~;v~\ ^n7°n/^^;^Vi ^f;vx77;v (Rl =TF 
MP, R2 = CH20Et, R3=R4=R5=R6=R7=R8 = H, R17 = Me) 

l—(4-*;V%^Y7^~/V)-l-*/?vi7vi;^%;Vtfl/& ^f-zv^^r/V 219mg 
, 3-^oo>f;l^4-x^^f;W5- (4-hU:7/l>;$-n;*?vK7;crvl') -O^f-^^ 
— /V300mg, £^i?^7A716mg, Ti?h^hy/V5ml<Dm^^^fi7?16B#Rg« 

23 

[0213] (/3-1S0 




^/V^ T -/k]-^ ;n ydrv/}-g^^(R 1 =TFMP, R 2 =R 3 =R 4 =R 9 =R 10 =H, R=2 
-Me,X 1 = S, £-1-2) 

{ 2-p«^/V-4-[5-(4-hU 7/^n^f;V7 m=./l>) -^fy^y— /V-3-^|7V^ 
/l^VVy /V]-^^y^r^}-g^^^^/V^^7^/V ( a -2-1) 226mg^7^fcKn 

rtb^y^7— /V-7Ki«9SI^HUlfB^^^206mg#r!: o iW97% 
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[0214] (0-280 
Wb73] 




3-{ 3-7/V^-n-4-[4-^^/V-5-(4-MJ7/V^-n^^/V7^^/V) -fy^iJ-j/— 
/V-3-'f/^hdr>']y^^/V}T^y/V^(10)(R 1 =TFMP, R 2 =Me, R 3 =R 4 =H, R = 3-F, 
X 1 = O, R 17 = Me, /3-2-15) 

3-{ 3-7/V^ru-4- \_4-^3-;V-5-(4-W7Mu^/V~7^/V) ^fy^y — 
/V-Z-^/V^Y^S^^MTPV/vm^/V^^/Vi a -10-2-1)0. 79g. 4 
N-LiOH 1. 5mK 7K 3ml. THF 20ml(D?J|^^55g^4.5B#P^ft#Lfc o MffiT 

&VXmmik-&®> 0. 7gSr#7bo W91% 
[0215] (0-380 
Mb74] 




{ 5-[4-y^/V-5-(4-hyy/V^ny^/K7;n^/V) /fyW-;W3-Wh^] 
-YVK— /V-l-'f/V}g^^(R 1 =TFMP, R 2 =Me, R 3 =R 4 = R 5 = R 7 = R 8 = R 20 = R 2I = H, b-3-1 
) 

-Yi^K— /V-l-^'/V}@^^^-/V^^/V242mgC07 i h7tKn77^2. 5ml-^/— 



WO 2005/054213 



168 



PCT/JP2004/017706 



[0216] (j8— 4*fe) 
Wb75] 




{ 5- [4-^f/W5- (4-hy ^/k^n^/V:^ - /k) >fy — /V-3-^f7l^^/K* 
/V^ T -/V]^^K— /V-l-^/Vlg^^CR^TFMP, R 2 =Me, R 3 =R 4 = R 5 = R 7 = R 8 = R 20 = R 
21 = H, b-4-1) 

Sfci^SL ffil^^*V?^|fcffi&U «jEET^Sr^*U7t„ #fetbfcaSl77mg 
^7U)-4y^y— /V207mg^oJ;U ; ^l^-feiyr>^290mg^nx., 60°C-eiB#^30 

^•ram#b/c 0 s^^2«^^^7K^px.g^^^/v'ettffibfc 0 

aS^y^Wovbi (^nn/JvVA /V (20 : 1) ^MiU) T±h>— 

[0217] ( y3 — 5^fe) 
Dfb76] 




2-{4-[4-^^/V-5- (4-hy 7;^n^f/V7 ^/k) — /l>-3->f/k?^ 

/V^/V^r— /^]^^— /^}^^^^^-3-^7/V^V^(R 1 =TFMP, R 2 =Me, R 3 =R 4 = R 5 = 
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R 6 = R 7 = R 8 = H, b-5-1) 

tKn^7>-7ml-^y— 5ml|§?fe2£^7k^t^hy^i4§?RO. 43ml^JP 
^L^m-C2l^ra^Lfc„ SlS»c^2^*fife^^hy^^8*0. lml£ii;!jPL60 
o C-eiH#^305>Ffl«#Lfc o ^*P^,SJS^(-2MJ£^1. 5mli!7K20ml^Px. 

mmm 25 

[0218] (13 -6m) 

Wb77] 




[6- [4- (xf^^^f/V) -5- ^y^y /V- 

3-^/l>j*H^]-7-^/W<>0/ [b] ^^-^^^-3-/f7V] g^gfc (Rl =TFMP, R2 
CH NOEt, R3=R4=R7=R8=R9=R10=R20 = H, R5 = Me) 

[6-[4- (x^W?^f/V) -5- (4-hy^/k^-n^^/k^^^/k) ^ydrihy — 
-3-47l^3rv / ] -l-ttf^<ls*S [b] :r.^ykm.x^/v (R 

17 = Et)393mg, 4^5£?kl^y^-<>AO. 4ml, tRI. 2ml, ^/-^4ml, ^h^t 

^-/l>:n-^^r^(3:l)-ej§WU ISfBfb£4& 355mg^#7t 0 IR^95% 0 
»M 26 
[0219] ( j8— 7) 
Wb78] 
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, R2 = CH20Et, R3=R4=R7=R8=R9=R10=R20 = H,R5 = Me) 

;V^;V^;V7r^ ;V']-7-^;V^<^/ [b] *J-3rz7 ^>--3-^/V] WtB: t^/V^X 
7VKR17 = Me)350mg. AM^i^kit^^J^O. 33mU *lml p^V— /V4ml, 

[0220] ( j3 -8fe) 
Wb79] 



R 6 R 15 R 6 R 1S 




(Z)-3-[4-[4-^hdf-^^/v-5-(4-hy^7V^n^hdr^a:^7V)^ydri^y— 7V 
-3-^/^h^v/]-3-^/^a^ ; n^/k]-2-y/^inT^y/V^(Rl =TFMP, R2 
= CH20Et, R3=R4=R6=R7=R8 = R15 = H, R5 = R10 = F) 

/V-3-^/V^h^r ^]-3-7/VtP7 x^]-2-7/^o7^!J;Vi ^/Vr^^/V ( 
R17 = Me)240mg, 4M^7K^by^ r 7^1. 4ml, /V2mK ^h^tK^^ 
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mmm 28 

[0221] (0-9) 
Mk80] 




(Z) -3-[4-[4-3ih^^^-/V-5- (4-hy ^ydf-i^y — /V 

-3-^7 c /V^77= /V]7i= /V]-2-7/V^-tiT^y/V^(Rl =TFMP, R2 = 
CH20Et, R3=R4=R5=R6=R7=R8 = R15 = H, R10 = F) 

(Z) -3-[4-[4-^hdr^^-/V-5-(4-hy^/V^-n^^-/V^^^/V) ^ydrlJ-y— 
;V-3-Wf/W77^/V] yai^/V]-2-y/V^-nTyy/V^ ^;V=r.^r;V (R 
17 = Me)200mg, 4^^7K^by^"'>A0. 11ml, tRO. 33ml, A-2mU 
^tKci^^^3ml(DfM^^^T30^^*#bf' o MJET, }«^icUhiL 

mmm 29 

[0222] (£-10) 
Mb81] 
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/Wb^>]-3-^h^v-7^/V]g§^(Rl=TFMP, R2 = CH20Et, R3=R4=R 
6=R7=R8 = H, R5=OMe,R15 = Me) 

^/V^h^i/]-3-^h^-^ji^/V]gS^ ^^/V^^/V(R17 = Me) 739mg, AM 

^:^7-/V(30: l)-C^mU ^fS^^^363mg#fc 0 
»M 30 
[0223] (£-11) 
Mfc82] 




/V^/V^r— /^]-3-yh^^^^/V]@§^ (R1=TFMP, R2 = CH20Et, R3 = 
R4=R6 = R7=R8 = H, R5=OMe, R15 = Me) 

3-[4- [4-rchdf-iyy^/v-5- (4-hy ^/V^-ny ^-/V^ai^/V) ^ydf-iT-y — 7V-3- 
4/V^;V7t~ /V]-3-yh^v^y^^/V]gg^ y^/V^^/V(R17 = Me) 550mg, 
4m^yKmitV^J^2. 3mU Th7tKP77y4ml, y^7— 7V6mKD?M^^^ta 
-e3B#^*#bfc 0 S^t-7K30mU 2^fe^6ml^Px.fcm, TVV^tttij 

^^LfCo aS^>y^^/^yAyn-^h^#b, ^^/v :n -^ihy(l:l) 
31 
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[0224] (/3-12) 
Mfc83] 




^^/V^-^riXl-l-^/V-lH-^'^K— /V-3-^T/^]g^^ (R1=TFMP, R2 = C 
H20Et, R3=R4 = R5=R7=R8=R9=R10=R21=H, R20 = Me) 

^f^t^]-i-^f;wiH->fyK-;i^-3-^]ftifc y^/vrc^^/v (R17 

= Me)300mg, 4^^7K^by^^^0. 3ml. ^b^fcKPy^6mU /V3ml 

^169mg£#7c 0 

^Jfe^l 32 
[0225] (j8-13) 
Wb84] 




[6-[4-^ihdr^^-7V-5-(4-hyy/V^-n^^/vy^— /V)^'y d rf-y^/V-3-^'/V 
y^/V;*/K7 T ^ /V]-l-y.^/V-lH--^^K— /V-3-^/V~\ ffim (Rl =TFMP, R2 
= CH20Et, R3=R4=R5=R7=R8=R9=R10=R21=H, R20 = Me) 

[6-[4-^h^iyy^/k-5-(4-hyy/k^-tiy^/^y^^/v)/rydri^y— ^-m 
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;Mf/W7r^]-i-^f/wiH-^K-;>-3-^] WftSt ^;v^^r;v ( 

R17 = Me)437mg, AffiMfofkiW'f'VJ*, Th9^^9^9. 6ml, y^y— /V4. 
33 

[0226] ( £ -14) 
Wb85] 



1 -[4_[4-m}>dr^^ 7 V-5_ (4-hy^/V^-n^^/V^ m^/V) 4 V^r^f— /l—3--f 
;v^;v^?vyr^=. ?V\ 7^~;V~] uzfn/^Jj /V^m. (Rl =TFMP, R2 = CH 
20Et, R3=R4 = R5=R6=R7=R8 = H) 

l-[4- [4-rc|>dr^^-/V-5- (4-hU^/V^-n^ ^-/V^^^/V) ^ydri^y^— /V-3- 
-Y/Vy^/V^/V^r— /V] y^pyn/^^/^Vi ^f/Px^r/V (Rl 7 = 

Me) 363mg, AMfefoWtfcV^V &foWffi.O . 42ml, 7^fcKP7^5mU yyy— 

[0227] j^t, mmzvx&^tiz&T<D4k&m>tt6m ic^nso ^75^7 

4(DJ^#-Cfe§ 0 ^80—81^, ^79<DJ^#-CfcSo ^84—87^, ^83<D^#-Cfc5 
o ^89— 93t3\ ^88<DJ|^#-Cfc5o ^95— 98{i, ^94<DJ|&#-C&5o ^1004oJ; 
t^lOltt, ^99(OJ^#t?fc5o ^103— 105}*, mi02<DM%X&% 0 ^107*5itF 
108«, ^106<Dgc#T^>5 o milOU, ^109(DJ^#-C?fe5 o ^112—114^ ^1 




R 1 



R 
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mi23n, mi22(Dm%'?&z>o ^i26«, mi25CDm^-?&%o ^128—131 

mi27<DM^fo%o ^133— 136fi, ^132(D^-e$)^ 0 ^138— 144J3\ 
^137(D^-e$)§ 0 ^146—152^, itl45<D^-efc£ 0 Jei54te, ^153<D$c 
^-efeSo ^156Ji, ^155(Dgc^-efe§ 0 ^161fi, mi60(Dim^hZ>o ^163}* 
, mi62CDm^hZ>o 
[0228] [^73] 




No 




Rl 


R2 


XI 


R3,R4 


R17 


mp 


NMR(CDC13 or DMSO-d6) 


Of-1-2 


a-1 




Me 


O 


H,H 


Me 


oil 


2.29(3H,s),2.32(3H,s),3.80(3H,s),4.61(2H, 
s)5.13(2H,s) ? 6.67(lH,d,J=9.0Hz),6.79(lH J 
dd r J=9.0 > 2.7Hz) J 6.86(lH,d,J=2.7Hz),7.75 
(2H,d,J=8.1Hz),7.84(2H,J=8.1Hz) 


Qf-1-3 


a-1 




Me 


O 


Me,Me 


Me 


oil 


1.76(6H,s),2.20(3H,s),2.37(3H,s),3.78(3H, 
s),4.56(2H,s),6.49-6.50(2H,m), 
6.67(lH,m),7.75(2H,dJ=8.lHz),7.84(2H,d 
,J=8.1Hz) 



[0229] [^74] 




No 




Rl 


R2 


XI 


R3,R4 


R17 


mp 


NMR(CDC13 or DMSO-d6) 


ff-2-2 


a -2 




Me 


s 


H,H 


Et 


63-64 


1.29(3H,t ) J=7.2Hz) 7 2.23(3H,s),2.24(3H,s), 
4.03(2H,s),4.25(2H,q,J=7.2Hz) ) 4.61(2H,s) 
6.61(lH,d,J=8.4Hz),7.18(lH,dd 5 J=8.4,2.1 
Hz),7.23(lH,J=2.1Hz),7.74(2H,d,J=8.1Hz 
),7.82(2H ) d,J=8.lHz) 


a -2-4 


a -2 




Me 


s 


H,H 


Et 


58-59 


1.30(3H,t 5 J=7.2Hz),l-91(3H,s)2.25(3H,s), 
3.34(4H/t,J=4.8Hz),3.79(4H,t,J=4.8Hz),3. 
87(2H,s) J 4.26(2H > q ) J=7.2Hz),4.61(2H 5 s) ) 6 
.62(lH J d ) J=3.4Hz),7.71-7.22(2H r m) 



[0230] [^75] 
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No 




Rl 


R2 


XI 


R3,R4 


R17 


mp 


NMR(CDC13 or DMSO-d6) 


a -2-5 


ot-2 




Me 


o 


H,H 


Me 


112- 
113 


1.99(3H,s)2.27(3H,s),3.37(4H,t,J=4.8Hz), 
3.78-3.81(4H,m),4.60(2H,s),4.93(2H,s), 
6.65(lH,d,J=8.7Hz),6.76(lH,dd,J=8.7,3.0 
Hz),6.83(lH,dJ=3.0Hz) 


a -2-6 


a -2 


JCT" 


Me 


s 


H,H 


Et 


oil 


1.28(3H,t,J=7.2Hz),2.19(3H,s),2.24(3H,s), 
4.01(2H,s),4.25(2H,q,J=7.2Hz),4.61(2H,s) 
6.61(lH 7 d,J=8.7Hz),7.18(lH,dd,J=8.4,2.4 
Hz),7.22(lH,J=2,4Hz),7.46(2H,d,J=8.4Hz 
),7.63(2H,d,J=8.4Hz) 


a -2-7 


of -2 




a 


s 


H,H 


Et 


oil 


1.29(3H 7 t 7 J=7.2Hz),2.22(3H,s),3.93(3H,s) 7 
4.25(2H,q,J=7.2Hz),4.61(2H,s)6.58(lH,d, 
J=9.0Hz) 7 7.12-7.14(2H,m),7.26-7.32 
(5H,m),7.42-7.45(4H,m) 


Of -2-8 


or -2 






s 


H,H 


Et 


oil 


1.29(3H,t,J=7.2Hz),2.21<3H,s),3.93(3H,s), 
4.25(2H,q,J=7.2Hz),4.61(2H,s)6.57(lH,d, 
J=8.1Hz) 7 7.07-7.12(2H,m) 7 7.29- 
7.46(6H 7 m),7.70(2H,d,J=8.lHz) 


or -2-9 


or -2 




Me 


s 


H,Et 


Et 


oil 


1.07(3H 7 t,J=7.5Hz) 7 1.28(3H,t,J=7.2Hz), 

1.98-2.17(2H,m),2 i 21(3H ) s) ) 2.26(3H J s) 7 

4.03(lH 7 dd 7 J=8.4,7.5Hz),4.24(2H,q,J-7.2 

Hz) 7 4.60(2H,s) 7 6.57(lH,d,J=8.1Hz),7.09- 

7.14(2H,m),7.74(2H,dJ=8.4Hz),7.81(2H,d 

,<J— &\4Hz) 


or -2- 
10 


Of -2 




Me 


s 


H, 
4-F- 
C6H4 


Et 


oil 


1.28(3H,t,J=7.2Hz) 7 2.09(3H,s),2.20(3H,s), 
4.22(2H,q,J=7.2Hz),4.60(2H,s),5.28(lH,s) 
,6.55(lH ? d,J=8.4Hz),6.95-7.03(2H,m), 
7.06-7.14(2H J m),7.32-7.ao(2M,in), 1 .16 
(2H,dJ=8.4Hz),7.80(2H,d,J=8.4Hz) 


Of -2- 

11 


a -2 




hct^ 


s 


H,H 


Et 


oil 


1.28(3H,t,J=7.2Hz),2.23(3H,s),4.11(2H,s), 

4.24(2H,q,J=7.2Hz),4.61(2H,s),4.66(2H,s) 

,6.60(lH,d,J==8.4Hz),7.15(lH,dd,J=8.4,2.4 

Hz),7.22(lH,d,J=2.4Hz),7.77(2H,d,J=8.1 

Hz) 7 796(2H,d,J=8.lHz) 


or -2- 
12 


a -2 


XT 


cr 


s 


H,H 


Et 


oil 


1.29(3H,t,J=6.9Hz),2.23(3H > s),3.82(2H,s), 
4.10(2H 7 s),4.25(2H,q,J=6.9Hz),4.61(2H 7 s) 
,6.60(lH,d 7 J=8.4Hz),7.11-7.73(7H 7 m), 
7.68(2H,d,J=8.1Hz),.7.76(2H,d,J=8.1Hz) 


or -2- 
13 


a -2 


IT 


U 


s 


H,H 


Et 


oil 


1.29(3H,t,J=7.2Hz),2.23(3H,s),3.96(2H,s), 
4.25(2H,q,J=7.2Hz),4.60(2H,s),6.59(lH,d > 
J=8.1Hz),7.07-7.28(7H,m) ? 7.70(2H,d, 
J=9.0Hz),8.22(2H,d,J=9.0Hz) 


or -2- 
14 


or -2 


Me 


I 


s 


H 7 H 


Et 


53-54 


1.29(3H,t,J=7.2Hz),2.24(3H,s),2.44(3H,s), 

O nO/OTU" „\ A OC/'OXJ *>■ T H OTTrr\ A til /OTT o\ 

o.y2(2rl,s) 7 4.2b( i 2xl,q,eJ— / .^±lz) 7 4.ol\Zrl,s) 
7 6.61(lH,d ) J=8.4Hz),7.17(lH,dd,J=8.4,2.4 
Hz),7.19(lH,d,J=2.4Hz) 


Qf-2- 
15 


a -2 






s 


H,H 


Et 


oil 


1.29(3H,t,J=7.2Hz),2.25(3H,s),2.92-2.99- 
(4H,m) 7 3.79(2H,s),4.26(2H,q,J=7.2Hz),4.6 
l(2H,s),6.61(lH,d,J=8.4Hz),7.09-7.26 
(7H,m),7.70(4H,s) 


Qf-2- 

16 


or -3 




OHC- 


s 


H,H 


tBu 


oil 


1.47(9H,s),2.24(3H,s),4.28(2H,s),4.51(2H, 
s),6.60(lH,d,J=8.4Hz),7.18-7.24(2H 7 m), 
7.84(2H,d,J=8.7Hz),8.03(2H,d,J==8.7Hz),l 
0.10(lH 7 d,J=0.6Hz) 



[0231] [^76] 
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No 




R1 


R2 


X1 


R3.R4 


/\ 
R 9 R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


or -2-1 7 


a -2 




Me 


S 


KH 


Me 

^cr^cooEt 


oil 


1 .23(3H,t,J=7.2Hz),1 .66(3H,d,J=6. 

9Hz) r 2.22(3H,s),4.02(2H,s),4.20(2 

H,q,J=7.7Hz) T 4.71(1H,q,J=6.9Hz),6 

J9(2H,d,J=9.0Hz),7.33(2H,d,J=9.0 

Hz),7.74(2H,d,J=8.1Hz),7.82(2H,d, 

J=8.1Hz) 


a -2-1 8 


or -2 




Me 


S 


H,H 


Et 

^O^COOEt 


oil 


1 .06(3H,t,J=7.2HzXl .23(3H,t, J=7. 
2Hz),1.93- | 
2.02(2H,m),2.22(3H,s),4.03(2H,s),4 

.16- 

4.23(2H,m),4.5 1 (1 H,t, J=6.3Hz),6.8 
0(2H,d,J=9.0Hz),7.32(2H,d,J=9.0H 
z),8.13(2H,d I J=:8.4Hz),7.82(2H T d,J 
=8.4Hz) 


a -2-1 9 


Of -2 




Me 


S 


H,H 


r 

^CT^COOEt 


oil 


0.97(3H,t,J=7.2Hz),1.23(3H,t,J=7. 

2Hz),1.48-1.57(2H,m),1.86- 

1.96(2H,m),2.22(3H,s),4.02(2H,s) T 4 

.19(2H,q,J=7.2Hz),4.54- 

4.58(1H,m),6.79(2H,d,J=9.0Hz),7.3 

2(2H,d,J=9.0Hz),7.74(2H,d,J=8.1H 

zX7.81(2H,d,J=8.1Hz) 


a -2-20 


or -2 




Me 


s 


H,nPr 


^O^^COOEt 


oil 


0.90(3H,t,J=7.2HzXl.27(3H,t,J=7. 
2Hz), 1 .55- 

1.62<2H,m),2.22(3H,s),2.59(2H,t,J 
=7.5Hz),4.02(2H,sX4.24(2H,q,J=7. 
2HzX4.61(2H,sX6-62U H,a,J-o.i n 
zX7.17- 

7.22(2H,mX7.74(2H,d,J=8.3HzX7.8 
1(2H,d,J=8.3Hz) 


a -2-21 


a -2 




Br 


s 


H,H 


^.O^^COOEt 


55-57 


1 ,29(3H,t, J=7.2Hz),2.24(3H,sX4.0 
2(2H,sX4.25(2H,q, J=7.2HzX4.61 (2 
H,sX6.61{1 H,d,J=8.4HzX7.1 9- 
7.26(2H,mX7-48(2H,d,J=9.0HzX7.9 
8(2H,d,J=9.0Hz) 


0! -2-22 


a; -2 




Br 


s 


H,H 


^O^-COOEt 




1 .30(3H,t J=7.2HzX2.25(3H,sX4.0 
4(2H,sX4.25(2H,q, J=7.2HzX4.6 1 (2 
H,s),6.62(1 H,d.J=8.4Hz),7.1 9- 
7.23(2H,mX7.77(2H,d,J=9.0Hz),8.1 
6(2H,d,J=9.0Hz) 



[0232] [^77] 



WO 2005/054213 
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^ ex 




CX^COOR 17 
Me 



No 




R1 


R2 


X1 


R3.R4 


R17 


mp 


NMR(CDCl3 or DMSO-d6) 


or -3-1 


a -3 


Me 




s 


H.H 


Et 




1 .30(3H,t J=7.2Hz).2.21 C3H,s).2.40(3H. 

\ o QQfo\-\ A 9R(9H n J=7 9 Hz) 4 61(2 

H.s),6.56(1 H t d,J=8.4Hz),7.06- 

7. 1 2(2H,m),7.41 (2H.d, J=8.1 Hz).7.68(2H 

d,J=8.1Hz) 


a -3-2 


a -3 


Me 




0 


H,H 


Me 


105-107 


2.25(3H lS ),2.48C3H,s).3.78(3H.s),4.59(2 
H.s),5.01(2H.s),6.61- 
6.72(3H,m),7.50(2H,d.J=8.4Hz),7.68(2H 
,d,J=8.4Hz) 


Of -3-3 


a -3 


J? 




s 


H.H 


Et 


oil 


1 .28(3H,t, J=7.2Hz),2.21 (3H.s),3.94(2H, 
s),4.25(2H,q,J=7.2Hz),4.61(2H,s),6.57(1 
H,d,J=8.4Hz) ( 6.90(1H,d,J=9.0Hz),7.07- 
7.12(2H,m).7.43(3H.m).7.56(2H.s).7.72( 
2H,d,J=8.4Hz) 


a -3-4 


a -3 




F-C TX 


s 


H,H 


Et 


oil 


1 .29(3H,t,J=7.2Hz),2.21 (3H.s),3.95(2H, 
s),4.25(2H,q.J=7.2Hz).4.61(2H,s),6.58(1 
H,d,J=9.0Hz).7.09(2H.m),7.51- 
7 74(RH m) 


a -3-5 


or -3 






s 


H.H 


Et 


oil 


1.29(3H,tJ=7.2Hz),2.23(3H I s) l 3.83(2H, 
el A \ 9(7W *} 4 25C2H a) 4 61 (2H s) 6.59 
(1 H.d, J=8.4Hz),7.09-7.1 4(6H.m).7.7 1 - 
7.72(4H,m) 


a -3-6 


a -3 


F 3 cr^ 


v y 


s 


H,H 


Et 


oil 


1 28(3H,t, J=7.2Hz),2.1 9(3H,s).4.1 3(2K 
s).4.24(2H,q,J=7.2Hz),4.56(2H,s),6.58(1 

7.42(2H,m),7.52- 

7.55(2H,m).7.77(2H.d,J=9.0Hz), 

8.30(2H.d,J=9.0Hz) 


a -3-7 


ff-3 






s 


H,H 


Et 




Rf=0.34 (EtOAc:Hexane=1:3 
>t ) \,*J%± \s i J -h tf J U ) 


a? -3-8 


ff-3 






s 


H r H 


Et 


oil 


1 29(3H. t, J=7.2 Hz). 2.22(3H. s), 
3 83(2H, s). 4.15C2H, s). 4.25(2H. q, 
J=7.2 Hz), 4.6K2H. s), 6.59(1 H, d. 
J=7.8Hz), 7.09-7.1 2(2H m), 7.23(2H. 
d. J=8.1 Hz), 7.55C2H, d, J=8.1 Hz), 
7.7K4H, s) 


a -3-9 


a -3 




F 3 CO 


s 


H,H 


Et 


oil 


1 29(3H.t,J=6.9Hz),2.23(3H,s) ? 3.84(2H. 
s),4.1 5(2H,s),4.25(2H,q,J=7.2Hz),4.61 (2 
H,s),6.60(1 H,d,J=8.1 Hz),6.99- 
7.1 4(5H.m).7.29-7.35(1 H,m).7.70- 
7.71 (4H,m) 


a-3-1< 


D a-3 


F3C xx 


F 3 C 


s 


H.H 


Et 


oil 


1 29(3H,t,J=7.2Hz).2.23(3H,s),3.83(2H, 
s).4.14(2Hs).4.25(2H,q,J=7.2Hz),4.61(2 
H.s),6.60(1 H,d.J=8.4Hz),7.09- 
7.13(2H,m),7.29-7.53(4H,m).7.71(4H,s) 



[0233] Dic78] 
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"lAx 1 ^ R 9 R 10 



F 3 C 



No 




R2 


XI 


X 

R 9 R 10 


mp 


: NMR(CDCI3 or DMSO-d6) 


or -4-1 


a -4 


nBuNHCH2- 


S 


OGH2CO0tBu 




0.93(3h,t,J=7.5Hz),1.33- 
1.6003H,m),2_24(3H r s), 2.69 
(2H,t,J=6.9Hz), 

3.73(2H,s),4.1 2(2H,s),4.50(2H,s), 6.59 
(1 H,d, J=8.4Hz),7-1 5(1 H.dd, J=8.4,2.1 Hz), 
7.2K1H, d, J=2.1Hz),7.74(2H,d,J=8.1Hz), 
o.U4 i2H,a, J— o. Irlzy 


a -4-2 


a -A 




S 


OCH2COOEt 




1.29(3H,tJ=7.2Hz),2.25(3H,s),2.44(4H,m),3. 
54(2H,s),3.68(4H,m) T 

4.1 9(2H,q,J=7.2Hz),4.1 9(2H,s),4.25(2H, q, 
J=7.2 Hz),4.61(2H,s),6.61 (1 H,d,J=8.4Hz), 
7.18(1 H, dd, J=8.4,2.1 Hz), 7.22(1 H,m), 
7.75(2H,d, J=8.4Hz), 7.96(2H,d,J=8.4Hz) 


a -5-1 


a -5 


-0H2OMe 


s 


OCH2COOH 


105-107 


2.24(3H,s), 3.43(3H,s),4.1 2(2H,s), 
4.46(2H,s),4.66 (2H,s), 6.65(1 H,d, 
J=8.5Hz) t 7.18-7.24(2H,m),7.76(2H, 
d,J=8.7Hz),7.88(2H,d t J=8.7Hz) 


-6-3-1 


a -6 


Me 


CH2C0 


OCH2COOMe 


133-134 


2.26(3H,s),2.33(3H,s),3.08(2H,t,J=7.5Hz),3.5 

0(2H,t,J=7.5Hz),6.72(1H,d,J=9.OHz)),7.72- 

7.87(6H,m). 


a -6-4-1 


a -6 


Me 


CH2CO 


OCH2COOH 


191-194 


2.27(3H,s),2.34(3H,s),3.08(2H,t,J=7.2Hz),3.5 
0(2H,t,J=7.2Hz),4.72(2H,s),6.77(1H,d,J=9.0 
Hz),7.73-7.88(6H,m). 


a -7-2-1 


a -7 


Me 


S 


CH2C(=NH)NHOH 




MS m/e 452 (MH+) 


or -7-2-2 


a -7 


Me 


O 


CH2C(=NH)NHOH 


152-154 


2.32(6H,s),3.42(2H,s),5.17(2H,s),6.8- 
6.90(2H,rn),7.14(1H,d,J=7.8Hz),7.75(2H,d,J= 
8.1 Hz),7.84(2H,d i J=8.1 Hz) 
MS m/e 420 (MH+) 


a -7-3-1 


or -7 


Me 


S 


N-rJ 


203- 
204.5 


2.29(3H,s),2.31 (3H,s), 
3.83(2H,s),4.06(2H,s),7.1 1 -7.22(3H,m), 
7.76(2H,d,J=8.6Hz),7.82 (2H, d, J=8 6 Hz) 


Of -7-3-2 


a -7 


Me 


0 




190-192 


2.33(6H,s),3.80(2H t s),5.18(2H,s),6.86(2H,mX 
7 s 15(1H,d t J=8.1Hz),7.77(2H,d,J=&7Hz),7.87 
(2H T d,J=8.7Hz) 


or -7-3-3 


a -7 


Me 


s 


N~cf 


156.5- 
158.5 


2.1 8(3H,s),2.28(3H,s),4.01 (2H,s),4.97(2H,s), 
6.75(1 H,d,J=8.4Hz),7.1 9- 
7.21(2H,m),7.74(2H,d,J=8.4Hz),7.80(2H,d T J= 
8.4Hz),9.93(1H,br) 


a -7-3-4 


or -7 


Me 


0 




163-165 


2.24(3H,s),2.32(3H,s),4.96(2H,s),5.1 4(2H,s), 
6.80- 

6.88(3H,m),7.75(2H,d,J=8.6Hz),7.84(2H,d,J= 
8.6Hz) 


Of -7-4-1 


a -7 


Me 


o 


-XT 


166.5- 
168.5 


2.32(3H,s), 2.34(3H,s), 
3.68(2H,s),4.1 8(2H,s),5.1 9(2H.s),6.87- 
6.90(2H, m),7.12(1H,d T J=8.1Hz), 7.24 
(1H,br),7.75(2H,d,J=8.4Hz), 7.85(2H, d, 
J=8.4Hz) 



[0234] [^79] 



WO 2005/054213 
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-COOH 



No 




R1 


R2 


X1 


R3 7 R4 


mp 


NMR(CDCI3 or DMSO-d6) 


£-1-3 


£-1 




Me 


S 


H,H 


129-131 


2.24(3H,s) T 2.25(3H 7 s),4.04(2H,s),4.67(2K 
s) f 6.65(1H,d,J=8.1Hz),7.18- 
723(2H 7 mX7.74(2H,d,J=8.1HzX7.82(2H,d 
,J=8.1Hz) 


£-1-4 


£-1 




Me 


O 


H,H 


136-138 


2.28(3H,s),2.31(3H,s)4.62(2H,sX5-13(2H, 
s),6.71(1H f d,J=9.0),6.80(1H r dd r J=9.0,2.7 
Hz),6:87(1 H,d,J=2.7HzX7.75(2H,d,J=8.1 H 
z),7.84(2H,d,J=8.1Hz) 


£-1-6 


£-i 




Me 


S 


H,H 


134-136 


1.88(3H,s)2.15(3H,sX3.24- 
3.27(4H,mX3.67(4H,t,J=4.8HzX3.94(2H,s) 
r 4.69(2H,s) r 6.77(1Hd r J=8.4Hz)7.1 5- 
7.21 (2H r mXl 3.00(1 H,brs) 


£-1-7 


£-1 




Me 


O 


H,H 


126-127 


1 .94(3H 7 s)2.1 7(3H,s),3.28- 
3.32(4H,m) T 3.67- 

3-70C4H,mX4.61(2H,sX4.90(2H,sX6.72- 
6.86(3H 7 m)1 2.89(1 H,brs) 


£-1-8 


£-1 




Me 


S 


H,H 


157-159 


2-21(3H > s),2.24(3H,s) f 4.02(2H,sX4.66(2H, 
s),6.65(1 H,d,J=8.4Hz) f 7.20(1 H,dd,J=8.4 7 2 
.4Hz),7.22(1H I m),746(2H,d,J=9.0Hz) T 7-63 
(2H,d,J=9.0Hz) 


£-1-9 


£-1 




(X 


S 


H,H 


131-132 


2.22(3H,sX3.93(3H,sX4.66(2H I s)6.62(1H, 

d,J=9.0Hz)J.14-7.16(2H T mX7.27- 

7.33(5H,mX7.42-7.45(4H,m) 


£-1- 
10 


£-i 






S 


H,H 


131-133 


2.22(3H,s) r a93(3H,sX4.67(2H,s)6.62(1H J 
d,J=8.1Hz),7.10-7.14(2H,mX7.30- 
7.47(6H,mX7.70(2H,d 7 J=8.1 Hz) 


£-1- 
11 


£-1 




Me 


O 


Me,Me 


115-116 


1.76(6H,s),2.20(3H f sX2.37(3H I s),3.78(3H, 

s),4.56(2H,sX6.49-6.50(2H f mX 

6.67(1 H,mX7.75(2H,dJ=8.1 Hz),7.84(2H,d, 

J=8.1Hz) 



[0235] [^80] 



WO 2005/054213 



181 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


mp 


NMRCCDCI3 or DMSO-d6) 


£-1-12 


£-1 


J? 


Me 


s 


H,Et 


115-117 


1 .07(3H,t,J=7.5Hz),1 .98-2.1 6(2H,m), 
2.20(3H,sX2.29(3H,s),4.04( 1 H/t, J=7.5Hz) 
,4.65(2H,s),6.6 1 ( 1 H 7 d, J=8. 1 Hz), 7. 1 0- 
7.14(2H,mX 

7.74(2H,dJ=3.4HzX7.81(2H ? d,J=8.4Hz) 


£ 11 3 




F 3 C 


Me 


s 


H, 

4-F-C6H4 


110-112 


2.29(3H,s),2.20(3H,s),4.67(2HsX5.29(1H 
,s),6.59(1H,d r J=8.4HzX 6.96- 
7.15(4H,m),7.32- 

7.37(2H,m) r 7.73(2H,dJ=8.4Hz),7.79(2H,d 
,J=8.4Hz) 


£-i-u 


£-1 






s 


H,H 


138-139 


2.23(3H,s),4.11(2H,sX4-66(2H,d I J=3.6),3. 
34(1 H,br.s) f 6.64(1 H,d,J=8.4Hz),7.1 6- 
7.29(2H,mX7.77(2H,d,J=8.4Hz),7.95<2H, 
d,J=8.4Hz) 


£-1-15 


£-i 




Me0^ x 


s 


H,H 


105-107 


2.24<3H,sX3.43(3H,sX4.12(2H,sX4.46(2H 
,s),4.66(2H,sX6.65( 1 H,d, J=8.5Hz),7. 1 8- 
7.24(2H,m),7.76(2H,d,J=8.7Hz),7.88(2H 
d,J=8.7Hz) 


£-1-16 


£-1 


PC-C 

F 3 C 




s 


H,H 


oil 

183-186 
(as HCisalt) 


2.23(3Hs),2.49(4H I mX3.62(2H,s),3.69(4 
H I mX4.18(2H 7 sX4.64(2H r s),6.65(1H,d,J= 
9.0Hz),7.1 8- 

"7 O i / OI_I _S 1 "7 >1 / O l_l J I "7 OI_I_\ 7f\n/' Oil J 

/.z 1 vzn.nrv, /. /4(,zH > d J J— /-orlz;, /9U(.ZH,d 
,J=7.8Hz) 


£-1-17 


£-1 




cx 


s 


H,H 


138-139 


2.23(3H,s),3.83(2H r sX4.12(2H,s),4.66(2H 
,s) r 6.64( 1 H,d, J=9.0Hz),7. 1 1 - 
7.16(2H,mX7.24- 

7.31(m,5H),7.08(2H,d,J=8.4HzX7.76(2H, 
d,J=8.4Hz) 


£-1-18 


£-1 




a"- 


s 


H,H 


123-124 


z.zown,sy,o.» /vzn,S/-,*i-.o /^n,s;,D.Do\ i n 

.d,J=8.1Hz),7.08-7.26(7H,mX 

7.70(2H,d,J=8.4Hz) F 8.22(2H,d,J=8.4Hz) 






Mo 
ivie 


i 
i 




H H 


1 26—1 27 


2.24(3H,s),2.44(3H,s),3.92(2H,s) r 4.66(2H 
,s),6.64(1Hd,J=8.1HzX7.18(2H,dd,J=8.1, 
1.8Hz),7.22(2H,d,J=1.8Hz) 


£-1-20 


0-1 


Me 


F 3 C 


S 


H,H 


oil 


2.21(3H,s),2.40(3H,sX3.98(2H,sX4.66(2H 
,s) r 6.60< 1 H,d, J=8.1 Hz) ,7.08- 
7.12(2H J m),7.42(2H 7 d I J=8.1HzX768(2H, 
d,J=8.1Hz) 


B -1-21 


p l 


Me 




Q 


H,H 


1 53— 1 54 


2.25(3H,sX2.49(3H,s),4.62(2H,s),5.02(2H 
,sX6.65- 

d,J=8.4Hz) 


£-1-22 


£-1 






s 


H r H 


136.5-137.5 


2.22(3H,sX3.95(2Hs),4.67(2H,S),6.62(1 
H,d f J=8.1Hz),7.11- 

7.14(2H,mX7.47(2H,d,J=8.4HzX7.60(4H, 
s),7.72(2H,d,vJ=8.4Hz) 


£-1-23 








s 


H,H 


128-129.5 


2.22(3H,sX3.95(2H,sX4.67(2H,s),6.62(1H 

,d,J=9.0HzX7.13-7.15(2H 7 m),7.50- 

7.74(8H,m) 



[0236] [^81] 



WO 2005/054213 



182 
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No 




R1 


R2 


XI 


R3,R4 


mp 


NMRCCDCI3 or DMSO-d6) 


£-1-24 


£-1 






s 


H,H 


135-136 


2.23(3H T s),3.84(2H,s) J 4.12(2H,s),4.67(2H 
,s),6.64<1H,d,J=9.0Hz),7.1 1- 
7.14(6H,m),7.71-772(4H,m) 


£-1-25 


£-1 




o — 


s 


H,H 


196-197.5 


219(3H,s),4.13(2H,s) f 4.55(2H f s),6.63(1H 
,d,J=8.4Hz),7.28(2H,m), 7.41- 
7.43(3H,sX7.53(2H,s),7.79(2H,d,J=8.4Hz 
),8.31(2H 7 d,J=8.4Hz) 


£-1-26 


£-1 






s 


H,H 


137-138 


2.22(3H,s),3.87(2H,s),4.16(2H,s),4-65(2H 
,s),6.63(1 H,d,J=9.0Hz),7.14- 
7.21(4H,m),7.34- 

7.56(7H,m)J.70(2H,d,J=8.1Hz),7.78(2H, 
d,J=8.1Hz) 


£-1-27 


£-1 




BuNHCH2- 


s 


H,H 


177-178 


0.84(3h,t,J=7.2Hz),1.22- 
1-45(4H,m),2.14(3H,s), 2.56 
(2H,t,J=7.2Hz), 

3.72(2H,s),4.27(2H,s),4.63(2H,s), 
6.76(1 H T d, J=8.4Hz), 7.1 5-7.23(2H,m), 
7.9 1 (2H,d, J=8.4Hz), 8.08(2H,d, J=8.4Hz) 


£-1-28 


£-1 






s 


H,H 


150-152 


2.24(3H,s),2.93- 

2.30(4H 7 m),3.79(2H,s),4.67(2H,s),6.65(1 

H 7 d,J=8.1Hz),7.09- 

7.29(7H,m),7.70(4H r s) 


£-1-29 


£-1 






s 


H,H 


141.5-142.5 


2.23(3H,s),3.84(2H,s),4.12(2H,s),4,67(2H 
,s),6.64(1H 7 d,J=9.0Hz),7.1 1- 
7.13(2H,m)J.24(2H,d,J=8.7Hz),7.56(2H, 
d,J=8.7Hz),7.71(4H,s) 


£-1-30 


£-1 




F 3 CCD 


s 


H,H 


130-132 


2.23(3H,s) 7 3.85(2H,s),4.13(2H,s),4.67(2H 

,s) 7 6.64( 1 H 7 d, J=9.6Hz),6.99- 

7.1 5(5H,m),7.30-7.35(1 H,m),7.71 (4H 7 s) 


£-1-31 


£-1 




F 3 C 


s 


H,H 


127-128.5 


2.23(3H,s),3.84(2H,s),3.84(2H,s),4.67(2H 
,s),6.63( 1 H 7 d.J=8.4Hz)J. 1 1 - 
7.14(2H,m),7.27-7.53(4H,m),7-71(4H 7 s) 



[0237] [^82] 



WO 2005/054213 
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PCT/JP2004/017706 



No 




R1 


R2 


X1 


R6 


R 9 R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


0 -1-32 






Me 


S 


H 


Me 
. 1 

O COOH 


121-122 


1.65(3H,d ! J=6.9Hz),2.24(3H,s),4.0 
3(2H.s).4.77(1H,q.J=6.9Hz),6.82(2 
H.dJ=9.0Hz),7.34(2H,d.J=9.0Hz),7 
.74(2H,d,J=8.4Hz),7.81(2H,d,J=8.4 
Hz) 


(6 -1-33 


£-1 




Me 


S 


H 


Et 


1 16-1 18 


1.09(3H.tJ=7.5Hz).1.99- 

2.04(2H.m).2.24(3H,s)A03(2H,s),4 

.56- 

4.DUU n,m/,o.o^ViH,d,J— o. / Hz;, 1 .6 
3(2H,d,J=8.7Hz),7.73(2H.d ( J=8.5H 
z),7.81(2H,d,J=8.5Hz) 


0-1-34 


0-1 




Me 


s 


H 


nPr 

X Q COOH 


75.5- 
77.5 


0.97(3H,tJ=7.2Hz).1.50- 
1.60(2H,m),1.91- 

2.00(2H,m),2.24<3H,s),4.03(2H,s),4 
.61- 

4.65(1H,m),6.82(2H I d,J=8.7Hz) J 7.3 
5(2H.d.J=8.7Hz) t 7.73(2H r d,J=8.7H 
z),7.81(2H,d,8.7Hz) 


-1-35 


0-1 




Me 


s 


nPr 


^CX^COOH 


85-87 


0.89{3H,tJ=7.2Hz),1.51- 

1 .63(2Rm).2.24(3H.s),2.58(2H,tJ 

=7.2Hz),4.03(2H,s) r 4.66(2H,m),6.7 

0(1H,d,J=8.4Hz).7.17- 

7.24(2H,m)7/74(2H.d,J=8.6Hz),7.8 

1(2H,d,J=8.6Hz) 


yS -1-36 


0-1 




Br 


s 


H 


^(X^COOH 


150-151 


2.24(3H,s) I 4.03(2H 1 s),4.66(2H,s) I 6. 
65(1 H,d,J=8.4Hz),7.21 -7.26 
(2H,m). 7.47 (2H,d,J=8.7Hz), 
7.97(2H,d,J=8.7Hz) 



[0238] [^83] 



WO 2005/054213 



184 



PCT/JP2004/017706 



R 6 




No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


Mp 


NMR(CDCI3 or DMSO-d6) 


or -8-1 


a -8 




Me 


0 


H.H 


H 


H 


H 


H 


DPM 




2.32(3H,sX 5.23(2H,s). 6.45C1 H.d.J=15.9 
Hz), 7.01 (1H,s), 7.05(2H,d,J=9.0Hz), 
7.20-7.40(1 0H.m). 7.51 (2H,d. J=8.7Hz), 
7.71 (1 H.d, J=1 5.9HzX 7.75(2H.d,J=8.7Hz), 
7.84(2H,d,J=8.7Hz) 


or -8-2 


a -8 




Me 


0 


H,H 


OMe 


H 


H 


H 


DPM 




2.34(3H,SX3.01 (3H t s),5.20(2H F s), 6.45 
(1 H.d,J=1 5.9Hz), 7.00-7.41 (1 3H,mX 
7.02(1 H.sX 7.69(1 H,d,J=15.9HzX 
7.74(2H,d,J=8.7HzX 7.83(2H.d.J=&7Hz) 


or -8-3 


or -8 




C02Me 


0 


H,H 


H 


H 


H 


H 


DPM 




3.81 (3H,sX5.41(2H,sX6.46(1 H,d,J=1 6.2Hz 
X7.02-7.42C1 4H,mX7.52(1 H,d,J=8.7Hz). 
7.72(1 H,d,J=1 6.2Hz),7.78(2H,d,J=8.4HzX 
8.09(2H,d.J=8.4Hz) 


or -8-4 


or -8 




OCH2CF3 


0 


H,H 


H 


H 


H 


H 


Me 




4.44(2H,q,J=7.8Hz) f 5.27(2H,s), 6.47(1 H, 
d, J=1 6.2HzX 7.01 (1 H t s)7.04(2H,d,J=8.7 
HzX 7.24-7.44(1 0H,m)7.53(2H r d,J=9Hz), 
7.71(1H,d,J=15.9HzX 
7.77(2H t d,J=8.4HzX8.03(2H,d,J=8.4Hz) 


a -8-5 


or -8 


JOT 


CH20CH3 


o 


H,H 


H 


H 


H 


H 


DPM 




3.42(3H,s),4.50(2H,s),5.29(2H,sX6.46(1H, 
d ( J=16.2HzX7.0W.06(2H,m),7.26-7.41 
(1 2H,m),7.52(1 H,d.J=8.7HzX7.71 (1 H,d,J= 
16.2HzX7.78(2H,d ¥ J=8.4Hz) T 7.93(2H,d,J= 
8.4HzX 


a -8-6 


a -8 




H 


o 


H, 
4-F- 
C6H4 


H 


H 


H 


H 


DPM 




6.40(1 H,d.J=1 5.9Hz),6.51 (1 H,s) ( 6.62(1 H,s 
X7.00-7.1 3(5H,mX7.28-7.39(1 OH.mX 
7.45-7.56(4H,mX7.67(1 H,d,J=1 5.9HzX 
7.70(2H f d,J=8.7Hz),7.85(2H,d,J=8.7Hz) 


a -8-7 


or -8 




C02Me 


o 


H.H 


H 


Me 


H 


H 


tBu 




1.54(9H,S).2,43(3H.SX3.81(3H,S),5.38(2H 
,s;,o.2ZUH,d,J-lo.9nZAO.oJ-b.yiv.2n,m; T 
7.54(1 H,d,J=9.3HzX7.78(2H,d,J=8.1HzX7. 
83(1H.d,J=15.9HzX8.09(2H.d,J=8.1Hz) 


ar-8-8 


or -8 




CH20CH3 


0 


H,H 


H 


Me 


H 


H 


Me 




2.44(3H,SX3.42(3H,SX3.80(3H,SX4.50(2H 
,sX5.27(2H.sX6.28(1 H,d, J=1 5.9Hz),6.85- 
6.93(2RmX7.53(1H,d,J=8.4HzX7.74(2H,d, 
J=8.7HzX7.92(2H,d ( J=1 5.9Hz), 
7.93(1 H,d.J=8.7Hz) 


a -8-9 


a -8 




H 


0 


H, 
4-F- 
C6H4 


H 


Me 


H 


H 


Me 




2.40(3H,SX3.79(3H,SX6.25(1 H,d, J=1 5.6H 
zX6.50(1 H.SX6.62C1 H.SX6.83-6.90(2H, 
m),7.06-7. 1 5(2H,m),7.46-7.56(3H,m), 
7.70(2H,d,J=8.4HzX7.B3~7.92(3H,m) 


a -8-10 


a -8 




Me 


0 


H.H 


H 


Me 


H 


H 


Me 




2.32(3H,SX2.44(3H,SX3.80(3H F SX5.21(2H 
,sX6.28(1 H t d, J=1 5.9HzX6.84-6.92(2H,m), 
7.54(1H,d,J=8.4HzX7.75(2H,d T J=8.4HzX7. 
84(2H,d,J=8.4HzX7.91 (1 H.d,J=1 5.9Hz) 



[0239] [^84] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R1 7 


Mp 


NMR(CDCI3 or DMS0-d6) 


a -8-11 


a -8 


F 3 C^ 


CH20Et 


O 


H.H 


OMe 


H 


H 


H 


Me 




1.26(3H,t,J=6.9Hz),3.58(2H,q,J=6.9Hz),3. 
90(3H.s).4.60(2H,s).5.35(2H.s),6.45(1H.d. 
J=1 5.9Hz),7.02(1 H,s),7.06-7. 1 3(3H,m) ( 

TOT ~l A*ifi ni_l .-.^l ICQ/IU J 1— itt f\Ll-.\ 

Li. f— /.4A1 UH.mj, /.oyu rl.a.J-l D.Unz;, 
7.77(2H,d,J=8.4Hz),7.94(1H,d.J=8.1Hz) 


a -8-1 2 


a-8 


F 3 C^ 


CH20Et 


0 


H,H 


H 


Me 


H 


H 


Me 




1.23(3H,t,J=6.9Hz) t 2.44(3H,s),3.58(2H t q, 
J=6.9Hz),3.80(3H,s) 1 4.54(2H,s).5.27(2H,s 
).6.28(1 H.d. J=1 5.9Hz),6.87-6.91 (2H,m). 
7.54(1 H,d,J=8.1 Hz),7.77<2H,d. J=8.4Hz).7. 
92(1 H r d,J-1 5.9Hz) T 7.93(2H t d,J=8.41 Hz) 


or -9-1 


or -9 


Fc-Cr 

F 3 C 


CH20CH3 


s 


H,H 


H 


H 


H 


H 


Me 




3.44(3H,s),3.80(3H.s),4.29(2H,s) r 4.51(2H, 
s),6.40(1 H,d,J=1 5.9Hz),7.40-7.47(4H,m), 
7.63(1 H.d, J=15.9Hz),7.76(2H.dJ=8.4Hz). 
7.85(2H,d,J=8.4Hz) 


a -9-2 


or -9 




Me 


s 


H,H 


OCF 
3 


H 


H 


H 


Me 




2.31 (3H,s).3.81 (3H.s).4.1 1 (2H.s).6.41 (1 H, 

d,J=15.9Hz),7.34-7.60(4H ( m),7.74(2H,d, 

J=8.4Hz).7.81(2H.d.J=8.4Hz) 


a -9-3 


a -9 




H 


s 


H 
4-F- 
C6H4 


H 


Me 


H 


H 


Me 




2.35(3H.S),3.80(3H,S),5.68(1 H t S),6.3 1 (1 H 
,d,J=1 5.9Hz),6.70(1 H,S),7.01-7.10(2H r m), 
7.12-7.18(2H,m),7.39-7.48(3H r m) p 7.71 
(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz)7.86(1 
H,d,J=15.9Hz) 


a -9-4 


a -9 




Me 


s 


H.H 


H 


Me 


H 


H 


Me 




2.29(3H,S) T 2.41 <3H,S),3.81 (3H,S),4. 1 9(2H 
,s).6.33(1 H.d. J=1 5.9Hz),7.22-7.28(2H,m), 
7.49(1 H,d.J=9.0Hz),7.74(1 H.d.J=8.4Hz),7. 
82(2H,d,J=8.4Hz),7.90(2H,d,J=15.9Hz) 


a -9-5 


a -9 


. nr 

F 3 C^^ 


0H2OMe 


s 


H,H 


H 


Me 


H 


H 


Me 




2.41(3H.S).3.44(3H,S).3.81(3Ks),4.28(2H 

.s),4.50(2H,s),6.33(1H,d,J=15.9Hz),7.24- 

7.26(2H,m;,7.49(1H.d,J~9.0Hz),7.76(2H,d, 

J=9.0Hz),7.86(2H,d,J=9.0Hz),7.9O(1H,d,J 

=15.9Hz) 


a -9-6 


a -9 


F 3 C-0^ 


H 


s 


H r 
4-F- 
C6H4 


H 


H 


H 


H 


Me 




3.79(3H,s),6.38(2H,d,J=1 6.2Hz),6,69(1 H.s 
).7.02-7.08(2H.m).7.31-7.40(6H.m).7,60 
(1 H.d.J=1 6.2Hz).7.71 (2H.d,J=8.4Hz),7.86 
(2H.d.J=8.4Hz) 


a -9-7 


a -9 




Me 


s 


H,H 


F 


H 


H 


H 


Me 




2.31 (3H,s),3.81 (3H.SX4.1 9(2H,s),6.41 (1 H, 
d,J=15.9Hz),7.22-7.27(2H,m),7.45- 
7.50(1 H.m).7.59(1 H,d,J=1 5.9Hz),7.75(2H, 
d,J=8.4Hz).7.82(2H.d.J=8.4Hz) 


a -9-8 


a -9 




Me 


s 


H.H 


OMe 


H 


H 


H 


Me 




2.28(3H,s>,3.73(3H,s),3.87(3H,s),4.35(2H, 
s).6.71(1H l d,J=15.9Hz).7.29-7.47(3H > m), 
7.63(1 H,d.J=15.9Hz),7.88-7.97(4H.m) 


a -9-9 


a -9 




CF3 


s 


H.H 


H 


Me 


H 


H 


Me 




2.41 (3H,S) t 3.80(3H,s),4.27(2H r s),6.34(1 H. 
d.J=15.9Hz),7.25-7.28(2H,m),7.48- 
7.51 (1 H.d, J=8.7Hz),7.78(2H,d, J=8.4Hz),7. 
85(2H,d,J=a4Hz),7.90<1 H.d, J=1 5.9Hz) 


a -9-10 


a -9 




CH20Et 


s 


H.H 


H 


Me 


H 


H 


Me 




1 .27(3H,t,J=6.9Hz),2.41 (3H t S),3.60(2H.q. 
J=6.9Hz),3.80(3H,s),4.28(2H.s).4.55(2H,s 
),6.33(1 H,d,J=1 5.6Hz),7.23-7.26(2H,m), 
7.47-7.50(1H.m),7.75(2H.d.J=8.4Hz). 
7.86(2H,d, J=8.4Hz).7.90(1 H.d.J=1 5.6Hz) 



[0240] [^85] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R1 7 


Mp 


NMRCCDCI3 or DMSO-d6) 


a -9-11 


a -9 




Me 


s 


H,H 


H 


OMe 


H 


H 


Me 




2.30(3H,S),3.79(3H,sX3.89(3H.s),4.21(2H. 
s).6.49(1H.d,J=16.2Hz),6.95-6.99(2H,m) 
,7.41<1H.d,J=8.4Hz),7.74(2H,d,J=8.7Hz),7 
.a tLzH,a,J-o. /Hzj, /.yuu H,d.J-l O.znzJ 


a -9-1 2 


a -9 




Me 


s 


H.H 


OEt 


H 


H 


H 


Me 




1 50(3H,t,J=7.2Hz) t 2.31 (3H,s),3.81 (3H.s). 
4.1 5(3H,q,J=7.2Hz),4.1 9(2H,s),6.39(1 H.d. 
J=1 5.9Hz).6.97(1 H.d. J=t .2Hz),7.08(1 H.d 
d,J-1 .2Hz,9.0Hz;,7.42(1 H,d,J-9.0Hz>,7.6 
2(1 H.d,J=1 5.9Hz),7.73(2H.d.J=8.4Hz),7.B 
1(2H,d,J=8.4Hz) 


af -9-1 3 


or -9 


F3C^ 


Me 


s 


H.H 


OMe 


H 


Br 


H 


Me 




2.35(3H.s).3.81(3H.s).3.92(3H.s).4.11(2H. 
s).6.41 (1 H,d, J=1 5.9Hz),6.93(1 H.d, J=1 .5H 
z),7.36(1 H,d,J=1 .5Hz),7.54(1 H,d,J-1 5.9H 
z).7.73(2H,d,J=8.4Hz),7.79(2H,d,J=8.4Hz) 


af -9-1 4 


a -9 


F 3 C^ 


Me 


s 


H.H 


H 


OMe 


H 


OMe 


Me 




2.31(3H.S),3.78(3H,s),3.88(6H,s).4.23(2H. 
s>, 6.62(.2H,s),6.82U H.d.J- 1 b.iriz), 
7.74(2H,d.J=8.4Hz). 

7.81(2H,d,J=8.4Hz),8.04(1 H,d,J=1 6.2Hz). 


Of -9-1 5 


a -9 




Me 


s 


H.H 


OEt 


H 


Br 


H 


Me 




1.52(3H.t.J=7.2Hz),2.35(3H,s).3.09(3H.s). 
4.1 5(2H,s),4.1 4(2H ( q,J=7.2Hz),6.39(1 H,d. 
J=1 6 2Hz),6 92(1 H,d,J=1 .8Hz),7.33(1 H.d. 
J=1 .8Hz),7.52(1 H,d r J=1 5.9Hz),7.73(2H,d, 
J=8.4Hz),7.79(2H,d,J=8.4Hz) 


a -9-1 6 


Of -9 




Me 


s 


H.H 


Br 


H 


Br 


H 


Me 




2.34(,3H,S;,3.8H3H,s),4.1 6(y H,s,),b-4Zn H, 
d, J=1 5.9Hz),7.48(1 H.d.J=1 5.9Hz).7.72- 
7.76(4H,m),7.80(2H,d,J=8.7Hz) 


a -9-1 7 


a -9 




H 


s 


H,H 


H 


Me 


H 


H 


Me 




2.39(3H.s),3.80(3H.S),4.1 9(2H,s).6.32(1 H. 
d,J=1 5.9Hz),6.52(1 H,s) T 7.1 7-7.20(2H,m), 
7.40-7.45(3H,m) l 7.67(2H,d,J=8.4Hz), 
7.89(1 H,d,J=15.9Hz) 


a -9-1 8 


a -9 


a XX 


H 


s 


H.H 


OMe 


H 


H 


H 


Me 




3.80(3H,s),3.93(3H,S),4.18(2H r s),6.39(1H, 
d. J=1 5.9Hz),6.54(1 H,s),7.07(1 H,dd,J=7.8. 
1 .5Hz).7.32(1 H.d,J=8.1 HzJ,7.40-7.43(2H, 
m),7.62(1 H.d, J=1 5.9Hz),7.64-7.67(2H,m) 


a -9-1 9 


or -9 




H 


s 


H.H 


H 


Me 


H 


H 


Me 




2.40(3H,s).3.80(3H.s).4.21 (2H.s).6.32(1 H. 
d, J=1 5.9Hz),6.63(1 H.s),7. 1 8-7.20(2H,m). 
7.47(1H,d,J=8.7Hz),7.71(2H,d,J=8.4Hz),7. 
87(2H,d t J=8.4Hz),7.89(1 H.d, J=1 5.9Hz) 


a -9-20 


of -9 




H 


s 


H,H 


OMe 


H 


H 


H 


Me 




3.80(3H,s),3.93(3H,s),4.20(2H.s),6.39(1H, 
d, J=1 5.9Hz),6.64(1 H,s),6.97(1 H.d.J=1 .5H 
z),7.07(1 H,dd,J=1 .5Hz.8.1 Hz).7.32(1 H.d.J 
=8.1 Hz),7.62(1 H,d.J=15.9Hz),7.30(2H,d.J 
=8.1 Hz),7.84(2H,d,J=8.1 Hz) 


a -9-21 


a -9 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


Me 




1 27(3H,t,J=7.2Hz),3.61 (2H,q,J=7.2Hz),3. 
81(3H,s),3.93(3H,s),4.27(2H,s),4.57(2H,s), 
6.40(1 H.d, J=1 5.9Hz),6.98(1 H.d. J=1 .5Hz). 
7.09(t H.dd.J=7.8.1 .5Hz),7.43(1 H,d,J=7.8 
Hz),7.63(1 H,d,J=1 5.9Hz),7.75(2H,d,J=8.1 
Hz),7,86(1H,d,J=8.1Hz) 


or -9-22 


a -9 




Me 


s 


H,H 


OMe 


H 


H 


Me 


Me 




2.30(3H,s),2.36(3H,s),3.82(3H f s),3.90(3H, 
s).4.1 7(2H,s).6.34(1 H,d.J=1 5.9Hz).7.00(1 
H.s),7.25(1 H,s),7.72-7.93(5H,m) 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


Mp 


NMRCCDCI3 or DMSO-d6) 


Of -9-23 


Of -9 




CH20Me 


S 


H,H 


OMe 


H 


H 


H 


Me 




3.44(3H,s) t 3.81(3H,s) ( 3.93(3H,s),4.26(2H. 
$/ l 4.3A£r1,sJ l 0.4?U n.d.J— 1 o.4nz; 1 b.yo( fc l 
H.d,J=1 .8Hz),7.09(1 H.dd, J=1 .8Hz,B.1 Hz), 
7.43(1 H,d,J=B.1 Hz),7.63(1 H,d.J=1 5.9Hz), 
7.75(2H.d,J=8.7Hz),7.86(2H,d.J=8.7Hz) 


Of -9-24 


Of -9 




Me 


s 


H,H 


CI 


H 


H 


H 


Me 




2.32(,3H,s;,3.8l l > 3n,S i J,4.Z3k2H,sJ,b.40U n, 
d. J=1 6.8Hz).7.37-7.41 (1 H,m),7.52-7.60( 
3H,m) t 7.74(2H ( d,J=8.4Hz), 
7.81(2H,d,J=8.4Hz) 


Of -1 0-2 
-2 


Qf-10 




Me 


s 


H,H 


H 


H 


H 


H 


Me 




2.29(3H.s),3.80(3H,s),4.1 9(2H,s),6.40(1 H, 
d.J=15.9Hz),7.40-7.84(9H,m) 


or -10-2 
-1 


Qf-10 




Me 


o 


H,H 


F 


H 


H 


H 


Me 




2.35{3H P s) r 3.00(3H,s),5.31 (2H,s), 6.31 
(1 H.d. J=1 5.9Hz).7.1 0-7.34(3H,m),7.59 
(1 H,dj=1 5.9Hz).7.76(2H.d.J=8.1 Hz),7.84( 
2H,d,J=8.1Hz) 


a -10-2 
-3 


Qf-10 




Me 


o 


H,H 


F 


H 


F 


H 


Me 




2.41 (3H,s).3.81 (3H,s),5.32(2H,s).6.34(1 H. 
d,J=15.9Hz),7.083(2H,dj=8.7Hz).7.52(1H, 
d.J=15.9Hz),7.76(2Hd.J=8.4Hz).7.86(2H, 
d,J=8.4Hz) 


Qf-10-2 
-4 


Of-10 




Me 


s 


H.H 


CF3 


H 


H 


H 


Me 




2.31 C3H.s),3.81 6(3H,s),4.247(2H.s).6.4 
63(1 H,d,J=1 5.9Hz),7.60-7.80(8H ( m) 


a -10-2 
-5 


QfHO 




Me 


s 


H.H 


H 


CF3 


H 


H 


Me 




2.31 (3H.s).3.82(3H,s),4.22(2H,s).6.39(1 H. 

d,J=15.9Hz),7.56-8.06(4H,m), 

7.74(2H,d,J=8.7Hz),7.82(2H,d.J=8.7Hz) 


ar-X-1 






CF3 


s 


H.H 


OMe 


H 


H 


H 


Me 




3.81 (3H.s),3.93(3H t s),4.25(2H,s),6.41 (1 H, 
d.J=15.9Hz)),6.91(1 H,d,J=1 .5Hz) ( 7.07(1 H 
,dd,J=7.8Hz,1 .5Hz),7.41 (1 H,d.J=7.8Hz),7. 
63(1H,d.J=15.9Hz),7.77(2H,dJ=8.1Hz),7. 
83(2H,d,J=8.1Hz) 


a-X-2 






CH20CH2 
CF3 


s 


H.H 


OMe 


H 


H 


H 


Me 




3.81(3H.s),3.92(3H.s),3.96(2H.q l J=8.4Hz) p 

4.25(2H,s),4.77(2H,s),6.40(1 H,d,J=1 5.6Hz 

)),6.98(1H,d,J=1.8Hz),7.08(1H,dd,J=7.8H 

z,1.8Hz).7.40(1H,d,J=7.8Hz),7.62(1H,d,J= 

15.6Hz),7.76(2H,dJ=8.4Hz),7.85(2H,d,J= 

8.4Hz) 


a-X-3 






CH20CCH 
2)20Me 


s 


H 


OMe 


H 


H 


H 


Me 




3.39(3H.s).3.57-3.60(2H,m),3.69-3.72 
(2H.m).3.8U3H > s).3.92(3H,s).4.28(2H,s),4. 
66(2H.s).6.40(1 H,d,J=1 5.9Hz)),6.97(1 H,d, 
J=1 .8Hz),7.09(1 H,dd. J=8.1 Hz.1 .8Hz).7.43 
(1 H.d. J=8. 1 Hz).7.63(1 H.d. J=1 5.9Hz).7.74 
(2H.dJ=8.4Hz).7.89(2H.d.J=8.4Hz) 


Of — X— 4 






^UlirkinDir 

un^Unrr 


s 


H.H 


OMe 


H 


H 


H 


Me 




u.yo^»>M,t,j— /.oHzj,i .oy i ./ 1 v.zn,irv, 
3.50(2H,d.J=6.6Hz),3.81(3H.s),3.92(3H,s), 
4.26(2H.s),4.56(2H,s),6.40(1 H.d.J=1 5.9Hz 
).6.97(1 H,d.J=1 .BHz).7.08(1 H.dd, J=7.BHz, 
1 .8Hz),7.42(1 H,d. J=7.8Hz).7.63(1 H.d. J=1 
5.9Hz),7.74(2H,dJ=8.1Hz),7.87(2H,d,J=8. 
1Hz) 


o?-X-5 






CH20nPr 


s 


H.H 


H 


OMe 


H 


OMe 


Me 




0.97(3H r t.J=7.5Hz).1 60-1 .72(2H,m). 
3.51(2H,d r J=6.6Hz).3.78(3H,s),3.87<6H,s), 
4.32(2H,s),4.57(2H,s) ( 6.63(2H.s).6.81 (1 H. 
d f J=16.5Hz).7.75(2H,dJ=8.4Hz),7.86(2H, 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


Mp 


NMR(CDCI3 or DMSO-d6) 


























d,J=8.4Hz),8.04(1H,d,J=16.5Hz) 


a-X-6 






Et 


S 


H.H 


H 


OMe 


H 


OMe 


Me 




1.29(3H.t,J=7.5Hz),2.76(2H,q.J=7.5Hz),3. 
78C3H,s),3.88(6H,s),4.24(2H,sX6.63(2H,s), 
6.82(1 H,d,J=1 6.2Hz),7.44(2H,dJ=8.4Hz), 
7.81 ^ZH,d,J— 8.4HzJ,o.U4(.l H,d, J— 1 O.^HzJ 


a-x-7 






C02H 


S 


H,H 


H 


OMe 


H 


OMe 


Me 




3.62(2H,q,J=10.2)„3.78C3H,s) r 388(6H.s) I 4 
.33(2Ks).6.58(2H,s),6.81 (1 H.d, J=1 6.5Hz). 
7.79(4H,brs),8.03(1 H,d, J=1 6.5Hz) 


a-x-Q 






CH20CH2 
cPr 


S 


H r H 


H 


OMe 


H 


OMe 


Me 




0.22-0.27(2H,m),0.56-0.63(2Km).1.06- 
1 . 1 9(1 H,m),3.40(2H,d f J=7.2Hz),3.78(3H,s 
),3.87(6H,s),4.33(2H ( s),4.59(2H r s),6.63(2 
H T s),6.81 (1 H,d,J=1 6.2Hz),7.75(2H,d,J=8.4 
HzX7.87(2H,d, J=8.4Hz).8.04(1 H.d,J=1 6.2 
Hz) 


a-X-9 






Me 


S 


H.H 


CI 


H 


H 


H 


Me 




2.32(3H,s), 3.81 (3H,s). 4.23(2H,s),6.40 
(1H,d,J=16.8Hz), 7.37-7.41 (1H,m), 7.52- 
7.60(3H,m), 7.74(2H,d,J=8.4Hz). 
7.81(2H,d,J=8.4Hz) 


a-X-10 






Me 


s 


H,H 


H 


F 


H 


F 


Me 




2.30(3H.sX3.81(3H,sX4.21(2H,s),6.68(1H, 
dJ=1 6.5Hz).6.99(2H.d, J=9.3Hz).7.70(1 H, 
d,J=16.5Hz),7.75(2H,d,J=8.4HzX7.82(2H, 
d,J=8.4Hz) 


a-X-11 






CH20Et 


s 


H,H 


H 


OMe 


H 


OMe 


Me 




1.28(3H,t,J=6.9Hz),3.62(2H ( q,J=6.9HzX 
3.78(3H ( sX3.88(6H,sX4.32(2H,sX4.58(2H, 
s),6.63(2H,sX6.81 (1 H,d.J=1 6.5Hz),7.76(2 
H,d,J=8 > 4Hz),7.85(2H,d f J=8.4Hz) t 8.04(1H 
,d,J=16.5Hz) 


or-X-12 






Me 


s 


H,H 


Me 


H 


H 


H 


Me 




2.30(3H,sX2.36(3H,sX3.80(3H,sX4.18(2H t 
s),6.40(1 H,d,J=1 6.0Hz) r 7.33(2H.m),7.46(1 
H,d,J=8.1 Hz),7.62(1 H,d,J=1 6.0Hz),7.74(2 
H,d,J=8.1 Hz),7.82(2H,d,J=8.1 Hz) 


a-x-13 






Me 


s 


H,H 


H 


Me 


H 


Me 


Me 




2.21(3H,sX2.47(6H l sX3.80(3H,sX3.87(2H, 
s),6.41 (1 H,d.J=1 5.9Hz) r 7.24(2Ks,),7.58(1 
H,dJ=15.9Hz) t 7.74(2H,d r J=8.4HzX7.80(2 
H,d,J=8.4Hz) 


Qf-X-14 






Me 


S 


H,H 


H 


CI 


H 


H 


Me 






ff-X-15 




(TV 


Me 


s 


H,H 


H 


F 


H 


H 


Me 






or-X-16 






Me 


s 


H,H 


Me 


H 


Me 


H 


Me 






Qf-X-17 






Me 


s 


H,H 


Et 


H 


H 


H 


Me 




1 .21 (3H,t J=7.5Hz),2.29(3H t s) [ 2.74(2H r q, 
J=7.5HzX3.80(3H,s),4.1 8(2H,s),6.41 (1 H,d, 
J=1 6.2Hz),7.30~7.50(3H,mX7.63(1 H,d, J= 
1 5.9Hz),7.74(2H ( d, J=8.4Hz),7.81 (2H,d,J= 
8.4Hz) 


or-X-18 






CONH2 


s 


H,H 


H 


OMe 


H 


OMe 


Me 
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R 6 




No 




D1 


KZ 


V1 






DC 

KO 


H/ 


DO 

KB 


mp 


NMR(CDCI3 or DMSO-d6) 


^3 -2-1 


£-2 




Me 


0 


H.H 


H 


H 


H 


H 


224- 
224.5 


2.35(3H.s). 5.25(2H,s). 
6.32(1 H,d,J=1 5.6Hz), 7.07(2H ? d,J=8.7Hz), 
7.54(2H,d f J=8.7Hz), 7.65(1 H.d. J=1 6.2Hz), 
7.78(2H,d,J=8.4Hz), 7.88(2H,d,J=8.4Hz) 


£-2-2 


£-2 


jy 


Me 


0 


H.H 


OMe 


H 


H 


H 


235- 
235.5 


2.38(3H,s), 3.93(3H,s), 5.30(2H,sX 
6.33(1 H,d,J=1 5.9Hz), 7.01 -7.20(3H,m), 
7.64(1 H,d,J=15.9Hz), 
7.782(2H,d,J=8.4Hz), 7.87(2H,d,J=8.4Hz) 


£-2-3 


£-2 


r jy 


C02Me 


0 


H.H 


H 


H 


H 


H 


201- 
203 


3.83(3H, s),5.43(2H,s),6.33(1 H,d, J=1 5.9Hz 
X7.06(2H.d,J=8.7Hz),7.54(2H,d,J=8.7HzX 
7.66(1 H,d, J=1 5.9Hz),7.80(2H.d,J=8.7HzX 
8.10(2H,d,J=8.7Hz) 


£-2-4 


£-2 




Me 


s 


H,H 


H 


H 


H 


H 


214.5 
215.5 


2.31 (3H.s), 4.25(2H,s), 7.36-7.52(4H.m), 
7.64(1 H,d,J=1 5.9Hz), 7.77(2H,d,J=B.4HzX 
7.85(2H,d,J=8.4Hz) 


£-2-5 


£-2 


>jy 


OCH2CF3 


0 


H.H 


H 


H 


H 


H 




4.86(2H.q,J=9.0Hz) I 5.45(2H,s), 6.42(1 H, 
d,J=T5.9Hz). 7.14(2H,d,J=8.1Hz), 7.56 
(1H.d,J=1 5.9Hz), 7.69(2H,d,J=8.4Hz) r 
7.97(2H,d f J=8.4Hz),8.07(2H,d t J=8.4Hz) 


£-2-6 


£-2 




Me 


NH 


H,H 


H 


H 


H 


H 




2.26(3H,S), 4.45(2H,d,J=5.7Hz), 
6.18(1 H.d,J=15.9Hz),6.72(2H,d,J=8.4Hz), 
6.82-6.90(1 H,mX7.36-7.50(3H.mX 
7.91 (2H,d,J=8.4Hz), 7.96(2H,d,J=8.4Hz) 


£-2-7 


£-2 


,jy 


CH20CH3 


O 


H,H 


H 


H 


H 


H 


215- 
217 


3.43(3H,s) f 4.52(2H,s),5.03(2H,s),6.32(1 H, 
d,J=15.9Hz),7.06(2H I d,J=8.7Hz),7.53(2H, 
d,J=8.7Hz) r 7.65(1 H F d, J— 1 5.9Hz),7.79(2H 
d,J=8JHz),7.93(2H,d,J=8.7Hz) 


£-2-8 


£-2 


f jy 


H 


O 


H, 
4-F- 
C6H4 


H 


H 


H 


H 


211- 
213 


5.71 (1 H.s).6.38(1 H,d,J=1 5.9Hz),6.76(1 H,s 

X7.02-7.O8(2H,mX7.33-7.5O(6H,m), 

7 59(1 H,d,J=1 5.9Hz),7.72(2H,d,J=8.7HzX 

7.87(2H.d,J=8.7Hz) 


£-2-9 


£-2 




CH20CH3 


S 


H,H 


H 


H 


H 


H 


182- 
183 


3.45(3H.s).4.29(2H.s),4.52(2H r sX6.39(1H, 
d,J=16.2Hz),7.42(2H,d,J-8.7Hz),7.47(2H T 
d, J=8.7Hz),7.63(1 H,d, J=1 6.2Hz),7.77(2H, 
d,J=8.1 HzX7.87(2H,d, J=8.1 Hz) 


£-2- 
10 


£-2 


f jy 


C02Me 


O 


KH 


H 


Me 


H 


H 


195- 
196 


2.46(3H,S),3.82(3H,SX5.40(2H,s),6.30(1H, 
d,J=1 5.6HzX6.85-6.94(2H,m),7-60(1 H,d. 
J=8.4HzX7.78(2H,d,J=8.4HzX8.03(1Kd.J 
=1 5.6Hz).8.09(2H,d,J=8.4Hz) 


£-2- 
11 


£-2 


,jy 


CH20CH3 


O 


H.H 


H 


Me 


H 


H 


179- 
180 


CDCI3 d (300 MHz) 
2.46(3H,SX3.42(3H,S) t 4.51(2H t sX5.28(2H. 
s),6.30(1 H,d, J=1 5.9HzX6.87-6.96(2H.mX 
7.59(1 H t d,J=8.4Hz),7.78(2H,d,J=8.7HzX7. 
93(2H.d, J=8.7Hz),8.02(1 H.d, J=1 5.9Hz) 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


mp 


pJlvlK^OUOlO Or L/MoU QO^ 


0-2- 
12 


0-2 




H 


O 


H, 
4-F- 
C6H4 


H 


Me 


H 


H 


220- 
221 


2.41 (3H,S).6.26( 1 H,d. J=1 5.9Hz),6.51 (1 H, 
S),6.62(1 H,S).6.86-6.93(2H.m),7.06-7.1 6 
(2H,m),7.48-7.58(3H,m),7.70(2H 1 d, 
J=9.0Hz)j.86(2H.d,J=9.0Hz)7.97(1H,d.J 
=15.9Hz) 


0-2- 
13 


0-2 




Me 


o 


H,H 


H 


Me 


H 


H 


206- 
207 


2.32(3H,SX2.46C3H f S),5.22(2H,s),6.30(1H, 
d,J=1 5.6Hz),6.86-6.96(2H,m) ,7.59(1 H,d. 
J=8.4Hz).7.76(2H,d.J=8.7Hz).7.85(2H r d.J 
=8.7Hz),8.02(1 H.d, J=1 5.6Hz) 


0-2- 
14 


0-2 




Me 


s 


H,H 


OCF3 


H 


H 


H 


260- 
265 


2.30(3H,S),4.51 (2H,sX6.64(1 H,d, J=1 6.2H 
z),7.60(1 H,d,J=1 5.9Hz),7.70-7.84(3H,m). 
7.9 1 (2H,d, J=8.7Hz) r 7.95(2H,d, J=8.7Hz) 


0-2- 
15 


0-2 




Me 


o 


H,H 


F 


H 


H 


H 


261- 
262.5 


2.30(3H r S), 5.43(2H,s), 6.49(1 H,d, 
J=1 5.9HzX 7,34-7.60(2H,mX7.54(1 H T d. 
J=1 5.9HzX7.7 1 (1 H,d.J=1 2.3HzX 
7.93(2H.d,J=8.4Hz), 8.00(2H,d,J=8.4Hz), 


0-2- 
16 


0-2 




Me 


0 


H,H 


F 


H 


F 


H 




2.35(3H,SX 5.36(2H,sX 

6.61(1H,d,J=16.2HzX 

7.51 (1 H,d,J=1 6.2HzX7.62(2H.d, J=9.6Hz), 

7.93(2H.d,J-8.1 HzX 8.00(2H,d,J=8.1 Hz), 


0-2- 
17 


0-2 




H 


s 


H, 
4-F- 
C6H4 


H 


Me 


H 


H 


195- 
196 


2.37(3H.S),5.70(1H.S).6.32(1H f d > J=15.9H 

zX6.70(1H,SX7.01-7.1O(2H f mX7.13-7.2O 

(2H,mX7.42-7.52(3H,mX7.72(2H,d, 

J=8.4HzX7.87(2H.d.J=8.4Hz)7.95(1H,d,J 

=15.9Hz) 


0-2- 
18 


0-2 


XT 


Me 


s 


H,H 


H 


Me 


H 


H 


218- 
219 


2.28(3H.S).2.36(3H,S).4.42(2H,sX6.42(1H, 

d,J=1 5.9HzX7.24-7.34(2H,mX7.67 

(1 H.d, J=8.1 HzX7.74(1 H.d.J=1 5.9HzX7.91 ( 

2H,d,J=8.7HzX7.96(2H,d,J=8.7Hz) 


0-2- 
19 


0-2 




CH20Me 


s 


H,H 


H 


Me 


H 


H 


184.5 
-187 


2.42(3H.SX3.44(3H.SX4.29(2H.sX4.51(2H. 
sX6.35(1 H.d. J=1 5.9Hz).7.25-7.27(2H,mX 
7.52(1H,d,J=9.0HzX7.76(2H,d,J=8.4HzX7. 
86(2H.d. J=8.4HzX7.99(1 H.d, J=1 5.9Hz) 


0-2- 
20 


0-2 




H 


s 


H, 
4-F- 
C6H4 


H 


H 


H 


H 


191.5 
193.5 


5.71 (1 H,sX6.39(1 H,d,J=1 6.2Hz),6.69(1 H,s 
X7.02-7.08(2H,m),7.32-7.49(6H,mX7.68 
(1 H.d. J=1 6.2Hz),7.71 (2H,d, J=8.4HzX7,86( 
2H,d,J=8.4Hz) 


0-2- 
21 


0-2 




C02Me 


s 


H,H 


H 


Me 


H 


H 


171- 
172.5 


2.43(3H,sX3.88(3H,sX4.41 (2H,sX6.35(1 H, 
d,J=1 6.2HzX7.27(2H,mX7.53(1 H.d.J=8.7H 
z),7.76(2H,d,J=8.4Hz),8.00(1 H,d,J=1 6.2H 
z),8.04(2H t d,J=8.4Hz) 


0-2- 
22 


0-2 




C02Me 


s 


H,H 


H 


H 


H 


H 


161.5 
-163 


3.88(3H,sX4.43(2H,sX6.41 (1 H,d, J=1 6.2Hz 

X7.42-7.50(4H,mX7.72(1H,d,J=16.2HzX 

7.76(2H,d,J=8.4HzX8.04(2H,d,J=8.4Hz) 


0-2- 
23 


0-2 




Me 


s 


H.H 


F 


H 


H 


H 


219- 
220.5 


2.32(3H.s).4.1 9(2H,s),6.40(1 H,d.J=1 5.9Hz 
X7.23-7.27(2H,mX7.44-7.50(1H,mX 
7.58(1 H,d,J=1 5.9Hz),7.69(2H.d, J=8.4Hz), 
7.82(2H.d,J=8.4Hz) 


0-2- 
24 


0-2 




Me 


s 


H,H 


OMe 


H 


H 


H 


209- 
210 


2.31(3H.s).3.94(3H t s) r 4.18(2H,sX6.40(1H, 
d, J=1 5.9HzX7.02(1 H,d, J=1 .5Hz),7.1 0(1 H, 
dd. J=1 .5Hz,7.8HzX7.42(1 H.d.J=7.8Hz).7. 
63(1 H,d. J=1 5.9HzX7.74(2H.d,J=8.1 HzX7. 
82(2H,d.J=8.1Hz) 
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WO 2005/054213 



191 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


mp 


NMK^LrlJOlo or DMoU dDj 


0-2- 

25 


0-2 




CF3 


S 


H,H 


H 


Me 


H 


H 


194- 
196 


2.42(3H.S) 1 4.27(2H,s),6.32(1 H,d,J=1 5.9H 
zX7.25-7.28(2H.m),7.51 (1 H,d,J=8.7Hz), 
7.79(2H i d,J=8.4Hz),7.88(2H,d,J=8.4Hz),7. 
91(1H,d,J=15.9Hz) 


0-2- 
26 


0-2 




CH20Et 


S 


H,H 


H 


Me 


H 


H 


178- 
180 


1.27(3H,t,J=6.9Hz),2.43(3H,S) ( 3.60(2H,q, 

J=6.9Hz),4.30(2H r s),4.56(2H,s),6.34(1H,d, 

J=15.9HzX7.25-7.28(2H,m),7.75(2H,d, 

J=8.4Hz).7.87(2Kd > J=8.4Hz),7.99(1H,d.J 

=15.9Hz) 


0-2- 
27 


0-2 




Me 


S 


H,H 


H 


OMe 


H 


H 


199- 
201 


2.30(3H.S),3.89(2H,s),4.22(2H,s) ( 6.47(1H, 
d,J=16.2HzX6.96-7.00(2H,m),7.43 
(1Kd r J=8.4Hz),7.75(2H,d,J^8.7Hz),7.82(2 
H.d, J=8.7Hz),7.92(1 H,d,J=1 6.2Hz) 


0-2- 
28 


0-2 


F 3 C^^ 


Me 


S 


KH 


OEt 


H 


H 


H 


215- 
216 


1.50(3H F t F J=7.2Hz) T 2.31(3H,sX4.16(3H,q, 
J=7.2Hz),4.20(2H.s).6.39(1 Kd,J=1 5.9Hz). 
6.99(1 H,d,J=1 2Hz),7. 1 0(1 H,dd,J=1 2Hz ,7 
.8Hz),7.44(1 H,d t J=7.8Hz).7.70(1 H.d. J=1 5. 
9Hz),7.74(2Kd,J=8.7Hz),7.82(2H,d,J=8.7 
Hz) 


0-2- 
29 


0-2 




Me 


S 


KH 


OMe 


H 


Br 


H 


246- 
247 


2.30(3Ks).3.86(3Ks),4.1 8(2H,s),6.70(1 K 
d,J=15.9HzX7.39(1H,s)7.51(1Kd,J=15.9 
Hz) t 7.58(1H,s),7.90(4H,s) 


0-2- 
30 


0-2 




Me 


S 


H,H 


H 


OMe 


H 


OMe 


176.5 
-178 


2.301 (3H.S), 3.879(6H,s), 4.527(2H,s), 
6.637(1 H,d,J=1 6.2Hz), 6.761 (2H,s). 
7.848(1 H,d, J=1 6.2Hz), 7.906(2H,d, 
J=8.7Hz). 7.964(2H,d,J=8.7Hz) 


0-2- 
31 


0-2 




Me 


S 


H,H 


Br 


H 


H 


H 


220.5 
-222 


2.310(3H,S), 4.515(2H,s), 6.535(1 Kd, 
J=1 5.9Hz), 7.535(1 H,d.J=15.9Hz), 
7.61 5(1 H.d, J=8.4Hz),7.75-8.1 0(6H,m), 


0-2- 
32 


0-2 




Me 


S 


H t H 


OEt 


H 


Br 


H 


228- 
229 


1 .36(3Kt, J=6.6Hz),2.30(3H,s),4.1 4(2H,q, 
J=6.6Hz),4.21 (2H,s).6.69(1 Kd, J=1 5.6HzX 
7.37(1 H.s).7.50(1H,d,J=1 5.6),7.56(1 H T s),7 
90(4H,s) 


0-2- 
33 


0-2 




Me 


S 


KH 


Br 


H 


Br 


H 


243- 
245 


2.33(3KSX4.16(2H,sX6.41 (1 H,d,J=1 5.9H 
z),7.47(1 H,d,J=1 5.9HzX7.74(2H.br.s),7.75 
(2Kd.J=8.4HzX7.81(2Kd.J=8.7Hz) 


0-2- 
34 


0-2 




H 


S 


KH 


H 


Me 


H 


H 


186- 
188 


2.41 (3KSX4.20(2H,s),6.33(1 H,d,J=1 5.9H 
z),6.53(1 Ks),7. 1 9-7.21 (2H,m).7.40-7.45 
(2H,mX7.51 (1 H,d. J=9.0Hz),7.65-7 .70 
(2KmX7.98(1 Kd, J=1 5.9Hz) 


0-2- 
35 


0-2 




H 


S 


KH 


OMe 


H 


H 


H 


185- 
187.5 


3.94(3KSX4.19(2H.sX6.39(1H,d,J=15.9H 
z).6.54(1 Ks),7.08(1 H,dd.J=7.8.1.5Hz),7.3 
2(1 H,d,J=8.1 Hz).7.40-7.44(2H,m).7.62- 
7.67(2H,m),7.68(1 H,d. J=1 5.9Hz) 


0-2- 
36 


0-2 




Me 


S 


KH 


OMe 


H 


OMe 


H 


241.5 
242.5 


2.28(3KS), 3.78(6KsX 4.04(2H.sX 
6.66(1 Kd,J=1 5.9Hz). 6.98(2H.brs). 
7.54(1 H,d,J=1 5.9Hz), 7.91 (4H,brs) 


0-2- 
37 


0-2 




Me 


S 


KH 


OMe 


H 


CI 


H 


234.5 
235.5 


2.30(3H,SX3.06(3H,s),4.1 7(2H,s), 6.71 
(1 H.d.J=1 5.9Hz). 7.36(1 Kbrs).7.45 
(1 H,brs),7.52(1 Kd,J=1 5.9Hz),7.80- 
8.00(4H.m) 


0-2- 
38 


0-2 




H 


s 


KH 


H 


Me 


H 


H 


179.5 
181.5 


2.40(3H,s),4.1 2(2H.s).6.31 (1 Kd, J=1 5.9Hz 

X6.66(1 KsX7.1 9-7.21 (2H.mX 

7.50(1 H.d,J=8.4X7.72(2H,d.J=8.1 Hz),7.87 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


mp 


NMR(CDC13 or DMSO-d6) 
























(2H,d,J=8.1 Hz),7.90(1 H,d,J=1 5.9) 


0-2- 
39 


0-2 




H 


S 


H,H 


OMe 


H 


H 


H 


207- 
209 


3.95(3H.s),4.21 (2H r s),6.39(1 H,d,J=1 6.2Hz 
),6.68(1 H.sX7.02(1 H.d.J=1 .5Hz),7.08(1 H,d 
d, J=1 .5Hz,8. 1 Hz),7.33(2H,d, J=8 1 Hz),7.6 
2(1 H,d. J=1 6.2Hz).7.72(2H,d. J=8.1 Hz),7.8 
6(2H r d,J=8.1) 


0-2- 
40 


0-2 




CH20Et 


s 


H,H 


OMe 


H 


H 


H 


188- 
190 


1.27(3H,t,J=7.2Hz),3.62(2H,q,J=7.2HzX3. 
94(3H,s),4.28(2H,s),4.58C2H,s),6.41(1H,d f 
J=1 5.9Hz),7.00(1 H,d,J=1 .5Hz),7.1 2(1 H,dd 
, J=7.8,1 .5Hz)J.45(1 H.d, J=8.1 HzX7.72(1 H 
,d,J=1 5.9Hz),7.75(2H,d,J=8.1 Hz),7.86(1 H, 
d,J=8.1Hz) 


0-2- 
41 


0-2 




CH20Et 


o 


H,H 


OMe 


H 


H 


H 


203- 
204 


1.21(3H,t,J=7.2HzX3.59(2H,q,J=7.2Hz),3. 
91 0(3H,s),4 61 (2H T s),5.35(2H r s).6.31 (1 H,d 
. J=t 5.9Hz),7.06-7.1 4(3H.m),7.64(1 H.d, 
J=1 5.9Hz),7.77(2H,d,J=8.1 Hz),7.94(1 H r d, 
J=8.1Hz) 


0-2- 
42 


0-2 




CH20Et 


o 


H,H 


H 


Me 


H 


H 


189- 
191 


1.22(3KtJ=7.2Hz) r 2.46(3H r s) t 3.59(2H r q, 

J=7.2Hz).4.55(2H,sX5.29(2H,s),6.30(1H,d. 

J=1 5.9Hz),6.88-6.93(2H,m), 

7.59(1 H.d.J=8.7Hz),7.77(2H.d.J=8.1 Hz).7. 

94(2H,d, J=8. 1 Hz),8.01 (1 H,d, J=1 5.9Hz) 


0-2- 
43 


0-2 




Me 


s 


H,H 


CF3 


H 


H 


H 


236- 
237 


2.28(3H,SX 4.57(2H,sX 

6.69(1 H.d,J=15.9Hz), 

7.64(1 H.d,J=1 5.9Hz), 7.82-8.08(7H.m), 


0-2- 
44 


0-2 


F 3 C^ 


Me 


s 


H,H 


H 


CF3 


H 


H 


189- 
190 


2.30(3H,S), 4.56(2H,s), 

6.64(1 H,d,J=1 5.6Hz), 7.68-7.83(3H,m), 

7.91 (2H.d,J=8.7Hz), 7.97(2H,d,J=8.7HzX 

8.01(1H.d,J=8.4Hz) 


0-2- 
45 


0-2 




Me 


s 


H.H 


OMe 


H 


H 


Me 




2.30(3H.sX2.36(3H r s),3.91(3H t sX4.17(2H, 
s),6.31 (1 H,d,J=1 5.9Hz),7.03(1 H,s),7.24(1 
H,sX7.72-7.83(4H,mX 
7.90(1 H,d,J=15.9Hz) 


0-2- 
46 


0-2 




CH20Me 


s 


H,H 


OMe 


H 


H 


H 




3.45(3H,sX3.93(3H,s)A26(2H,sX4.53(2H. 
s),6.39(1 H,d, J=1 5.9Hz),7.01-7.1 1 (2H.m). 
7.42(1 H.d J=7.8HzX7.63(1 H,d.J=1 5.9Hz), 
7.76(2H,d,J=8.1 Hz),7.86(2H,d,J=8.1 Hz) 


0-2- 
47 


0-2 




Me 


s 


H t H 


H 


CI 


H 


H 


225- 
226 


2.29(3H,S), 4.52(2H,sX 6.61 (1H,d,J=1 5.9 
Hz), 7.41(1 H,dd,J=8.4Hz.1.8Hz),7.63 
U H,d,J-1 .8Hz),7.81 U H.d, J-1 5.9Hz/.7.89t 
1 H,d f J=8.4HzX 7.91(2H,d,J=8.7Hz) t 
7.96(2H ( d,J=8.7Hz), 


0-2- 
49 


0-2 




Me 


s 


H r H 


H 


F 


H 


H 


221- 
222 


2.29(3H.SX 4.51 (2H,s), 

R^RMHH J-lfiPH^ 7 0A-1 A1(7YA ml 
u.OO^ 1 n,a ( u- 1 DxnZ/, i I .*t / \£.rt,TT\J , 

7.59(1 H,d,J=1 6.2Hz), 7.78(1 H,t J=8.1 Hz). 
7.90(2H,d,J=8.7Hz) I 7.96(2H.d,J=8.7Hz) 


0-2- 
50 


0-2 




Me 


s 


H,H 


Me 


H 


Me 


H 


241- 
241.5 


2.1 9(3H.SX 2.39(6H.s).4.01(2H,s). 
6.53(1 H.d,J=14.4HzX 7.40- 
7.54(3H.m),792(4H,brs) 


0-2- 
51 


0-2 




Me 


s 


H t H 


CI 


H 


H 


H 




2.33(3H.sX4.24(2H.s),6.39(1 H,d. J=1 5.9Hz 
X7.4K1 H f dd,J=1 .5HzX8.4Hz),7.53- 
7.55(2H.m).7.56(1 H.d, J=1 5.9Hz),7.75(2H, 
d,J=8.4HzX7.84(2H,d,J=8.4Hz) 



[0247] [^92] 
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No 




Rl 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


mp 


NMRCCDCI3 or DMSO-d6) 


£-X-1 






CF3 


S 


H.H 


OMe 


H 


H 


H 


190- 
192 


3.94(3H,sX4.26(2H,s),6.42(1H.d,J=16.2Hz 
))7.01 (1 H.d. J^l .5Hz)J.09(1 H.dd, J=7.8Hz, 
1 .5Hz),7.43(1 H,d,J=7.8Hz),7.71 (1 H.d, J=1 
6.2Hz),7.77(2H,dJ=8.7HzX7.83(2H.d.J=8. 
7Hz) 


yS-X-2 






CH20CH2 
CF3 


S 


H.H 


OMe 


H 


H 


H 


212- 
214 


3.92(3H,s),3.97(2H.q,J=8.7HzX4.25(2H.s). 
4.77(2 H,s),6.39(1 H r d,J=1 6.2Hz)),7.00(1 H, 
d,J=1 5HzX7.09(1 H,dd I J=7.8Hz,1 5Hz),7. 
40(1 H.d. J=7.8Hz).7.62(1 H.d, J=1 6.2Hz),7. 
76(2H,dJ=8.1 Hz) f 7.85(2H,d,J=8.1 Hz) 


/S-X-3 






CH20CCH 
2)20Me 


S 


H 


OMe 


H 


H 


H 


146- 
148 


3.39(3H f s),3.57-3.60(2H t m) T 3.69-3J2 
(2H t m),3.93(3H f s),4.29(2H f s),4.66(2H,s).6. 
40(1 H,d, J=1 5.9Hz)),6.99(1 H,d ? J=1 8Hz),7. 
1 1 (1 H.dd. J=7.8Hz. 1 .5Hz).7.45(1 H.d. J=7.8 
Hz).7.71(1H.d.J=15.9Hz).7.74(2H.dJ=8.4 
Hz).7.89(2H.d.J=8.4Hz) 


0-X-4 






CH20nPr 


S 


H.H 


OMe 


H 


H 


H 


174- 
176 


0.96C3HX J=7.5Hz),1 .60-1 .72(2H,m). 

3.51(2H,d,J=6.6Hz),3.94(3H,s).4.28(2H.sX 

4.57(2H.s).6.41 (1 H.d.J=1 6.2Hz)).7.00(1 H. 

d,J=1.8Hz),7.12(1H,dd,J=7.8Hz,1.8HzX7. 

45(1H,d.J=7.8Hz),7.72(1H.d,J=16.2Hz),7. 

75(2H.dJ=8.4Hz).7.87(2H,d.J=8.4Hz) 


/S-X-5 






CH20nPr 


S 


H,H 


H 


OMe 


H 


OMe 


166- 
167 


0.97(3H.t J=7.5Hz).1 61 -1 .72(2H.m), 
3.52(2H f d,J=6.6Hz).3.89(6H,s),4.33(2H,s), 
4.57(2H,s).6.63(2H,s),6.82(1 H,d, J=1 6.5Hz 
).7.75(2H.dJ=8.4Hz).7.85(2H,d,J=8.4Hz),8 
14(1H,d,J=16.5Hz) 


$ -X-6 






Et 


S 


H t H 


H 


OMe 


H 


OMe 


174- 
175 


1.29(3H,t r J=7.5HzX2.76(2H,q,J=7.5Hz),3. 
89(6H.sX4.25(2H.sX6.63(2H.s).6.83(1H,d, 
J=16.5Hz),7.74(2H,dJ=8.4Hz).7.81(2H.d, 
J=8.4Hz),8.1 4(1 H.d.J=1 6.5Hz) 


0-X-7 






C02H 


S 


H,H 


H 


OMe 


H 


OMe 


219- 
221 (d 

ec) 


3.74(2H,sX,3.87(6H,sX4.35(2H,s) f 6.61(2H, 
s),6.80(1 H.d, J=1 6.2Hz) t 7.76(2H.d.J=8.4H 
z).7.85(2H,d. J=8.4Hz).8.05(1 H.d,J=1 6.5H 
z) 


yS-X-8 






0H2OCH2 
cPr 


S 


H,H 


H 


OMe 


H 


OMe 


165- 
167 


0.22-0.27(2H.m).0.57-0.63(2H,m), 1 .06- 
1.1 9(1 H.mX3.40(2H,d.J=6.9HzX3.89(6H,s) 
,4.34(.ZH r s; 7 4.oOt2H J s;,0.o3(.ZH,s; T D.oZU H, 
d.J=16.2Hz).7.75(2H.d.J=8.4HzX7.87(2H. 
d, J=8.4Hz),8.1 3(1 H.d, J=1 6.2Hz) 


£-X~9 






Me 


S 


H,H 


CI 


H 


H 


H 


219- 
220 


2.33(3H,s), 4.24(2H,sX 6.39(1 H.d,J=1 5.9 
Hz), 7.41(1H,dd,J=1.5Hz, 8.4Hz) r 7.53- 
f .\jo\£.n,nij r 1 1 n.ti.u— 1 a.ijnzy, 
7.75(2H.d.J=8.4Hz). 7.82(2H.d,J=8.4Hz) 


/8-X- 
10 






Me 


S 


H,H 


H 


F 


H 


F 


215- 
217 


2.29(3H,sX4.57(2H.s),6.51 (1 H.d. J=1 6.5Hz 
X7.35(2H.d. J=9.9HzX7.48(1 H.d,J=1 6.5Hz) 
,7.91 (2H,d. J=8.4HzX7.96(2H,d, J=8.4 Hz) 


£-x- 
11 






CH20Et 


S 


H.H 


H 


OMe 


H 


OMe 


147- 
148 


1.16(3H t tJ=6.9HzX3.56(2H.q.J=6.9HzX3. 
87(6H.sX4.53 (2H,sX 4.58 (2H.s).6.63(1H. 
d,J=1 6.2Hz),6.76(2H ( sX7.84(1 H,d,J=1 6.2 
HzX7.94(2H,d,J=8.4Hz),8.01(2H,d,J=8.4H 

2) 



[0248] [^93] 



WO 2005/054213 



194 



PCT/JP2004/017706 



No 




R1 


R2 


XI 


R3,R4 


R5 


R6 


R7 


R8 


mp 


NMRCCDCI3 or DMSO-d6) 


£-x- 

12 






Me 


S 


H,H 


Me 


H 


H 


H 


196- 
198 


2.27(3H,s),2.28(3H,s) t 4.41 (2H,s),6.45(1 H. 
d,J=1 6.2Hz),7.5 1 C1 H,d f J=1 6.2Hz), 7.54(3H 
.m).7.94(4H,m) 


£-x- 

13 






Me 


S 


H,H 


H 


Me 


H 


Me 


248- 
249 


2.19(3H r s),2.38(6H T s),4.52C2H f s) I 6.54(1H T 
d T J=1 5.9Hz).7.46(2H r s,),7.48(1 H.dJ=15.9 
Hz),7.92(4H,brs) 


0-X- 
14 






Me 


S 


H.H 


H 


CI 


H 


H 


225- 
226 


2.29(3H r s).4.52(2H,s).6.6 1 (1 H.d, J=1 5.9Hz 
X7.41 (1 H,d, J=8.4Hz) J.63(1 H,t J=t .8Hz), 
7.89(1 H T d,J=8.4Hz),7.91 (2H,d,J=B 7Hz),7. 
96(2H,d.J=8.7Hz) 


#-x- 

15 






Me 


s 


H.H 


H 


F 


. H 


H 


221- 
222 


2.29(3H,s),4.51 (2H,s),6.56(1 H,d,J=1 6.2Hz 
X7.24-7.47(2H,m), 

7.59(1 H.d, J=1 6.2Hz).7.78(1 H.t J=8. 1 Hz)7 
.90(2H,d.J=8.7Hz) f 7.96(2H.d,J=8.7Hz) 


£-X- 
16 






Me 


s 


H.H 


Me 


H 


Me 


H 


241- 
241.5 


2.1 9(3H.s).2.39(6H.s).4.01 (2H,s),6.53(1 H, 

d,J=14.4Hz),7.40-7.54(3H,m), 

7.92(4H,brs) 


0-X- 
17 






Me 


s 


H,H 


Et 


H 


H 


H 


198.5 
199.5 


1 .1 4(3H,t.J=7.2Hz),2.28(3H P sX2.66(2H ( q, 
J=7.2HzX4.41(2H r sX6.52(1 H,d,J=1 5.9Hz), 
7.50-7.62(4H t m) 

7.90(2H,d.J=8.7HzX7.94(2H.d,J=8.7Hz) 


0-X- 
18 






CONH2 


s 


H,H 


H 


OMe 


H 


OMe 


226- 
227 


1.04(3H ( t,J=6Hz),3.87(6H,sX4.55(2H.sX6. 
64(1H,d.J=16.2HzX6.73(2H.sX7.84(1H.d,J 
= 16.2Hz),7.80- 

8.14(2H,mX7.94(2H 1 d.J=8.4Hz).8.04(2H,d. 
J=8.4Hz) 



[0249] [^94] 



WO 2005/054213 
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20 R 21 




No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R2 
1 


R17 


rnp 


NMR(CDCI3 or DMSO-d6) 




a -11 




Me 


O 


H,H 


H 


H 


H 


H 


H 


H 


H 


Me 




2.34(3H,s),3.75(3H,s),4.83(2H,s) 

,5.23(2H,s),6.51(lH,cU=3.0Hz), 

6.97(lH,dd,J=2.4,9.0Hz), 

7.08(lH,d,J=3.0Hz), 

7.16(lH,d.J=9.0Hz),7.27(lH,d > J 

=2.4Hz),7.75(2H,d,J=9.0Hz),7.8 

5(2H,d,J=9.0Hz). 


or-11-2 


a-11 




Me 


o 


H.H 


H 


H 


H 


Me 


H 


H 


H 


Et 




1 .21 (3H,t.J=7.2HzXl .80(3H,d, J=7.2H 

z),2.34(3H,s),4.16(2H.q,J=7.2Hz), 

5.07(1 H t q,J=7.2Hz).5.22(2H,s),6.51(1 

H,d,J=3.0Hz>,6.95(1H,dd,J=8.7.2.4Hz 

).7.25(3HX7.74(2H,d,J=8.7Hz).7.84(2 

H,d,J=8.7Hz) 


or-11-3 


a-11 




Me 


o 


H,H 


H 


H 


H 


nPr 


H 


H 


H 


Et 




0.93(3H,t.J=7.2Hz).1.22<3H,t,J=7,2H 
z),1 23(2H),2.1 7(2H).2.34(3H,s)A1 5( 
2H ( q,J=7.2Hz),4.92(1H.dd ( J=9.3,6.3H 
z) ( 5.22(2H,s).6.51 (1 H.d, J=3.3Hz).6.9 
5(1Kdd,J=9.0,2.4Hz),7.26(3H),7.74(2 
H,d,J=8.4Hz).7.84(2H,d.J=8.4Hz) 


^-1 1-4 


ar-11 




CH20Et 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




1.25(3H,t,J=6.9Hz),3.56(2H,q,J=6.9H 
z),3.74(3H,s),4.18(2H.s).4.47(2H.s), 
4.83<2H,sX6.50(1H,dd,J=3.0,0.9HzX 
7.09(1 H.d, J=3.0Hz).7.1 7(1 H.d,J=8.7 
Hz) r 7.31 (1 H.dd.J=8.7,1 .8Hz).7.74(3H 
),7.88(2H,d r J=8.7Hz) 


a-11-5 


ar-1 1 




CH20nPr 


s 


H,H 


H 


H 


H 


H 


H 


H 


H 


Me 




0.94(3H,t,J=7.2Hz),1.63(2HX3.46(2H, 
t.J=6.6Hz),3.74(3H,s).4.18(2H lS X 
4.46(2H,s),4.83(2H > s).6.50(1H,dd,J=3 
.0,0.9Hz),7.09(1 H,d,J=3.0Hz),7.1 7(1 H 
.d,J=8.4Hz).7.30<1 H.dd, J=8.4,1 .8Hz), 
7.74(3H).7.89(2H ( d,J=8.7Hz) 


or-1 1-6 


ff-11 




Me 


0 


H r H 


Me 


H 


H 


H 


H 


H 


H 


Me 




2.33(3H,sX2.45(3H,sX3.74(3H.sX4.82 
(2H.s),5. 1 7(2H,s),6.53(1 H.d, J=3.3Hz) 
,7.04(2H.sX7.08(1H,d,J=3.3HzX7.46( 
2H.d,J=8.7HzX7.67(2H,d,J=8.7Hz) 


or-11-7 


<*-11 




Me 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




2.18(3H,sX3.74(3H.sX4.07(2H.sX4.83 
(2H.sX6.50(1 H.dd. J=3.3 ,0.6Hz),7.08( 
1 H,d,J=3.3HzX7.1 7(1 H,d,J=8.7Hz). 
7.29(1 H.dd.J=8.7,1 .8HzX7.44(2H.d,J 
=8.7HzX7.62(2H.d.J=8.7HzX7.74(1H. 
d.J=1 .8Hz) 



[0250] [^95] 



WO 2005/054213 



196 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R2 
1 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a -11-8 


a-11 




Me 


0 


H,H 


Me 


H 


H 


H 


H 


H 


H 


Me 




2.34(3H,s),2.45(3H.s),3.74(3H,s), 
4.82C2H r s),5.1 7(2H ( s),6.53(1 H.d.J=3. 
0HzX7.04(2H,s).7-08(1H,d l J=3.0Hz), 
7.34(2H.d.J=9.0Hz),7.76(2H r d,J=9.0 
Hz) 


cr-11-9 


a-11 




CH^NOEt 


o 


H,H 


Me 


H 


H 


H 


H 


H 


H 


Me 




1 .25(3H,t,J=7.2Hz),2.47(3H,s), 
3.75(3H p s) I 4.13(2H.q.J=7.2Hz),4.83(2 
H ( s) > 5.35(2H,s) ( 6.53(1H,dd,J=3.3,0.6 
Hz),7.07(3H),7.77(2H,d,J=8.1Hz),7.9 
3(2H,d,J=8.1Hz),8.23(1H,s) j 


a-11- 

10 


a-11 




CH20nPr 


0 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




0.92(3H.t,J=7.2Hz).1.57-1.68(2H,m), 
3.50(2H.d,J=6.6Hz),3.74(3H,s), 
4.57(2H.s),4.83(2H,s),5.28(2H,s) r 
6.51 (1 H.dd,J=3.3Hz,J=0.9Hz)), 
6.96(1H.dd,J=8.7Hz,J=2.4Hz).7.08(1 
H,d,J=3.3Hz),7.1 6(1 H,d, J=9 0Hz),7 2 
6(1 H,d.J=0.9Hz),7.76(2H,dJ=8.1 Hz), 
7.97(2H,d.J=8.1Hz) 


ar-11- 
11 


Qf-11 




CH20CH2c 
Pr 


s 


H,H 


H 


H 


H 


H 


H 


H 


H 


Me 




0.1 9-0.24(2H,m),0.53-0.60(2H,m), 1 
1 .03-1 .1 6(1 H,m),3.35(2H,d,J=7.2Hz), 
3.74(3H.s),4.19(2H,s),4.48(2H,s),4.83 
(2H.s),6.50(1 H,dd,J=3.3 Hz,0.9Hz), 
7.08-7.3 1 (3H.mX7.72-7.75(3H,m), 
7.90(1 H,d,J=8.7Hz> 


&-} 1- 

12 


QT-1 1 


JOT 


Me 


s 


H,H 


H 


H 


H 


H 


H 


Me 


Me 


Me 




2.1 8(3H.s),2.1 9(3H.s),2.29(3H,s),. 

3.73(3H.s) T 4.08(2H,s),4.76(2H,s), 

7.07(1 H,d,J=8.7Hz), 

7.22(1 H.dd.J=8.7Hz,J=1 .5Hz).7.57(1 

H,d l J=1.5Hz),7.71-7.81(4H.m) 


a-11- 
13 


tf-11 




CH20Et 


s 


H.H 


H 


H 


H 


H 


H 


Me 


Me 


Me 




1 .24(3H,t,J=6.9Hz) r 2.1 8(3H,s). 
2.29(3H,s),3.56(2H,q t J=6.9Hz),.3.73( 
3H,s).4.1 7(2H,s),4.45(2H,s), 
4.75(2H,s) ( 7.06(1H,d,J=8.4Hz},7.22(1 

H. dd,J=8.4Hz.J=1 .5Hz) ,7.58(1 H,d,J= 

I . 5Hz),7.74(2H,d, J=8. 1 Hz).),788(2H, 
d,J=8.1Hz) 


ar-11- 
14 


a-11 


,jy 


CH=NOEt 


s 


H,H 


H 


H 


H 


H 


H 


H 


H 


Me 




1.35(3H,t,J=7.2Hz). 3.74<3H,s), 
4.24(2H,q r J=7.2Hz), 4.32<2H,s), 
4.83(2H,s), 5.01(1H,dd,J=0.9Hz. 
3.3Hz). 7.08(1 H,d,J=3.3Hz), 
7.17(1H,d.J=8.4Hz), 7.31(1H,dd, 
J=1.8Hz,8.4Hz), 7.74-7.85(5H.m), 
8.17(1H,s) 


flf-11- 
15 


a-U 




CH20Et 


s 


H,H 


Me 


H 


H 


H 


H 


H 


H 


Me 




1.23(3H,t,J=6.9Hz), 2.65(3H.s). 3.53 
(2H,q,J=6.9Hz\ 3.74(3H,s), 4.06(2H, 
s). 4.40(2H.s), 4.82(2H,s), 6.56(1 H.d. 
J=3.3Hz), 7.02(1 H,d.J=8.4Hz), 7.08 
(1 H,d,J=3.3Hz). 7.35(1 H,d,J=8.4Hz), 
7.45(2H,d,J=8.7Hz) t 
7.69(2H,d,J=8.7Hz) 



[0251] [^96] 



WO 2005/054213 



197 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R21 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


or-11- 
16 


or-11 




Me 


O 


H.H 


H 


H 


H 


H 


H 


nPr 


H 


Me 




1.00(3H,t,J=7.2Hz),1.68-1.76(2H. 

m).2.35(3H,s)Z69(2H,t.J=7.5Hz>, 

3.74(3H,s),4.77(2H,s),5.24C2H.s).6 > 86 

(1 H,s).6.96(1 H.dd. J=8.7,2.4Hz).7.1 6( 

1 H,d, J=8.7Hz),7.20(1 H,d.J=2.4Hz), 

7.75(2H,d,J=8.7Hz),7.85(2H.d.J=8.7 

Hz) 


<*-11- 
17 


or-11 




Me 


O 


H,H 


H 


H 


H 


H 


H 


Et 


H 


Me 




1 .32(3H,t,J=7.2Hz).2.39<3H,s), 
2.75(2H.qJ=7.2Hz>3.76(3H.s).4.79(2 
H.s),5.21 (2H,s).6.86(1 H,s).6.96(1 H.dd 
.J=9.0.2.4Hz).7.1 2(1 H.d.J=9.0Hz),7.2 
0(1H.d.J=2.4Hz).7.74(2H,d.J=8.4Hz), 
7.84(2H,d,J=8.4Hz) 


cv-11- 
18 


o--11 


XX 


Me 


o 


H.H 


H 


H 


H 


H 


H 


CN 


H 


Me 




2.38(3H.s)3.80(3H.s)A88(2H.s). 
5.23(2H,s),7.09(1H,dd t J=9.0 l 2.4Hz), 
7.24(1 H,d,J=9Hz),7.36(1 H,d,J=2.4Hz 
),7.60(1H,s),7.76(2H,d,J=9.0Hz),7.86( 
2H,d,J=9.0Hz) 


o*-11- 
19 


a-11 


^xx 


Me 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




2.22(3H r s),3.75(3H,s).4.09(2H.s). 
4.84(2H,s),6.51(1 H.d.J=3.3Hz). 
7.08-7.32(3H,m) t 7.66-7.78(3H,m) ( 
7.81(2H,d,J=8.4Hz). 


a-11- 
20 


or-11 


^xx 


Me 


o 


H.H 


H 


H 


H 


H 


H 


H 


Me 


Me 




2.34(3H,s),2.38(3H,s),3.74(3H,s). 
4.77(2H,s) t 5.2H2H.s),6.25(1H,s),6.88 
(1 H.dd,J=2.9Hz t 8.8Hz),7.08(1 H,d,J=8 
.8Hz).7.1 7(1 H,d, J=2.9Hz),7.74(2H,d,J 
=8.7Hz),7.84(2H.d,J=8.7Hz). 


ff-11- 
21 


ff-11 


«xx 


CH20Et 


o 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




1.24(3H.t.J=6.9Hz).3.60(2H,q,J=6.9H 
z) > 3.75(3H I s) r 4.58(2H > s).4.83(2H.s). 
5.28(2H,s),6.51(1 H,d, J=3.0Hz),6.94- 
7.28(4H,m),7.76(2H.d.J=8.7Hz).7.96( 
2H,d,J=8.7Hz). 


or -11 - 
22 


or-11 


^xx 


Me 


0 


H.H 


H 


OMe 


H 


H 


H 


H 


H 


Me 




2.38(3H.s) 1 3.76(3H,s),3.92(3H.s). 
4.81 (2H t s),5.25(2H,s),6.45(1 H,d,J=3. 
0Hz\6.73(1 H,s).6.97(1 H.d,J=3.0Hz).7 
.27(1H,s).7.74(2H,d,J=8.7Hz),7.84(2 
H.d,J=8.7Hz). 


«-11- 
23 


or-11 


,cXX 


Me 


o 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 




2.37(3H.s).2.46(3H.s).3.74(3H.s), 
4.82(2H,s),5.1 9(2H.s).6.53(1 H,d.J=3. 
OHz).7.04(2H.s).7.09(1H.d.J=3.0Hz). 
7.753(2H,d.J=8.4Hz),7.86(2H,d.J=8.4 
Hz). 


or-11- 
24 


ff-11 


w xx 


CH20Et 


o 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 




1 .25(3H,t,J=7.0Hz) > 2.46(3H,s) r 

3.6 1 (2H,q, J=7.0Hz),3.75(3H.s),4.61 (2 

H.s),4.83(2H,s).5.24(2H.s).6.53(1H.d. 

J=3.0Hz),7.05(2H.s),7.09(1H.d,J=3.0 

Hz),7.97(2H.d,J=8.7Hz). 

7.77(2H,d,J=8.7Hz). 


cr-11- 
25 


or-11 


w jx 


Me 


o 


H.H 


H 


H 


H 


H 


H 


Me 


H 


Me 




2.30(3H,s),2.35(3H > s),3.74(3H.s). 
4.77(2H.s),5.24(2H.s).6.86(1H,s).6.96 
(1 H,dd, J=2.4Hz,8.7Hz),7.1 2(1 H,d.J=8 
.7Hz),7.1 8(1 H,d.J=2.4Hz).7.75(2H,d,J 
=8.7 Hz),7.85(2H.d. J=8.7Hz). 



[0252] [^97] 



WO 2005/054213 



198 



PCT/JP2004/017706 



No 




R1 


R2 


XI 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R21 


R17 


mp 


NMR(CDCI3 or DMSO~d6) 


26 


a-11 




Me 


0 


H,H 


Et 


H 


H 


H 


H 


H 


H 


Me 






a-11- 
27 






Me 


0 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




2.37(3H,s) ( 2.49(3H,s).2.62(3H.s>, 

3.74(3H.s).4.73(2H.s),5.15(2H t s),6.80 

(1H.s),6.95(1H.d.J=8.4Hz), 

7.01 (1 H.d,J=8.4Hz),7.75(2H,d,J=8.4 

Hz),7.86(2H.d,J=8.4Hz). 


a-11- 
28 


ar-11 




Ma 


S 


H t H 


OMs 


H 


H 


H 


H 


H 


H 


Me 




2.41(3H.s),3.76(3H T s),4.08(3H.s), 
4.81 (2H,s),5.22(2H T s),6.66(1 H,d,J=3. 
3Hz),6.87(1 H,d,J=8.4Hz),7.00- 
7.07(2H,m),7.75(2H,d,J=8.4Hz), 
7.86(2H,d,J=8.4Hz). 


29 


or -1 1 




Me 


0 


H,H 


CH2 
OMe 


H 


H 


H 


H 


H 


H 


Me 




2.37(3H,s),3.40(3H,s),3.74(3H.s), 
4.82(2H.s),4.84(2H,s),5.23(2H r s) r 6.68 
(1 H,d,J=3.3Hz),7.06-7.20(3H,m), 
7.75(2H,d,J=8.4Hz), 

7 ft&fOlA A I— ft 4H,1 


a-n- 
30 


ar-11 




CH20Et 


s 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 






or-11- 
31 


a-11 




Me 


0 


H,H 


H 


H 


H 


H 


H 


CH=N 
OMe 


H 


Me 




Rf^0.75 (hexane/AcOEt=1/l) 


or-11- 
32 


Of -11 




Me 


0 


H.H 


H 


H 


H 


H 


H 


CH=N 
OEt 


H 


Me 




Ft^0.4 (hexane/AcOEt=2/1) 


Of-11- 
33 


<*-11 




Me 


s 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 




2.18(3H,s),2.65(3H,s).3.74(3H t s) l 3.99 
(2H,s).4.83(2H 1 s),6.56(1H,d,J=3.3Hz) 
.7.03(1 H.d,J=8.7Hz),7.08(1 H.d.J=3.3 
Hz),7.35(1H,d,J=8.7Hz),7.73(2H,d,J= 
B.4Hz),7.80(2H,d,J=8.4Hz). 


34 


a-11 




Me 


0 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




2.33(3H,s),2.49(3H T s) r 2.61(3H t s),3.73 
(3H,s).4.72(2H.s),5.t3(2H T s),6.80(1H, 
s).6.95(1 H.d,J=8.7Hz).7.01(1 H,d.J=8. 
7Hz),7.47(2H.d,J=8.7Hz), 
7.67(2H.d,J=8.7Hz). 


Qf-11- 
35 


a-11 




CH20Et 


0 


H,H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1 .25(3H,t,J=7.0HzX2.49(3H ( s), 
2.62(3H,s).3.61(2H.q.J=7.0Hz),3.74(3 
H,s),4.6 1 (2H,s).4.73C2H r s),5.20(2H.s), 
6.81 (1 H.s),6.96(1 H,d,J=9.0Hz), 
7.02(1 H r d,J=9.0Hz),7.77(2H,d 7 J=8.4 
Hz),7.97(2H,d,J=8.4Hz). 


36 


Of-11 




H 


s 


H. 

P" 
FC6H4 


H 


H 


H 


H 


H 


H 


H 


Me 




3.74(3H r s),4.82(2H,s).5.49(1H.s). 

6.48 (1 H.dd^.s.o.dHzj.e.esd H,s), 

7.01 (2H,dd, J=8.7,8.7Hz).7.08(1 H.d.J 
=3.3Hz),7.1 1(1 H,dd,J=8.4,0.9Hz),7.20 
(1.dd.J=8.4,1.2Hz),7.41(2H r dd.J=8.7, 
5.4Hz).7.67-7.72(3H,m). 
7.85(2H.d,J=8.4Hz) 



[0253] [^98] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R20 


R2 
1 


R17 


mp 


NMRCCDGI3 or DMSO-d6) 


a-11- 
37 


(2-11 




CH=N0nPr 


O 


H,H 


Me 


H 


H 


H 


H 


H 


H 


Me 




0.91 (3H,t,J=7.5Hz),1 .62-1 .70(2H,m), 

2.48(3H,s),3.75(3H.s),4.03(2H.t.J=6.9 

Hz).4.84(2H,s).5.36(2H,s).6.54(1H,d. 

J=3.3Hz),7.03-7.10(3H.m).7.78(2H.d, 

J=8.7Hz),7.94(2H.d.J=8.7Hz), 

8.25(1 H, s) 


1- 

38 




jy 


Et 


O 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1 .31 (3H,t,J=7.5HzX2.49(3H,s) t 2.62(3 
H,s).2.82(2H,q,J=7.5HzX.3.74(3H.sX4 
.73(2H.sX5.1 5C2H.sX6.81 (1 H.s).6.96( 
1 H,d, J=8.7Hz),7.02(1 H,d,J=8.7HzX7. 
76(2H,d 1 J=8.7Hz),),785(2H,d,J=8.7H 
z) 


39 




jy 


CH20Et 


S 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1.25(3H,t t J=6.9HzX2.48(3H,sX2.85(3 
H,s).3.55(2H.q.J=6.9Hz),.3.73(3H,sX4 
.05C2H,s).4.42(2H,s),4. 74(2H,s).6.81 ( 
1 H,sX6.94(1 H,d, J=8.4Hz)7.31 (1 h.d.J 
=8.4HzX7.75(2H,d,J=8.7HzX7.89(2H, 
d.J=8.7Hz) 


or-11- 
40 




,jy 


Me 


S 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




2.19C3H r sX2.47C3H lS X2.85(3H,sX3.73 
(3H,sX3.96(2H,sX4.73(2H.sX6.81 (1 H, 
sX6.93(1 H,d,J=8.4HzX7.31 (1 H,d,J=8. 
4Hz),7.73(2H T d,J=8JHz) T ) F 7.80(2H,d, 
J=B.7Hz) 



[0254] [^99] 




No 


R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R21 
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Me 
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H,H 


H 


H 


H 


H 


H 


H 


H 


AA-2 


f jy 
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H 


H 


Me 


H 


H 


H 
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jy 


Me 


s 


H,H 


H 


H 


H 


Me 


H 


H 


H 


AA-4 


jy 


Me 


0 


H,H 


H 


H 


H 


Et 


H 


H 


H 


AA-5 


,jy 


Me 
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H,H 


H 


H 


H 


Et 


H 


H 


H 
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R2 


XI 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R20 


R21 


AA-7 




Me 


S 


H,H 


H 
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H 


nPr 


H 


H 


H 


AA-8 




Me 


0 


H.H 


H 


H 


H 


Me 


Me 


H 


H 


AA-9 




Me 


s 


H,H 


H 


H 


H 


Me 


Me 


H 


H 


AA-11 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


AA-12 




Me 


0 


H.H 


H 


H 


H 


H 


H 


H 


OMe 


AA-13 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


OMe 


AA-14 




Me 


0 


H,H 


H 


H 


H 


H 


H 


Me 


Me 


AA-16 




Me 
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H 
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H 


H' 


H 


Me 
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AA-17 
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H 


H 


H 


Me 
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AA-19 




Me 
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H,H 


H 


H 


H 


H 


H 


Et 


H 


AA-21 




Me 
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H,H 


H 


H 


H 


H 


H 


nPr 


H 


AA-22 




Me 


o 


H,H 


H 


H 


H 


H 


H 


CH2CH2NMe2 


H 


AA-23 




Me 


s 


H,H 


H 


H 


H 


H 


H 


CH2CH2NMe2 


H 


AA-24 




Me 


0 


H,H 


H 


H 


H 


H 


H 


CH2CONH2 


H 


AA-25 




Me 


s 


H.H 


H 


H 


H 


H 


H 


CH2CONH2 


H 
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No 


R1 


R2 


XI 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R20 


R21 


AA-26 




Me 


0 


H,H 


H 


H 


H 


H 


H 


CH2CH20H 


H 


AA-27 




Me 


S 


H.H 


H 


H 


H 


H 


H 


CH2CH20H 


H 


AA-28 




Me 


O 


H.H 


H 


H 


H 


H 


H 


CH2CH20Me 


H 


AA-29 




Me 


S 


H.H 


H 


H 


H 


H 


H 


CH2CH20Me 


H 


AA-30 




Me 


0 


H.H 


H 


OMe 


H 


H 


H 


H 


H 


AA-31 




Me 


s 


H,H 


H 


OMe 


H 


H 


H 


H 


H 


AA-32 


<jy 


Me 


0 


H,H 


H 


Me 


H 


H 


H 


H 


H 


AA-33 




Me 


s 


H,H 


H 


Me 


H 


H 


H 


H 


H 


AA-34 




Me 


0 


H,H 


H 


H 


Me 


H 


H 


H 


H 


AA-35 




Me 


s 


H,H 


H 


H 


OMe 


H 


H 


H 


H 


AA-36 


<jy 


Me 


o 


H,H 


H 


H 


OMe 


H 


H 


H 


H 


AA-37 


jy 


Me 


s 


H.H 


H 


H 


Me 


H 


H 


H 


H 


AA-38 




MeOCH2 


o 


H,H 


H 


H 


H 


H 


H 


H 


H 


AA-39 


r jy 


MeOCH2 


s 


H,H 


H 


H 
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H 


H 


H 


H 


AA-40 


jy 


EtOCH2 
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H,H 
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H 
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H 


H 



[0257] [^102] 
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No 




R1 


R2 


X1 


R3,R4 


R5 


R7 


R8 


R9 


R10 


R20 


R21 


mp 


NMR(CDCI3 or DMSO-d6) 


£-3-1 


£-3 




Me 


O 


H,H 


H 


H 


H 


H 


H 


H 


H 


159- 
1 60 


2.34(3H,s).4.88(2H,s),5.23(2H,s),6.52 
(lH,d,J=3.0Hz), 6.98(lH,dd,J=2.4, 
9.0Hz), 7.08(lH,'d, J=3.0Hz),7. 17(lH,d 
,J=9.0Hz),7.27(lH,d,J=2.4Hz),7.75(2 
H,d,J=8.4Hz),7.84(2H,d,J=8.4 Hz). 


£-4-1 


£-4 


XT 


Me 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


139- 
141 


2.23(3H,s),4.18(2H,s),4.79(2H,s),6.36 
(lH,d,J=2.7Hz), 7.12-7.36 (2H,m), 
7.63(lH,S).7.90(2H.d,J=9.0Hz) 1 7.94( 
2H,d,J=9.0 Hz). 


£-3-2 


£-3 


3 


Me 


0 


H.H 


H 


H 


H 


Me 


H 


H 


H 


184- 
186 


1 .7CK3H,d.J=7.2Hz).2.31 (3H.s).5.24(2H,s),5 
.27(1H,q > J=7.2Hz),6.40(1H,d t J=3.0Hz).6.88 
(1 H.dd,J=9.0 t 2.4Hz).7.25Cl H,d.J=2.4Hz).7. 
35(1 H r d,J=9.0Hz),7.43(1 H,d,J=3.0Hz) 7 7.92( 
2H,d.J=8.7Hz).7.99(2H,d,J=8.7Hz) 


£-3-3 


£-3 




Me 


o 


H.H 


H 


H 


H 


nPr 


H 


H 


H 


139- 
141 


0.84(3H.t.J=7.2Hz).1 .10(2H).2.1 1(2H,q.J=7 
.2Hz).2.31 (3H,s),5.1 3(1 H,t, J=7.2Hz),5.24(2 
H.s).6.41 (1 H.d.J=3.0Hz) ( 6.88(1 H.dd.J=9.0. 
2.4Hz).7.25(1 H.d, J=2.4Hz).7.40(1 H,d, J=9.0 
Hz),7.42(1H ( d,J=3.0Hz),7.92(2H,d,J=8.7Hz 
).7.99(2H,d,J=8.7Hz) 


£-4-2 


£-4 




CH20Et 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


152- 
154 


1 .1 3(3H.tJ=6.9Hz).3.51(2H,q.J=6.9Hz)A2 
2(2H,s),4.49(2H,s),4.92(2H,s),6.39(1H T d,J= 
2.7Hz).7. 1 8(1 H.dd. J=8.4.1 ,8Hz),7.34(2H).7. 
65(1 H,d.J=1 .8Hz)7.93(2H,d,J=8.7Hz),7.98( 

O l_l J 1 — O "ll I — \ 

Zn,a,J— o./Hz; 


£-4-3 


£-4 




CH20nPr 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


159- 
161 


0.85(3H.t,J=7.2Hz),1.53(2H).3.42(2H.tJ=6. 
6Hz),4.23(2H,s),4.49(2H.sX5.00(2H,s).6.40( 
1 H,d, J=3.0Hz).7.1 9(1 H,dd,J=8.4,1 .8Hz).7.3 
6(2H)7.66(1 H,d.J=1 .8Hz),7.92(2H,d.J=8.7 
Hz).7.98(2H,d,J=8.7Hz) 


£-3-4 


£-3 




Me 


0 


H,H 


Me 


H 


H 


H 


H 


H 


H 


195- 
197 


2.29(3H,s),2.33(3H.s),4.94(2H,s) T 5.17(2H.s) 
,6.40(1 H,d,J=3.3Hz)7.03(1 H,d,J=9.0Hz),7. 
1 7(1 H.d.J=9.0Hz)7.29(1 H.d.J=3.3Hz).7.63( 
2H I d,J=8.7Hz),778(2H,d r J=8.7Hz) 


£-4-4 


£-4 




Me 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


164- 
166 


2. 1 8(3H,s),4.1 8(2H.s).4.99(2H.sX6.41 (1 H.d, 
J=3.0Hz),717(1H,dd.J=8.4,1.8Hz),7.35(2H). 
7.60(2H.d,J=8JHz).7.64(1H.d,J=1.8Hz),7.7 
2(2H,d.J=8.7Hz) 


£-3-5 


£-3 


F 3 CO^O" 


Me 


o 


H.H 


Me 


H 


H 


H 


H 


H 


H 


178 
180 


2.30(3Ks) 1 2.33(3H,s),4.94(2H ( s).5.18(2H.s) 
.6.40(1 H r dd.J=3.3,0.6Hz).7.03(l H,d,J=9.0H 
z).7.1 7(1 H.d,J=9.0Hz),7.29(1 H,d.J=3.3Hz), 
7.56(2H.d,J=8.7Hz).7.90<2H 1 d f J=8.7Hz) 



[0258] Dill 03] 



WO 2005/054213 



203 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R20 


R21 


mp 


NMR(CDCI3 or DMSO-d6) 


£-3-6 


£-3 




CH=NOEt 


0 


H.H 


Me 


H 


H 


H 


H 


H 


H 


172- 
174 


1 .1 7(3H,t,J=6.9Hz) r 2.32(3H,s),4.06(2H ( q,J 
=6.9Hz),4.95(2H > s) > 5.34(2H,s),6.40(1H > d,J= 
2.7Hz),7.02(1 H,d T J=8.7Hz),7.1 7(1 H.d,J=8.7 
Hz),7.29(1H.d,J=2.7Hz).7.95(2H r d.d=i8.4Hz 
),8.1 0(2H,d.J=8.4Hz),8.36(1 H,s) 


$-3-7 


£-3 




CH20nPr 


0 


H.H 


H 


H 


H 


H 


H 


H 


H 


131- 
132 


0.92(3H,t J=7.2Hz),1 .56-1 .68(2H,m),3.49 
(2H.d,J=6.6Hz) f 4.57(2H ( s)A87(2H.s),5.28( 
2H,s),6.52(1 H,d,J=3.0Hz),6.96<1 H,dd,J=8.7 
Hz,J=2.4Hz),7.07(1 H,d,J=3.0Hz>.7.1 5(1 H.d, 
J=8.7Hz),7.26(1H,d l J=2.4Hz),7.76(2H,dJ=8 
.4Hz)J.97(2H,d.J=8.4Hz) 


£-4-5 


£-4 


'3*-' 


CH20CH2 
cPr 


s 


H,H 


H 


H 


H 


H 


H 


H 


H 


140 

142 


0.1 9-0.24(2H.m),0.53-0.60(2H,m).1 .04- 
1 .1 6(1 H,m),3.35(2H,d,J=6.9Hz),4.1 8(2H.s). 
4.50(2H,s) ) 4.85(2H,s).6.50(1H.d.J=3.3Hz),7 
.07(1 H,d,J=3.3Hz),7.1 6(1 H,d,J=8.4Hz),7.29 
(1 H.dd.J=8.4Hz.1 .3Hz).7.72-7.75(3H,m), 
7.90(1 H,d.J=8.7Hz> 


0-4-6 


£-4 


jy 


Me 


s 


H,H 


H 


H 


H 


H 


H 


Me 


Me 


132- 
133 


2.17(3H,s),2.20(3H.s),2.28(3H,s),.4.07(2H,s 
).4.77(2H.s)/7.05(1H,d.J=8.4Hz),7.21(1H.dd 
, J=8.4Hz,J=1 .5Hz),7.57(1 H,d,J=1 .5Hz).7.7 
2(2H,d.J=8.4Hz),7.79(2H,d,J=8.4Hz) 


£-4-7 


£-4 


>jy 


CH20Et 


s 


H.H 


H 


H 


H 


H 


H 


Me 


Me 


122- 
125 


1 .24(3H,t.J=6.9Hz).2. 1 7(3H r s),2.28(3H r s),3. 
56(2H ( q,J=6.9HzX4.17(2H,s),4.46(2H,s),4.7 
7(2H,s).7.06(1 H.d, J=8.1 Hz),7.23(1 H,dd,J=8 
.1 Hz,J=1 .5Hz),7.57(1 H,d,J=1 .5Hz).7.74(2H, 
d,J=8.1 Hz),),7.87(2H,d t J=8.1 Hz) 


£-4-8 


£-4 


.jy 


CH=NOEt 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


159- 
160 


1 .35(3H ( t.J=6.9Hz), 4.24(2H,q.J=6.9Hz). 
4.31 (2H,s), 4.85(2H <S ). 6.51(1H,dd. 
J=0.9Hz.3.3Hz), 7.06(1 H,d.J=3.3Hz). 
7.1 7(1 H,d, J=8.4Hz), 7.31(1 H,dd,J=1 .5Hz, 
8.4Hz), 7.73-7.84(5H.m) t 8.18(lH f s) 


£-4-9 


£-4 


a sy 


CH20Et 


s 


H.H 


Me 


H 


H 


H 


H 


H 


H 


170- 
172 


1.23(3H,t,J=6.9Hz), 2.64(3H,s), 

3.53(2 H,q,J=6.9Hz). 4.05(2H,s) 7 4.40(2H,s), 

4.80(2H.s), 7.05(2H,d.J=8.4Hz), 

7.09(1 Km). 7.34(1 H.d,J=8.4Hz). 

7.46(2H,d,J=8.7Hz), 7.68(2H.d,J=8.7Hz) 


£-3-8 


£-3 




Me 


o 


H,H 


H 


H 


H 


H 


H 


nPr 


H 


163- 
164 


0.99(3H,t. J=7.2Hz).1 .68-1 .75(2H.m). 
2.35(3H 1 s),2.69(2H.U=7.2Hz),4.81(2H,s),5. 
24(2H,s).6.84(1 H.s),6.97(1 H,dd.J=8.7.2.4H 
z).7.1 2(1 H,d.J=8.7Hz).7 .20(1 H,d.J=2.4Hz), 
7.75(2H,d I J=8.7Hz).7.84(2H.d,J=8.7Hz) 


£-3-9 


£-3 


f jy 


Me 


o 


H.H 


H 


H 


H 


H 


H 


Et 


H 


145- 
147 


1.32(3H,tJ=7.2Hz),2.38(3H,s),2.75(2H,q.J 

— /.ZnZ^4.BZVin 1 SA3 ^JV.^r1,s;D.oO^I n.s;,o. 

97(1 H,dd,J=9.0.2.7Hz),7.1 3(1 H,d,J=9Hz),7. 
21 (1 H.d,J=2.7Hz),7.75(2H.d.J=9.0Hz).7.84( 
2H,d,J=9.0Hz) 


£-3-10 


£-3 


,jy 


Me 


o 


H.H 


H 


H 


H 


H 


H 


CN 


H 


207- 
209 


2.38(3H,s)4.91 (2H.s) r 5.23(2H.s) ( 7. 1 0(1 H.dd 
1 J=9.0,2.7Hz),7.32(1 H,d,J=9Hz).7.35(1 H.s). 
7.74(1 H,s),7.78(2H,d.J=9.0Hz),7.89(2H.d.J 
=9.0Hz) 


£-4-10 


£-4 


<jy 


Me 


s 


H.H 


H 


H 


H 


H 


H 


H 


H 


208- 
209 


2.23(3H.s),4.1 8(2H.s),4.79(2H.s).6.36(1 H,d. 
J=2.7Hz), 7.12-7.36 (2H,m), 7.63(1 H.S). 
7.9(K2H,d t J=9.0Hz),7.94(2H.d.J=9.O Hz). 



[0259] [^104] 



WO 2005/054213 



204 



PCT/JP2004/017706 



no 


;£ 


D1 

rc I 
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2.38(3H 1 s),2.39(3H > s),4.81(2H,s),5.21(2H,s) 
,6.27(1 H ( s),6.89(1 H,dd T J=2.4Hz,9.0H2) > 7.09 
(1 H,d.J=9.0Hz)/7.1 7(1 H.d,J=2.4Hz),7.74(2 
H,d,J=8.4HzX7.84(2H,d.J=8.4HzX 
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4.58(2H,s).4.88C2H.s).5.28(2H.sX6.52(1H.d, 

J=3.0Hz),6.97(1H r dd.J=3.0Hz,9.0HzX7.08( 

1 H,d,J=3.0Hz),7.1 6(1 H,d,J=9.0Hz>,7.26(1 H, 

d > J=3.0Hz),7.76(2H,d,J=7.8Hz).7.96(2H,d,J 
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2.38(3H,sX3.91(3H.sX4.86(2H,sX5.25(2H t s) 
,6.47(1 H,d.J=3.0Hz).6.74(1 H.s).6.97(1 H,d,J 
=3.0Hz).7.28(1H,s).7.74(2H.d,J=8.4Hz),7.8 
4(2H,d,J=8.4Hz). 
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2.30(3H,sX2.34(3H.s).4.95(2H.s),5.20(2H,s) 
,6.41 (1 H.d.J=3.0Hz).7.04(1 H,d,J=8.7Hz), 
7.18(1 H,d,J=9.0Hz),7.30(1 H,d,J=3.0Hz),7.9 
3(2H,d,J=8.4Hz),8.00(2H.d.J=8.4HzX 
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1.23(3H,t,J=6.9Hz),2.34(3H,sX3.53(2H,q t J 
=6.9Hz),4.59(2H,s),4.95(2H,sX5.23(2H,s), 
6.41 (1 H.d.J=3.0Hz).7.04(1 H.d.J=9.0Hz),7.1 
8(1 H.d,J=9.0HzX7.30(1 H,d,J=3.0Hz).7.97(2 
H,d,J=8.1 Hz),8.05(2H,d,J=8.1 HzX 
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2.30(3H,s),2.35(3H.sX4.81(2H.s),5.24(2H,s) 
,6.84(1 H,sX6.96(1 H,dd,J=2.4Hz,9.0Hz),7.1 1 
(1 H,d,J=9.0Hz).7.1 8(1 H.d,J=2.4Hz), 
7.75(2H,d,J=8.1 Hz),7.84(2H r d,J=8.1 Hz). 
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=7.2HzX4.88(2H,sX5.20(2H,s).6.56(1H.d,J= 
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2.37(3H f sX2.49(3H,sX2.62(3H,s).4.78(2H,s) 
,5.1 5(2H,s),6.81 (1 H,s),6.96(1 H,d ( J=8.7Hz), 
7.02(1 H,d,J=8.7HzX7_75(2H.d,J=9.0Hz),7.8 
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,5.23(2H,sX6.49(1 H.d,J=3.3HzX7.09(1 H,d,J 
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=7.2HzX4.08(2H.sX4.43(2H,sX4.86(2H,s),6. 
57(1 H,d.J=3.3Hz),7.03(1 H,d,J=8.7Hz),7.07( 
1 H,d.J=3.3HzX7.36(1 H,d,J=8.7HzX7.74(2H. 
d,J=8.7HzX7.87(2H,d.J=8.7HzX 
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7.03(1H.d.J=9.0Hz),7.77(2H.d.J=9.0HzX7.9 
7(2H,d,J=9.0 Hz). 


0-4-14 


0-4 




H 


s 


H, 
P~ 
FC6H4 


H 


H 


H 


H 


H 


H 


H 


147- 
148 


4.98(2H,s),5.81(1 H,s).6.39(1 H.d.J=3.0Hz), 
7.1 8(2H.dd.J=9.0.8.9Hz),7.1 8-7.20(1 H.mX 
7.33(1 H.d.J=8.7HzX7.34(1 H,d,J=3.0Hz),7.5 
1 (1 H.sX7.60(2H,dd.J=8.9,5.4HzX7.65(1 H.s) 
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1.28(3H,t,J-7.2Hz),2.33(3H,s),4.25(2H 
,q,J=7.2Hz) r 4.86(2H,s) T 5.25(2H,sX7.02( 
2H.d,J=8.7Hz),7.71(2H.d.J=9.0Hz),7.7 
4(2H,dJ=8.4Hz)J.83(2H,d.J=9.0Hz) 
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1.25(3HxJ=7.2Hz),2.34(3H,s),4.22(2H 
,q,J=7.2Hz),5.1 2(2H,sX5.24(2H,s),7.1 5( 
1H r dd,J=9.0Hz,2.4Hz),7.28(2H.mX7.75 
(2H,d.J=8.1HzX7.84(2H r d,J=8.4Hz),7.9 
7(1H,d.J=0.9Hz) 
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,s),4.1 6(2H,q, J=7.2Hz),5.27(2H,s) J.I 2( 
1 H,dd,J=8.7.2.4Hz),7.21(1 Ks).7.49(1 H 
,d,J=2.4Hz).7.68(1H,d,J=8.7HzX7.75(2 
H,d,J=8.4Hz)J.84(2H,d,J=8.4Hz) 
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1 ,21 (3H,t, J=7.2Hz),2.24(3H,s),3.66(2H 
,s),4.1 5(2H.q. J=7.2Hz),4.1 9(2H,sX7.38( 
1 H,d, J=1 .8Hz).7.43(1 H,dd,J=8.4,1 8Hz 
),7.69(1 H.dd, J=8.4,1 .2HzX7.73(2H,d, J= 
B.4HzX7.80(2H,d,J=8.4HzX7.92(1H ( d,J 
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z),2.45(3Ks),3.59(2H,t,J=6.9Hz).3.82( 
2H,sX4.17C2H,q,J=7.2Hz),4.58(2H,s) ( 5. 
33(2H,s) ,7.22(1 H.d. J=8.7Hz),7.23<1 H,d 
,J=0 9Hz).7.60(1 H,d.J=8.7Hz),7.78(2H, 
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) 1 2.45(3H,s),3.81(1H,d,J=0.9Hz).4.06(2 
H.t.J=7.2Hz),4.17(2H,q,J=6.9Hz),5.43( 
2Ks),7.19(1 H.d,J=8.7HzX7.22(1 H,d,J= 
0.9Hz),7.58(1 H.d,J=8.7Hz) T 7.77(1 H,d,J 
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=8.7Hz) 


Of -14-3 


ar-14 




Me 


S 


H,H 




3 ~\ C0 2 Me 

:r 




2.25(3H,sX.2.63(3H,s),3.70(3H,sX3.83( 
2H,d,J=0.9Hz),4.O9(2H,sX7.36(1H.sX7. 
52-7.57(2H,mX7.73(2H,d,J=8.4HzX 
780(2H,d,J=8.4Hz) 


or -13-6 


ar-13 




Me 


0 


H.H 


0 

A 




2.32(3H.sX3.48(5H.sX5.27(2H,5) f 6.26( 
1 H.sX6.97-7.25C2H,mX7.52Cl H,d. 
J=9.3Hz),7.76(2H,d.J=8.4Hz),7.85(2H, 
d,J=8.4Hz). 


Of -14-4 


Of-14 




Me 


S 


H.H 




_J,_^C0 2 Me 






Of -14-5 


or -14 




Me 


s 


H,H 








Of -14-6 


a-14 




Me 


s 


H ( H 








1.29(3Kd ( J=6.9HzX2.49-2.64(2H,mX 
3.20-3.32(1 H.mX3.62(3H.sX3.83 
(2H,sX3.9(X3H,sX4.21(2H,s),6.73-6.76 
(2H,m),7.33(1 H,d,J=8.1 Hz),7.75- 
7.82(4H.m) 



[0266] [^111] 



WO 2005/054213 



210 



PCT/JP2004/017706 




[0267] miw 



WO 2005/054213 



211 



PCT/JP2004/017706 



No 


R1 


R2 


XI 


R3.R4 




AAA-1 3 




Me 


o 


H,H 


O-N 




AAA - 1 4 




Me 


s 


H,H 


Cj — rM 


^COgMe 


AAA-15 




Me 


o 


H.H 


HN-N 


C0 2 Me 


AAA- 16 




Me 


s 


H,H 


HN-N 


^.COaMe 


AAA-17 




Me 


0 


H,H 


N-N 


^C0 2 Me 


AAA-18 


F3CXX 


Me 


s 


H,H 




^C0 2 Me 


AAA- 19 




Me 


0 


H,H 




AAA-20 




Me 


s 


H,H 


^^XJis^C0 2 Me 


AAA-21 




Me 


o 


H.H 




^C0 2 Me 


AAA-22 


IT 
F 3 C^ 


Me 


s 


H,H 




^.COaMe 


AAA-23 




Me 


o 


H,H 




^COsMe 


AAA-24 




Me 


s 


H,H 


XI 


^COaMe 


AAA-25 




Me 


0 


H,H 







[0268] [JI113] 



WO 2005/054213 212 PCT/JP2004/0 17706 



No 


R1 


R2 


X1 


R3.R4 




AAA-26 




Me 


s 


H,H 




AAA-27 




Me 


o 


H.H 


f "\ C0 2 Me 


AAA-28 




Me 


s 


H r H 


( \ C0 2 Me 

jS 


AAA- 29 




Me 


o 


H,H 




AAA-30 




Me 


s 


H,H 




AAA-31 


P 3 C^ 


Me 


o 


H,H 


J. r^D^Mp 

jy 


AAA-32 




Me 


s 


H.H 




AAA-35 


F 3 CT^ 


Me 


o 


H.H 




AAA-36 


XX 

F 3 C^^ 


Me 


s 


H.H 


JJ 


AAA-37 


XX 


Me 


o 


H.H 


JJ 


AAA-38 


FC^X 
F 3 C ^ 


Me 


s 


H.H 


JJ 


AAA-39 




Me 


0 


H,H 




AAA-40 




Me 


s 


H.H 


P"~^ ..C0 2 Me 

JJ 



[0269] [^114] 



WO 2005/054213 213 PCT/JP2004/0 17706 




WO 2005/054213 



214 



PCT/JP2004/017706 



R 4 R 5 > v >^^C0 2 H 
R 7 



No 




R1 


R2 
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R3.R4 
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1 
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r; R " 


mp 


NMR(CDCI3 or DMSO-d6) 


£-6-1 


£-6 




Me 


O 


H,H 




221- 
222 


2.37(3H.s).4.95(2H.s),5.27(2H.s) > 7.09(2 
H,m)J.66(1H.d.J=8.7Hz),7.78(2H,d,J=8. 
4Hz) ( 7.88(2H.d,J=8.1Hz) l 8.11(1H > s) 


£-6-2 


£-6 


,^ 


Me 
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H,H 


JJ 


237- 
238.5 


2.35(3H,s),5.1 2(2H t s) t 5.25(2H,s),7.1 8(1 

H.m),7.33(1H.m) T 7.75- 

7.98(4H,m),7.98(1H.s) 
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163- 
164 


2.33(3H,s),3.87(2H,s),5.27(2H r s),7.16(1 
H.dd, J=8.7,2.4Hz),7.21 (1 H,s).7.51 (1 H,d, 
J=2.4Hz),7.68(1H,d 1 J=8.7Hz),7.76(2H,d r 
J=8.4Hz),7.85(2H,d,J=8.4Hz) 
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£-7 




Me 
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H,H 


X 




143 


2.27(3H,s),3.87(2H t s),4.18(2H,s) r 7.38(1 
H,d,J=1 .8Hz),7.43(1 H,dd,J=8.4,1 .8Hz),7- 
67(1H,d,J=8.4Hz),7.73(2H,d,J=8.4Hz),7. 
80(2H,d,J=8.4Hz),7.92(1 H,d,J=1 .2Hz) 


£-6-4 


£-6 
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"X 


f-\C0 2 H 
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181- 
182 


1.33(3H,t,J=7.2Hz),2.45(3H,s) t 3.59(2H,t, 
J=7.2Hz).3.86(2H,d,J=0.9Hz),4.58(2H t s) 
,5.32(2H,s) f 7.23(1 H t d,J=8.7Hz),7.24(1 H, 
d,J=0.9Hz)),7.58(1H,d,J=8.7Hz),7.77(2H 
,d I J=8.7Hz),),795(2H T d,J=8.7Hz) 
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,J=0.9HzX4.05(2H t t 1 J=6.9Hz), t 5.43(2H,s 
X7.1 90 H,d.J=8.1 Hz).7.24(1 H,d.J=0.9Hz 
),7.56(1H,d.J=8.1Hz).7,77(2H l d t J=8.1Hz 
),7.90(2H,d,J=8J Hz),),8.21 (1 H,s) 
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163- 
164 


1.25(3H.t.J=6.9Hz).2.64(3H l s) ( 3.57(2H,q 
.J=6.9Hz).3.86(2H,s).4.19(2H.s),4.50(2H 
.s).7.38(1H.s).7.52-7.57(2H r m),7.74 
(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz) 
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191 


2.25(3H,s).2.63(3H,s),3.82(2H.s),4.09(2 
H,s),7.39(1 H,s),7.5 1 -7.60(2H,m).7.74 
(2H.dJ=8.7Hz).),7.80(2H,d,J=8.7Hz) 
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o 


176- 
177 


2.32(3H,s),3.78(2Ks),5.27(2H ( s) ? 6.30(1 
H,s).6.98-7.04(2H.m).7.52(1 H.d, 
J=9.6Hz) r 7.76(2H,d,J=8.4Hz),7.85(2H,d, 
J=8.4Hz). 
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1 .97(1 H,m),2.24(1 H,m).2.30(3H,s).2.48( 
1H,m),2.98(2H,m) l 3.06(2H,m) 1 4.25(2H l s) 
J.27(2H,m)7J2~7.83(4H,m),7.94(1H I d i 
J=8.1Hz) 
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d.J-6.3Hz,1.8Hz),4.27(2H.s) l 6.89(2H,t f J 
=1 .8Hz),7.33(1 H,m),7.74(1 H,d,J=8.4Hz), 
7.81(1 H.d. J=8.7Hz) 
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CO2R 1 
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A l 
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NMR(CDCI3 or DMSO-d6) 


a -12-1 


a-12 




Me 


S 


H.H 






2.29(3H,s),3.74(3H,s),4.21(2H,s),7.2 

3-7.52(6H,m),7.74(2H,d,J=8.7HzX 

7.83(2H,d,J=8.7Hz). 


Of -12-2 


a-12 




CH20Et 


s 


H,H 






1.27(3H,t,J=6.9Hz), 3.60 
(2H,q,J=6.9Hz), 3.74(3H,s), 
4.29(2H,s), 4.53(2H,s), 
7.24(2H,d,J= : 5.4Hz) > 
7.33(2H 7 d>J=9 0Hz) > 7.43(2H,s), 
7.49(2H,d,J=5.4Hz), 
7.79(2H,d,J=9.0Hz) 
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1.29(3H,t,J=6.93Hz),3.61(3H,t,J=6.9Hz),3 
.74(3H.sX4.30(2H.sX4.55(2H.s).7.24(1H.d, 
J=5.4Hz),7.44(4H,s),750(1H l d,J=5.4Hz),7 
.76(2H ( d,J=8.4HzX7.88(2Hd t J=8.4HzX 


or -12-4 
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0.97(3H,t,J=7.4Hz),1 .57-1 .73(2H,m), 

3.51(3H,t,J=6.6Hz) ( 3.74(3H l s) t 4.30(2Ks), 

4.55(2H,s).7.24(1H I d.J=5.4Hz).7.44(4H,sX 

7.50(1H,d,J=5.4Hz),7.75(2H,d t J=8.4Hz),7. 

B9(2H.d,J=8.4Hz). 
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1.21(3H,t,J=7.2Hz),2.33(3H.s)A29(2H,q. 
J=7.2Hz),5.27(2H l s),7.13(2H,d l J=8.7HzX7 
.65(2H,d,J=8.7HzX7.76(2H,d,J=8.7HzX7.8 
5(2H,d, J=8.7Hz),9.03(1 H,s),9.35(1 H,s) 
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2.34(3H,sX3.85(3H,sX5.26(2H,s),7.11(2H f 
d,J=8.7Hz),7.76(2H,d.J=8.4Hz).7.81(2H,d. 
J=8.4Hz),7.85(2H,d,J=8.7Hz)8.88(1Ks) 
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( sX7.09(2H,d.J=9.0Hz).7.76(4H,d,J=8.7Hz 
).7.85(2H.d.J=8.1Hz) 
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1 .28(1 H,m),1 .60(1 H r m) F 1 .87(1 H,mX2.27(3 
H t sX2.48(1H,m) t 3.71(3H t sX4.10(2H,s),7.0 
2(2H,d,J=8.4Hz) f 7.32(2H,d,J=8.4HzX7.74 
(2H,d,J=8.1 HzX7.8 1 (2H,d,J=8.1 Hz) 
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R1 


R2 


X1 


R3.R4 


Ft 7 


mp 


NMR(CDCI3 or DMSO-d6) 


£-5-1 


£-5 




Me 


S 


H,H 




bOzH 


139- 
141 


2.52(3H,s),4.20(2H,s),7.26(1H.d,J=5.4H 
z)J.41(2H,d,J=8.7Hz),7.45(2H,d,J=8.7H 
z)J.54(1Hd,J=5.4Hz),7.72(2H,d,J=8.4H 
z).7.81(2H,d.J=8.4Hz). 


£-5-2 


£-5 




0H2OEt 


S 


H,H 




106- 
107 


1.26(3H,t,J=6.9Hz), 
3.59(2H,q,J=6.9Hz), 4.29(2H,s), 
4.52(2H i s), 7.24-7.54(8H,m), 
7.79(2H,d,J=9.0Hz) 


£-5-3 


£-5 




CH20Et 


S 


H,H 




127- 
128 


1.27(3H.t,J=6.9Hz) l 3.60(3H,t.J=6.9Hz) l 
4.31 (2H,s) p 4.54(2H,s), 7.24-7.29(1 H.m), 
7.40-7.56(5H.m).7.75(2H.d,J=8.4Hz), 
7.87(2H,d,J=8.4Hz). 


£-5-4 


£-5 




CH20nPr 


S 


H,H 




C0 2 H 


132- 
133 


0.96(3H.t. J=7.3Hz),1 .57-1 .74(2H,m). 

3.50(3H,tJ=7.3Hz) > 4.30(2H,s). 

4.54(2H,s),7.25(1H.d,J=5.4Hz),7.42(2K 

d,J=8.7Hz),7.46C2Kd,J=8.7Hz),7.53(1H, 

d,J=5.4Hz),7.74(2H f d,J=8.1Hz),7.88(2H, 

d,J=8.1Hz). 
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2.33(3H,s), 5.27(2H.s), 7.14(2H,d, 
J=6.9Hz),7.7 1 -7.77(4H,m), 7.83(2H,d, 
J=8.4Hz), 9.18(1H,s), 9.37(1 H,s) 
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2.31(3H,s) t 2.68(3H,s),5.34(2H,s),7.12(2 
H,d,J=8.7Hz).7.74(2H,d,J=8.7Hz),7.93(2 
H,d,J=8.4Hz),8.00(2H,d,J=8.4Hz) 
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155 


1 .37(1 H,m),1 .63(1 H,m),1 .88(1 H,m),2.27( 
3H,s),2.51 (1 H r m),4.1 0(2H,s).7.04(2H t d,J 
=8.4Hz),7.33(2H r d,J=8.4Hz),7.74(2H,d,J 
=8.4Hz),7.82(2H.d,J=8.4Hz) 
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R S R 15 




No 




R1 


R2 


X1 


R3 f R4 


R5 


R6 


R7 


R8 


R10 


R15 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a- 
16-1 


Qf-16 




o 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




2.57<6H) ( 3.71(6H),3.89(3H,s),3.91( 

3H,sX4.29C2H,s),4.63C2H l s),6.87(1 

H.d,J=35.1Hz).7.16(2H). 

7.44(1 H,d,J=8.4H2).7.74(2H,d,J=8. 

4Hz),7.86(2H,d.J=8.4Hz) 


a- 
16-2 


a-16 


F 3 CO"^^ 


CH20Et 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




1.26(3H,t,J=6.9HzX3.60(2H.q,J=6. 
9Hz),3.89(3Ks),3.91(3H.s).4.26(2H 
.s).4.55(2H,s),6.88(1H,d,J=35.1Hz), 
7.16(2H),7.32(2H.d,J=9.0Hz),7.44( 
1 H.d, J=8.4Hz) r 7 J8(2H,d, J=9 .0Hz) 


ar- 
16-3 


tf-16 




CH20Et 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




1.26(3H,t,J=6.9Hz) I 3.59(2H,q l J=6. 
9Hz),3.89(3H,s),3.91(3H,s),4.26(2H 
,s),4.54(2H,s),6.88(1H,d,J=34.8Hz), 
7.1 6C2HX7.45C3H), 
7.67(2H,d,J=8.4Hz) 


Qt ~ 

16-4 


a-16 




Me 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




2.31(3H r sX3.90(3H,s),3.93C3H ( s),4. 
20(2H,sX7.37(1 H,dd,J=8.1 T 1.5HzX7 
.44(1 H,d, J=1 5Hz).748(1 H,d,J=8.1 

HzX7.73(2H T d,J=8.4HzX 
7.80(2H,d, J=8.4Hz),7.86(1 H,s) 


a- 
16-5 


a-16 




CH20Et 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




1 27(3H,t,J=6.9HzX361 (2H,q,J=6. 
9Hz) t 3.90(3H,sX3.93(3H,sX4.29(2H 
,sX4.57C2H,s)7.35(1 H,dd, J=8.4,1 .5 
Hz),7.44(1 H,d,J=1 5HzX7.48(1 H,d, 
J=8.4Hz),7.74(2H,d,J=8.4HzX7.86( 
2H,d, J=8.4Hz),7.86(1 H.s) 


a- 
16-6 


ar-16 




CH=NOMe 


S 


H f H 


OMe 


H 


H 


H 


CI 


H 


Me 




3.90(3H,sX3.93(3H,sX3.99(3H.s), 
4.43C2H,sX7.39Cl H,dd,J=8.1 .1 .5Hz) 
,7.44(1 H,d,J=1 5HzX7.52(1 H,d,J=8. 
1 Hz),7.77(2H r d,J=8.7HzX7.82(2H t d 
,J=8.7Hz),7.86(1 H,sX8.1 7(1 H,s) 


ar- 
16-7 


Qf-16 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




1.38(3H,t,J=6.9HzX3.90(3H.sX3.92 
(3H.sX4.23(2H.q,J=6.9HzX4.43(2H, 
s)J.38(1 H.dd. J=8.1 .1 .5HzX7.44(1 H 
,d,J=1 .5Hz),7.51(1 H.d.J=8.1 HzX7.7 
5(2H.d,J=8.4Hz).7.81(2H.d.J=8.4H 
zX7.86(1H,sX8.19(1H,s) 


a- 
16-8 


ar-16 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


Me 




1.26(3H t t,J=6.9HzX3.59(2H,q,J=6. 
9HzX3.90(3H t sX3.92(3H,sX4.27(2H 
.sX4.54(2H,s)J.36(1 H.dd, J=8. 1.1.5 
Hz).7.46(1 H,d,J=1 .5HzX7.46(2H.d, 
J=8.7HzX7.48(1 H,d,J=8.1 Hz) t 7.67( 
2H,d,J=8.7HzX7.85(1H,s) 


OL- 

16-9 


ar-16 




CH=NOEt 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


Me 




1.33(3H,t,J-7.2HzX3.90(3H,s),3.92 
(3H,s),4.22(2H,q,J=7.2HzX4.41(2H, 
s).7.38(1 H,dd,J=8.1 ,1.5Hz),7.44(1 H 
,d,J=1.5Hz),7.47(2H,d,J=8.7Hz),7.5 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R10 


R15 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 






























1(1H,d F J=8.1Hz),7.62(2H r d f J=8.7H 
z),7.86(lH,s),8.17(1H,s) 


a- 
16-10 


a-16 


F 3 ccr^ 


CH20Et 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




1.27(3H l t.J=6.9Hz) ( 3.60(2H,q,J^6. 
9Hz).3.90C3H,s).3.93(3H.s),4.28(2H 
,sX4.55(2H ( s),7.33(2H.d,J=9.0HzX7 
.36(1 H.dd.J=8.1 .1 .5Hz).7.44(1 H.d.J 
=1 .5Hz).7.47(1 H.d. J=8.1 Hz) ,7.78(2 
H,d,J=9.0Hz),7.86(1H,s) 


a- 
16-11 


or-16 




CH20nPr 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




0.95(3H.t,J=7.5Hz),1.65(2H),3.50(2 
H,t,J=6.6Hz),3.90(3H,s) f 3.93(3H f s). 
4.28(2H,s) T 4.54(2H,sX7.32(2H,d,J= 
8.7Hz),7.36(1 H,dd. J=8.1 .1 5HzX7.4 
4(1 H.d. J=1 .5Hz),7.47(1 H,d,J=8.1H 
z),7.78(2H,d,J=8.7Hz) < 7.86(1 H,s) 


ot- 

16-12 


a-16 




CH=NOEt 


S 


HH 


OMe 


H 


H 


H 


CI 


H 


Me 




1.33(3H,t,J=6.9Hz).3.90(3H,sX3.92 

(3H r s),4.23(2H,q.J=6.9Hz),4.42(2H. 

s),7.34(2H ( d,J=9.0Hz),7.38(1H,dd r 

J=8.1 ,1 .5Hz),7.44(1 H,d,J=1 5Hz),7. 

51(1H r d 1 J=8.1Hz),7.73(2H.d,J=9.0 

Hz),7.86(1H,s),8.17(1H.s) 


a- 
16-13 


a-16 




CH20nPr 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




O.96(3H,Ul=7.5Hz).160-1.71 
(2H,mX3.51(2H,d,J=6.3Hz),3.90(3H 
,s),3.9 1 (3H,sX4.27(2H,sX4.56(2H f s) 
,6.88(1 H,d,J=34.8HzX7.1 5-7.1 8 
(2H,mX7.44(1 H.dJ=8.4HzX7.74(2H. 
d,J=8.4HzX7.87(2H,d,J=8.4Hz) 


a- 
16-14 


o?-16 




CH2CF3 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




3.66(2H,q,J=1 0.2X,3.90(3H,sX39K 
3H,sX4.28(2H.sX6.88(1 H,d,J=34.8 
HzX7.1 4-7.1 7(2H r mX7.41 
(1 H,dJ=8.4HzX7.77-7.78(4H.m) 


at- 
16-15 


a-16 


P3C-CT 


Et 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




1.29(3H,t,J=7.5Hz),2.76(2H,q.J=7. 
5Hz),3.90(3H.sX3.92(3H,sX4.19(2H 
,s).6.89(1 H.d.J=34.8Hz),7.1 5-7.1 9 
(2H,m),7.44(1H,dJ=8.7Hz).7.73(2H, 
d,J=8.4Hz),7.80(2H,d,J=8.4Hz) 


a- 
16-16 


a-16 




CH20CH2 
cPr 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




0 22-0 27(2H m) 0 55-0 62(2H m) 
1.06-1.1 9(1 H.mX3.40(2H.d, 
J=6.9Hz).3.90(3H,s).391(3H,sX4.2 
8(2H,sX4.59(2H,sX6.95(1H,d,J=34. 
2Hz),7.1 8(1 H,d,J=8.4HzX7.19(1 H.s 
),7.45(1 H,d,J=8.4Hz).7.74(2H,d.J= 
8.4Hz),7.87(2H.d.J=8.4Hz) 


a- 
16-17 


or-16 




Me 


s 


H,H 


H 


H 


H 


H 


F 


H 


Me 






oe- 
16-18 


a-16 




CH20Et 


s 


H,H 


H 


H 


H 


H 


F 


H 


Me 




1.27(3H.t,J=6.9Hz), 
3.60(2H,q,J=6.9Hz), 
3.89(3H,sX4.30(2H,sX4.55(2H.sX 
6.87(1 H.d. J=35.1).7.43(2H.d.J=8.4 
HzX7.57(2H.d.J=8.4HzX7.75(2H,d, 
J=8.1 Hz),7.84(2H,d. J=8. 1 Hz) 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


RIO 


R15 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a- 
16-19 


Qf-16 




CH20Me 


S 


H,H 


H 


H 


H 


H 


F 


H 


Me 




3.44(3H,s), 3.89(3H,sX 4.29(2H,s), 
4.50(2H.s), 6,87(1 H.d.J=35.1 Hz). 
7.42(2H,d,J=8.7Hz), 7.57(2H,d. 
J=8.7HZ), 7.75(2H,d,J=8.4Hz), 
7.85(2H.d.J=8.4Hz) 


ot- 
16-20 


a-16 




CH20Et 


s 


H.H 


H 


H 


H 


H 


CI 


H 


Me 




1.27(3H,t,J=6.9Hz), 3.60(2H,q. 
J=6.9Hz), 3.90(3H,s), 4.32(2H,s), 
4.56(2H.s). 7.45(2H,d.J=8.4Hz), 
7.74-7.87(7H,m) 


a- 
16-21 


a-16 




H 


s 


H, 
4-F- 
C6H4 


OMe 


H 


H 


H 


F 


H 


Me 




3.88(3H.s). 3.92C3H.s). 5.85(1 H.s), 
6.73(1 H.s). 6.83(1 H,d.J=35.1 Hz). 
7.00-7.07(3H.m). 7.1 5(1 H.s). 
7.25(1 H.d.J=7.8Hz),7.44-7.49 
(2H.m).7.70(2H.d.J=8.1Hz).7.84(2H 
,d,J=8.1Hz) 


a- 
16-22 


Qf-16 




CH20CH2 
CH2F 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




3.76(1 H,t.J=4.2Hz). 3.86(1 H.t. 
J=4.2Hz).3.90(3H.s),3.91(3H.s).4.2 
8(2H,s),4.53(1H,t,J=3.9Hz),4.67(2 
H.s).4.69(1 H.t. J=3.9Hz),6.88(1 H.d, 
J=35.1 Hz).7.1 5-7.1 8(2H,m), 
7.43(1 H,d,J=8.1 Hz), 7.75(2H.d, 
J=8.7Hz).7.87(2H,d,J=8.7Hz) 


a- 
16-23 


(¥-16 




CH2SnPr 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




0.95(3H,t,J=7.2Hz),1.59(2H,m),2.4 
9<2H l t,J=7.2Hz) ( 3.87(2H,s),3.90(3 
H,s),3.91 (3H,s),4.34(2H,s),6.88(1 H. 
d. J=35. 1 Hz).7.1 5-7.1 8(2H.m),7.45 
(1H,d,J=8.4Hz). 7.75(2H.d. 
J^8.7Hz),7.87(2H.d,J=8.7Hz) 


at- 
16-24 


or-16 




CH2S02 
nPr I 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




1 .08(3H,t,J=7.5Hz),1 .91 (2H.m) f 3.0 

4(2H,m),3.89-3.90(6H,m),4.45 

(2Ks),4.50(2H.s),6.88(1H,d,J=34.8 

Hz),7.1 5-7. 1 7(2H,m).7.42(1 H,d. 

J=8.4Hz).7.77(2H.d,J=8.1Hz).7.97( 

2H.d.J=B.1Hz) 


a - 
16-25 


a-16 




CH20iPr 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




1.25(6H,d.J=6.3Hz),3.76(1H,m).3.8 
9(3H,s),3.9 1 (3H,s),4.27(2H,s),4.56( 
2H.s).6.88(1 H,d,J=35.1 Hz).7.1 5- 
7.1 7(2H.m).7.45(1 H,d,J=8.4Hz).7.7 
4(2H,d.J=8.4Hz).7.86(2H,d,J=8.4H 
z) 


(X- 
16-26 


Qf-16 




CH20nPr 


s 


H.H 


H 


H 


H 


H 


F 


H 


Me 




0.96(3H,t.J=7.5Hz).1 .60-1 .72 

(2H I m),3.50(2H,t,J=6.6Hz),3.89(3H 

,s),4.30(2H,s),4.55(2H,s),6.88(1H,d l 

J=34.BHz),7.43(2H.d,J=8.7Hz),7.57 

(2H,d, J=8.7Hz).7.75(2H,d, J=8. 1 Hz) 

,7.87(2H,d,J=8.1Hz) 


ct- 
16-27 


Qf-16 




0H2OEt 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




1.25(3H.t.J=7.5Hz).2.55(2H.q,J=7. 
5Hz).3.87-3.9 1 (8H,m) f 4.34(2H.s), 
6.88(1 H,d. J=34.8Hz),7.1 5-7. 1 8(2H. 
m),7.45(1H,d,J=8.7Hz), 7.76 (2H. d, 
J=8.4 Hz). 7.87 (2H. d. J=8.4 Hz) 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


RIO 


R15 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


0i- 
16-28 


Of -16 




CH=NO 
nPr 


S 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




0.97(3H,t,J=7.5Hz),1 .68-1 .81 
(2H t m),3.89-3.91(6H,m),4.13 
(2H,t,J=6.9Hz),4.41 (2H,s).6.87(1 H. 
d.J=35.1 Hz).7.1 7-7.1 9(2H,m),7.47 
(1H,d,J=8.4Hz),7.76(2H,d,J=8.4Hz) 
,7.82(2H.d,J=8.4Hz), 8.20 (1H,s) 


a- 

16-29 


Of-16 




CH=NOEt 


S 


H,H 


H 


H 


H 


H 


CI 


H 


Et 




1 .35(3H.t. J=7.2Hz),1 .38(3H,t,J=7.2 
Hz),4.24(2H,q,J=7.2Hz),4.35(2H,q, 
J=7.2Hz). 4.46 (2H. s). 7.47 (2H. d. 
J=8.4 Hz). 7.75-7.84 (7H. m). 8.20 
(1H. s) 


Of- 

16-30 


Qf-16 




CH=NO 
(CH2)2F 


S 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 




3.90 (3H. s). 3.91 (3H. s). 4.38 (2H. 
s).4.41(2H.d 1 J=28.8Hz).4.70 (2H. d, 
J=47.4Hz) f 6.89(1H,d,J=34.8Hz).7.1 
7-7.1 9(2H f m).7.47(1 H.d,J=8.4Hz). 
7.76 (2H. d. J=8.4 Hz), 7.81 (2H t d. 

. 1— Q A U 7 \ ft Oft Mu _) 


Qf- 
16-31 


Qf-16 






S 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




3.88 (3H, s), 3.89 (3H, s), 3.98 (2H. 
s),4.07(2H,s),5.94(2H,s),6.57-6.60 
C2H,m).6.72(1 H.d, J=8.4Hz),6.87(1 H 
,d,J=35.1 Hz).7.1 3-7.1 6(2H,m) r 7.36 
(1H,d,J=8.4Hz),7.68(2H,d,J=8.7Hz) 
,7.74(2H,d,J=8.7Hz) 


a- 
16-32 


Of-16 




Me 


S 


H.H 


H 


H 


H 


H 


CN 


H 


Me 






a- 
16-33 


a-16 




Me 


s 


H,H 


Me 


H 


H 


H 


F 


H 


Me 






a- 
16-34 


Qf-16 






s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 






16-35 


Qf-16 


F ,cxx 




s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 






a- 
16-36 


Qf-16 




CH20Me 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 






oc- 
16-37 


Qf-16 




Me 


s 


H,H 


H 


H 


H 


H 


OMe 


H 


Me 




2.08(3H,s),2.28(3H.s),3.81(3H,s),5. 
04(2H,s),6.89(2H p dt,J=8.4Hz),7.07( 
1H,d,J=9.3Hz),7.29(2H t d,J=8.4Hz), 
7.36(1 H,s)7.37(1H,d,J=4.5Hz) 


Gf- 
16-38 


Qf-16 




Me 


s 


H.H 


H 


H 


H 


H 


H 


Me 


Me 




2.30(3H.s),2.56(3H.s),4.24(3H.s).5. 
27(2H,s),7.08(2H,dtJ=9.0Hz),7.46( 
2H,d.J=8.4Hz).7.75(1H.s)7.81(2H.d 
.J=9.0Hz),7.88(2H,d,J=8.4Hz) 


a- 
16-39 


Q--16 


,0^ 


Me 


s 


H.H 


H 


H 


H 


H 


Me 


Me 


Me 




2.15(3H,s),2.27(2H.d,J=6.9Hz).2.28 
(3H,s),4.16(3H I s).5.22(2H,s) t 7.08(2 
H,d,J=8.4Hz),7.41(2H.d,J=8.7Hz),7 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R10 


R15 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 






























.76(2H,d.J=8.7Hz)J.84(2Ha\J=8.4 
Hz) 


a- 
16-40 


a-16 




Me 


S 


H,H 


H 


H 


H 


H 


H 


Et 


Me 






a- 
16-41 


a-16 




Me 


S 


H,H 


H 


H 


H 


H 


CI 


H 


Me 




2.29(3H,s),3.89(3H,s).4.22(2H,s),7. 
44(2H,d,J=8.4Hz),7.70-7.86(7H,m) 


a- 
1 6 — 42 


a-16 




Me 


S 


H.H 


H 


H 


H 


H 


Me 


H 


Me 






a- 
1 6—43 


a-16 


XT 


Me 


S 


H.H 


OMe 


H 


H 


H 


Me 


H 


Me 




Rf^0.33 (n-hexane/AcOEt=2/1) 


a- 
16-44 


a-16 




Me 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


Me 




2.31(3H.s). 3.90(3H,s). 3.93(3H,s), 
4.20(2H,s),7.37(1 H,dd,J=1 .5Hz,8J 
Hz). 7.44(1 H 7 d,J=1.5Hz) r 7.48 

V 1 r!,Q,0 — o. 1 fiXJ, / . I OUnfliJ- O.'r vXL) 

, 7.80(2H,d,J=8.4Hz). 7.86(1 H,s). 


a- 
I g— 45 


a-16 




Me 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 






a- 
16-46 


a-16 




Me 


s 


H,H 


Et 


H 


H 


H 


F 


H 


Tbu 




1 .21 (3H,t,J=7.5Hz),1 .57(9H,s),2.29 
(3H ( s),2.74(2H.q ( J=7.5Hz),4.18(2H, 
s).6.77(1 H,d,35.1 Hz),7.28~7.50(3H, 
m),7.74(2H r d,J=8.4Hz),7.81(2H,d,J 
=8.4Hz) 


Oi- 
16-47 


a-16 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 






a- 
16-48 


a-16 




CH=NOMe 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


Me 






at- 
16-49 


a-16 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


Me 




1.34(3H.t.J=7.2Hz),3.90(3H,s),3.91 
(3H.s).4.24(2H.q,J=6.9Hz) r 4.41(2H, 
s).6.89(1 H,d, J=35.1 Hz),7.1 4~7.30( 
2H.m)7.48(1 H,t,J=8.4Hz),7.76(2H, 
d,J=8.7Hz).7.82(2H.d.J=8.7Hz),8.2 
0(1 H,s) 


a~ 

15-1 


a-15 




CH20Et 


o 


H.H 


F 


H 


H 


H 


F 


H 


Me 




1.22(3H 1 t.J=6.9Hz).3.60(2H.q,J=6. 
9Hz).3.89(3H,s),4.58(2H,sX5.37(2H 
l s),4.30(2H,s),6.84(1H,d,J=34.2Hz), 
7.1 8(1 H,t.J=8.7Hz).7.34(1 H,d,J=8. 
4Hz),7.49(1 H.d, J=1 2.6Hz).7.77(2H, 
d,J=8.4Hz),7.92(2H,d,J=8.4Hz) 



[0287] [J! 132] 



WO 2005/054213 



230 



PCT/JP2004/017706 



R 6 R 15 




No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R10 


R15 


mp 


NMR(CDCI3 or DMSO-d6) 


f$ -9-1 


fi-9 
P 3 


IT 


Q 
\ 


s 


H H 


OMe 


l_( 


H 


j-l 


p 


l_l 


94-97 


2.74(4H),2.88(2H),3.62(4H),3.74(2H 

),3.84(3H,s).4.41(2H.s).4.64(2Ks),7. 

(19(1 H H J=*Wi THt) 7 IIC^H') 7 48(1 
i n,u,u — Ju.on *-j i -<j t \£.n;, / .^ov, i 

H r d.J=8.4Hz),7.93(2H.d,J=8.4Hz),8. 
00(2H,d,J=8.4Hz) 


0-9-2 


0-9 




CH20Et 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


217-219 


1 .1 4(3H.t, J=6.9Hz).3.54(2H,q, J=6.9 

),7.02(1H,d.J=36.6Hz),7.30(2H).7.4 
7(1H,d,J=8.4Hz).7.57(2H,d,J=9.0Hz 
).7.90C2H.d,J=9.0Hz) 


£-9-3 


0-9 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


F 


H 


175-177 


1.14(3H,t,J=7.2Hz),3.53(2H,q,J=7.2 
Hz).3.84(3H,s).4.34(2H.s).4.52(2H,s 
).7.02(1H.d,J=36.6Hz).7.30(2H),7.4 
7ClH.d,J=8.4Hz).7.64(2H,d.J=8.7Hz 
).7.78(2H.d,J=8.7Hz) 


0-9-4 


0-9 




Me 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


183-185 


2.29(3H,s) f 3.86(3H,s),4.38(2H,s),7.5 
4(3H) > 7.90(2H.d,J=8.7Hz).7.94(1H.s 
).7,95(2H.d,J=8.7Hz) 


0-9-5 


0-9 




CH20Et 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


173-175 


1.15(3H,t,J=6.9Hz),3.55(2H,q,J=6.9 
Hz).3.86(3H.sX4.40(2H.s).4.57(2H.s 
),7.54(3H),7.93(1H,s),7.94(2H,d.J=8 

4.H7^ 7 QQ(9H H l=R iH?^ 
.triz./, / ,;iiTV.£ri,U,vJ — D.ini^ 


0-9-6 


0-9 




CH-NOMe 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


205-207 


3.85(3H,s),3.91(3H,s),4.49(2H r s),7.5 
4(3H),7.93(1H,s),7.93(2H,d,J=8.4Hz 
).8.03(2H,d, J=8.4Hz),8.35(1 H.s) 


0-9-7 


0-9 




CH=NOEt 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


184-186 


1 .26(3H,t,J=6.9Hz),3.84(3H,s).4.1 5( 
2H,q,J=6.9Hz),4.94(2H.s),7.55(3H), 
7.93(1 H,s).7.93(2H,d,J=8.4Hz),8.03( 
2H.d,J=8.4Hz).8.35(1H.s) 


0-9-8 


0-9 




0H2OEt 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


154-156 


1 .1 4(3H,t,J=7.2Hz),3.53(2H,q, J=7.2 
Hz).3.86(3H 1 s).4.37(2H.s).4.52(2H,s 
).7.53(3H).7.64C2H.d,J=8.4Hz).7.78( 
2H,d,J=8.4Hz).7.93(1H,s) 


0-9-9 


0-9 




CH=NOEt 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


206-208 


1.25(3H.tJ=6.9Hz).3.84(3H,s).4.14( 
2H,q,J=6.9Hz),4.47(2H,s).753(3H),7 
.64(2H,d,J=8.4Hz) ( 7.83(2H,d.J=8.4 
Hz),7.94(1H,s),8.30(1H,s) 


0-9- 
10 


0-9 




CH20Et 


s 


H.H 


OMe 


H 


H 


H 


CI 


H 


174-176 


1 .1 5(3H.t. J=6.9Hz).3.54(2H,q,J=6.9 
Hz).3.86(3H 1 s),4.38(2H.s).4.54(2H.s 
).7.55(5H),7,86(2H,d,J=8.4Hz).7.94( 
1H,s) 



[0288] [^133] 



WO 2005/054213 



231 



PCT/JP2004/017706 



No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


RIO 


R15 


mp 


NMRCCDCI3 or DMSO-d6) 


0-9- 
11 


0-9 




CH20nPr 


s 


H.H 


OMe 


H 


H 


H 


Ci 


H 


159-161 


0.85(3H,t,J=7.2Hz),1.53(2H).3.44(2 
H,t,J=6.3Hz).3.86(3H.s),4.38(2H.s), 
4.54(2H,s) t 7.55(5H) ( 7.91(2Hd,J=8. 
7Hz),7.93(1H.s) 


£-9- 
12 


0-9 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


H 


CI 


H 


179-181 


1 25(3H r t,J=7.2HzX3.84(3H,s),4.1 4( 
2H,q.J=7.2Hz),4.48(2H,s),7.55(5H), 
7.93(1H,s),7.95(2H,d.J=8.7Hz).8.31( 
1H.s) 


0-9- 
13 


0-9 




CH20nPr 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


203-204 


0.96(3H,t,J=7.2Hz),1.60- 
1.72(2H,m),3.52(2H,d,J=6.6Hz),3.92 
(3H.s).4.28(2H.s).4.58(2H.s),6.95(1 
H,d,J=34.2Hz),7.1 7-7.1 9(2H,m), 
7.45(1 H,dJ=8.4Hz).7.74(2H.d,J=8.4 
Hz),7.87(2H,d,J=8.4Hz) 


0-9- 
14 


0-9 




CH2CF3 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


211-214 


3.66(2H,q, J= 1 0.2),3.91 (3H,s).4.27(2 
H.s),6.90(1 H.d.J=34.5Hz).7.14- 
7.20(2H,m) ,7.40(1 H,dJ=8.1 Hz),7.75 
-7.71 (4H.m) 


0-9- 
15 


0-9 




Et 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


217-218 


1.29(3H,t,J=7.5Hz).2.76(2H > q,J=7.5 
Hz),3.92(3H t s),4.1 9(2H,s),6.91(1 H,d 
.J=34.8Hz).7.16-7.20(2H > m). 
7.43(1 H,dJ=8.1 Hz),7.73(2H.d.J=8.4 
Hz),7.80(2H f d,J=8.4Hz) 


0-9- 
16 


0-9 




CH20CH2 
cPr 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


214-217 


0.22-0.27(2H,m) r 0.55-0.62(2H l m), 
1.06-1.1 7(1 H,m) > 3.40(2H,d I 
J=6.9Hz),3.91(3H > s),4.28(2H,s),4.59 
(2H,s),6.91 (1 H,d, J=34.5Hz).7.1 5- 
7.1 9(2H,m).7.44(1 H,d.J=6.9Hz).7.74 
(2H,d,J=8.1HzX 
7.89(2H,d,J=8.4Hz) 


0-9- 
17 


0-9 




Me 


s 


H.H 


H 


H 


H 


H 


F 


H 


193- 
194.5 


2.29(3H r s), 4.20(2H,s), 6.90(1 H,d. 
J=35.1Hz), 7.42(2H,d,J=8.4Hz), 
7.58(2H,d.J=8.4HzX 7.58(2H.d, 
J=8.4HzX 7.82(2H,d,J=8.4Hz) 


0-9- 
18 


0-9 




CH20Et 


s 


H,H 


H 


H 


H 


H 


F 


H 


173-175 


1 .28(3H,t,J=6.9HzX 3.6 1 (2H,q. 
J=6.9HzX 4.31 (2H,s), 4.57(2H,s), 
6.96(1 H,d T J=34.5Hz). 7.44(2H.d. 
J=8.4Hz),7.59(2H,d,J=8.4Hz),7.75( 
2H.d,J=8.4Hz),7.86(2H T d,J=8.4Hz) f 


0-9- 
19 


0-9 


XT 


CH20Me 


s 


H.H 


H 


H 


H 


H 


F 


H 


167-168 


3.45(3H.s). 4.31(2H.s). 4.52(2H.s). 
6.95(1 H,d,J=34.8HzX 7.44(2H,d, 
J=8.4H), 7.60(2H.d.J=8.4Hz), 
7.76(2H,d.J=8.4Hz), 
7.86(2H.d.J=8.4Hz) 


0-9- 
20 


0-9 




CH20Et 


s 


H,H 


H 


H 


H 


H 


CI 


H 


157-158 


1.28(3H,tJ=6.9Hz), 
3.61(2H.q.J=6.9Hz), 4.33(2H,sX 
4.57(2H,s). 7.47(2H,d,J=8.4Hz), 
7.74-7.8 7(6H,m), 7.93(1 H,s) 


0-9- 
21 


0-9 




H 


s 


H, 
4-F- 
C6H4 


OMe 


H 


H 


H 


F 


H 


170-171 


3.93(3H,s), 5.87(1 H.sX 6.73(1 H.s), 
6.81(1H,d.J=35.1HzX 6.99-7.28 
(5H,mX7.45-7.50(2H,mX 7.70(2H, 
d,J=8.7Hz), 7.85(2H,d.J=8.7Hz) 



[0289] [Jei34] 



WO 2005/054213 



232 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R10 


R15 


mp 


NMR(CDCI3 or DMSO-d6) 


0-9- 
11 


0-9 




CH20nPr 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


159-161 


0.85(3H,t,J=7.2Hz).1.53(2H).3.44(2 
H,tJ=6.3Hz),3.86(3H,s).4.38(2H,sX 
4.54(2H,s),7.55(5H),7.9 1 (2H.d. J=8. 
7Hz),7.93(1H,s) 


0-9- 
12 


0-9 




CH=NOEt 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 


179-181 


1 .25(3H,t J=7.2Hz).3.84(3H,s),4.1 4( 
2H ) q,J=7.2Hz),4.48(2H,s),7.55(5H), 
7.93(1 H,s),7.95(2H,d,J=8.7Hz) I 8.3K 
1H,s) 


iS-9- 
13 


0-9 




CH20nPr 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


203-204 


0.96(3H,t,J=7.2Hz),1.60- ! 

1.72(2H,m),3.52(2H,d,J=6.6Hz),3.92 

(3H.s),4.28C2H.s),4.58(2H r s).6.95(1 

H,dJ=34.2Hz).7.1 7-7.1 9(2H,m), 

7.45(1H,dJ=8.4Hz),7.74(2H.d,J=8.4 

Hz),7.87(2H,d,J=8.4Hz) 


0-9- 
14 


0-9 




CH2CF3 


S 


H.H 


OMe 


H 


H 


H 


F 


H 


211-214 


3.66(2H,q ( J=10.2X3.91(3H,s),4.27(2 
Hs),6.90(1 H.d, J=34.5Hz),7.1 4- 
7.20(2H,m).7.40(1 H,dJ=8.1 Hz).7.75 
-7.71 (4H,m) 


0-9- 
15 


0-9 




Et 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


217-218 


1.29(3H,t,J=7.5HzX2.76(2H,q,J=7.5 
Hz).3.92(3H,sX4.1 9(2H.sX6.91 (1 H.d 
. J=34.8HzX7. 1 6-7.20C2H,m) ( 
7.43(1 H,dJ=8.1 HzX7.73(2H,d T J=8.4 
HzX7.80(2H,d,J=8.4Hz) 


0-9- 
16 


0-9 




CH20CH2 
cPr 


s 


H,H 


OMe 


H 


H 


H 


F 


H 


214-217 


0.22-0.27(2H,mX0.55-0.62(2H,mX 
1.06-1.1 7(1 H.mX3.40(2H,d, 
J=6.9HzX3.91(3H,sX4.28(2H,s).4.59 
(2KsX6 91(1H,d.J=34.5HzX7.15- 
7.1 9(2H t m),7.44(1 H,d, J=6.9Hz),7.74 
(2H,d,J=8.1HzX 
7.89(2H.d,J=8.4Hz) 


0-9- 
17 


0-9 




Me 


s 


H,H 


H 


H 


H 


H 


F 


H 


193- 
194.5 


2.29(3H,sX 4.20(2H,s). 6.90(1 H,d, 
J=35.1Hz), 7.42(2H,d,J=8.4Hz), 
7.58(2H,d.J=8.4Hz), 7.58(2H,d, 
J=8.4HzX 7.82(2H.d.J=8.4Hz) 


0-9- 
18 


0-9 




CH20Et 


s 


H,H 


H 


H 


H 


H 


F 


H 


173-175 


1.28(3H.t,J=6.9HzX 3.61(2H,q. 
J=6.9HzX 4.31 (2H,sX 4.57(2H.sX 
6.96(1 H.d, J=34.5HzX 7.44(2H,d, 
J=8.4HzX7.59(2H.d,J=8.4HzX7.75( 
2H,d.J=8.4HzX7.86(2H.d,J=8.4Hz), 


0-9- 
1 9 


0-9 


xy 


CH20Me 


s 


H,H 


H 


H 


H 


H 


F 


H 


167-168 


3.45(3H,s), 4.31(2H,s). 4.52(2H,sX 
6.95(1 H,d,J=34.8HzX 7.44(2H,d, 
J=8.4H), 7.60(2H,d,J=8.4HzX 
7.76(2H,d,J=8.4Hz). 
7.86(2H,d,J=8.4Hz) 


0-9- 
20 


0-9 




CH20Et 


s 


H,H 


H 


H 


H 


H 


CI 


H 


157-158 


1 .28(3H,t, J=6.9Hz). 
3.61(2H.q.J=6.9HzX 4.33(2H,sX 
4.57(2H,sX 7.47(2H.d,J=8.4HzX 
7.74-7.87(6H,mX 7.93(1 H.s) 


0-9- 
21 


0-9 




H 


s 


H, 
4-F- 
G6H4 


OMe 


H 


H 


H 


F 


H 


170-171 


3.93(3H,s), 5.87(1 H,s), 6.73(1 H,s), 
6.81(1 H.d,J=35.1HzX 6.99-7.28 
(5H,mX7.45-7.50(2H,mX 7.70(2H, 
d,J=8.7Hz), 7.85(2H,d,J=8.7Hz) 



[0290] [^135] 



WO 2005/054213 



233 



PCT/JP2004/017706 



No 




R1 


R2 


XI 


R3,R4 


R5 


R6 


R7 


R8 


R10 


R15 


mp 


NMR(CDCI3 or DMSO-d6) 


0-9- 
31 


0-9 


F 3 C v 


\ 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


183.5- 
186.0 


3.81(3H,s),4.08(2H,s),4.17(2H,sX 
5.95(2H,s),6.57(1H,dd.J=8.1,1.5HzX 
6.69(1 H,d ,J=1 .5Hz), 6.79 (1 H, d, 
J=8.1 Hz),7.02(1 Kd,J=36.6Hz), 
7.277.29(2Km).7.38(1H.d.J=8.4Hz), 
7.87(4H, m) 


0-9- 
32 


R -9 


FaC^ 


Me 


3 


H H 


l_l 


l_l 


l_l 


l_l 


CN 


l_l 


£.DU ZjJ 


2.28(3H,sX4.48(2H,sX7.53(2H,d,J=8 
.4Hz),7.93(7H,m) 


0-9- 
33 


0 -9 




Me 


S 


H,H 


Me 


H 


H 


H 


F 


H 


214-216 


2.32(3H,s).2.37(3H,s),4.20(2H,s).6.9 
5(1 H,d.J=32.1 Hz) r 7.48(3H,m),7.75( 
2H,d r J=8.7Hz),7.83(2H,d.J=8.7Hz) 


O _Q_ 

p a 
34 


0-9 


F 3 C^^ 




S 


H,H 


OMe 


H 


H 


H 


F 


H 


158-160 




R — Q— 

P 3 

35 


0-9 






S 


H,H 


OMe 


H 


H 


H 


F 


H 


148-150 




P — Q— 
P J7 

36 


0-9 




CH20Me 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


221-222 




0-9- 
37 


0-9 




Me 


s 


H.H 


H 


H 


H 


H 


OMe 


H 


157-160 


2.30(3H,s) r 3.80(3H,s),4.21(2H,s),7.0 
7(1H,s).7.42(2H,d.J=8.7Hz),7.70(2H 
> d,J=8.4H2 f ).7.74(2H 1 d,J=8.7Hz),7.8 
2(2H,d,J=8.4Hz) 


0-9- 
38 


0-9 


F 3 C 


Me 


s 


H.H 


H 


H 


H 


H 


H 


Me 


223-226 


2.30(3H.sX2.53(3H,s).4.20(2H.sX6.1 
3(1H.s).7.43(4H,brd,J=4.8HzX7.76( 
2H.d.J=8.1Hz).7.84(2H,d.J=8.4Hz) 


0-2- 
39 


0-9 




Me 


s 


H,H 


H 


H 


H 


H 


Me 


Me 


145-145 


1 78(3H.q.J=1 5Hz).2.28(3H.s).2.33( 
3H,q,J=1 .5HzX4.1 7(2H,s),7.08(1 H,d 
,J=8.4Hz).7.09(1 H t d.J=8.1 HzX7.42( 
2H.d,J=8.1 HzX7.74(2H,d,J=8.1 Hz), 
7.82(2H.d.J=8.4Hz) 


0-2- 
40 


0-9 




Me 


s 


H,H 


H 


H 


H 


H 


H 


Et 


174-175 


1.07(3H,t,J=7.5HzX2.29(3H,s),3.09( 
2H.q.J=7.5HzX4.20(2H.sX6.04(1H.s 
),4. 1 4(2H,s),7.41 (4H,brsX7.74(2H f d, 
J=8.4HzX7.82(2H,d.J=8.1 Hz) 


0-9- 
41 


0-9 




Me 


s 


H.H 


H 


H 


H 


H 


CI 


H 


1 98.5- 
199.5 


2.29(3H.sX4.48(2H,sX7.53(2H.d.J=8 
.4Hz),7.84~8.00(7H,m) 


0-9- 
42 


0-9 




Me 


s 


H,H 


H 


H 


H 


H 


Me 


H 


172-173 


2.02(3H,sX2.28(3H,sX3.85(3H,sX4.4 
2(2H ( sX7.44(2H,d,J=8.4Hz),7.48(2H 
,d, J=8.4Hz),7.55(1 H,sX7.91 <2H,d. J= 
8.7HzX7.95(2H.d.J=8.7Hz) 



[0291] [^136] 



WO 2005/054213 



234 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3,R4 


R5 


R6 


R7 


R8 


RIO 


R15 


mp 


NMRCCDCI3 or DMSO-d6) 


0-9- 

43 


0-9 




Me 


S 


H,H 


OMe 


H 


H 


H 


Me 


H 


1 74.5- 
175.5 


2.05(3H,s),2.28(3H,s),3.85(3H,s),4.3 
2(2H,s),7.04-7.12(2H.m), 
7.46(1H,d f J=8.4Hz),7.90(2H ? d,J=8.7 
Hz),7.95(2H,d,J=8.7Hz) 


0-9- 
44 






Me 


S 


H,H 


OMe 


H 


H 


H 


CI 


H 




2.29(3H,s), 3.86(3H,s). 4.38(2H,s), 
7.51-7.58(3H r m), 7.89-7. 9 7(5 H,m) 


0-9- 
45 


0-9 


ro cr 


Me 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


211.5- 
213 


2.28<3H,s)3.84(3H,s).4.36(2H,s),7.0 
3(1H,d,J=36.6Hz),7.2-7.36(3H t m), 
7.50(1 H,d.J=8.1 Hz).7.91 (2H.d,J=8.7 
Hz).7.95(2H,d,J=8.7Hz) 


0-9- 
46 


0-9 




Me 


S 


H,H 


Et 


H 


H 


H 


F 


H 


200-201 


1 .1 4(3H,t.J=7.5Hz),2.28(3H,s) T 2.26( 
2H,q,J=7.5Hz),4.42(2H ( s) f 6.99(1H,d 
,J=36.9Hz),7.50-7.62(3H,m)7.91 
(2H,d,J=8.4Hz)J.95(2H,d.J=8.4Hz) 


£-9- 
47 


0-9 




CH20Et 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


250-255 
Cdecom.) 


1.1 5(3H,t,J=6.9Hz).3.54(2H,q. J=6.9 
Hz),3.83(3H,s)4.32(2H,s),4.55(2H,s) 
,6.73(1 H.d, J=37.2Hz),7.1 4-7.28 
(2H,m),7.41(1H,d.J=8.1Hz),7.94(2H, 
d,J=8.7Hz) f 8.00(2H,d,J=8.7Hz) 


0"9~ 
48 


0-9 




CH=NOMe 


S 


H,H 


OMe 


H 


H 


H 


F 


H 


245-250 
(decom.) 


3.81(3H,s),3.92(3H,s),4.01(2H.s),6.7 
4(1 H,d,J=36.9Hz).7.14-7.22 
(2H,m), 7 .40( 1 H,d, J=8 .4Hz),7.93(2H, 
d,J=8.7Hz),8.03(2H.d.J=8.7Hz).8.34 
(1 H.s) 


0-9- 
49 


0-9 




CH=NOEt 


S 


H.H 


OMe 


H 


H 


H 


F 


H 


209- 
210.5 


1 .26(3H,t,J=7.2Hz) ( 3.82(3H,s).4.1 5( 
2H,q,J=6.9Hz),4.47(2H,s),7.02(1H,d 
,J=36.6Hz).7.30(1H.s).7.31(1H.d.J= 
8.1 Hz),7.49(1 H,d.J=8.1 Hz).7.93(2H, 
d.J=8.4Hz),8.03(2H,d,J=8.4Hz),8.35 
(1H,s) 


0-8-1 


0-8 




CH20Et 


O 


H.H 


F 


H 


H 


H 


F 


H 


205-206 


1.08(3H,t,J=6.9Hz),3.50(2H,q,J=6.9 

Hz),4.57(2H.s).5.46(2H.s).7.02(1H;d 

.J=36.3Hz)J.45(1H.t,J=a.7Hz).7.55 

(1 H,d,J=9Hz).7.58(1 H,t.J=1 2.9Hz), 

7.97(2H,d,J=8.4Hz),8.04(2H,d,J=8.4 

Hz) 


0-9- 
50 


0-9 


F,0^ 


Me 


s 


H,H 


H 


H 


H 


H 


H 


Et 




MS m/*448 (M+H)* 
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R 6 R 15 R 16 




No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a- 
18-1 


or-18 






S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H,d,J=6.9Hz),2.57(2H),3.2 
5(1 H),3.63(3H,s),3.85(3H,s),4.05 
(2H.s).4.09(2H,s).6.02(1H).6.29( 
1 H).6.74(2H),7.30(1 H,d,J=7.8Hz) 
.7.35(1 H),7.72(2H.d,J=B.4HzX7.8 
1(2H.d,J=8.4Hz) 


a- 
18-2 


Qf-18 




or 


S 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(3H.d, J=6.9Hz).2.56(2H).3.2 
5(1H).3.61(3H,s),4.05(2H,s).4.06 
(2H.sX8.03C1 H),6.30(1 H).7.1 5(2H 
,d,J=8.1 Hz),7.31 (2H,d. J=8.1 Hz), 
7.35(1 H).7.73(2H,d,J=8.4Hz),7.8 
2(2H,d,J=8.4Hz) 


a- 
18-3 


a-18 




CH20(CH 
2)2F 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 28(3H,t, J=7.2Hz),2.49-2.64 
(2H,m),3.1 9-3.31 (1 H,m),3.63(3H, 
s),3.73-3.76(1 H r m).3.83-3.86 
(1H,m),3.88(3H.s).4.19(2H,s).4.5 
1 -4.53(1 H.m),4.64(2H,s) T 4.67- 
4.69(1 H,m).6.73-6.77(2H,m), 
7.32(1 H.d, J=7.8Hz),7.75(2H.dJ= 
8.4Hz),7.90(2H.d.J-8.4Hz) 


a- 
18-4 


a-18 




CH20Et 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 ,25(3H.t J=6.9Hz),1 .28((3H,d.J 
=7.2Hz),2.48-2.64(2H t m) T 3.1 9- 
3.31(1 H,m),3.58(2H,aJ=7.2Hz),3 
.62(3H.s),3..88(3H.s) > 4.17(2H,s). 
4.51 (2H,s).6.72-6.76(2H,m).7.30 
-7.34(2H ,m) I 7.77-7.82(2H,m) 


a- 
18-5 


cr-18 




(CHZ)20Et 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .1 6(3H,t.J=6.9Hz).1 .29((3H,d,J 
=7.2Hz) ( 2.49-2.65(2H,m) f 2.99 
(2H,t,J=6.6Hz),3.20-3.32(1 H.m), 
3.47(2H,q,J=6.9Hz),3.63(3H,s),3. 
68(2H,q,J=6.6Hz).3..88(3H l s),4.1 
7(2H,s).6.73-6.77(2H,m),7.33 
(1 H.d,J=7.8Hz).7.72(2H,d,J=8.4 
Hz),).7.90(2H,d.J=8.4Hz) 


ot- 
18-6 


Qf-18 




CH20Et 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .25(3H,t J=6.9Hz),1 .28((3H,d,J 
=6.9Hz),2.48-2.64(2H.m),3.1 9- 
3.31(1 H,m),3.57(2H,q,J=6.9Hz).3 
.63(3H.s),3..88(3H,s),4.17(2H,s). 
4.51 (2H,s),6.7 1 -6.77(2H,m).7.32 
(1 H.d.J=7.8Hz).7.44-7.48 
(2H.m),7.66-7.71(2H,m) 


oi- 
18-7 


Qf-18 




Me 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.28(3H,d,J=6.9Hz),2.20(3H,s),2. 

48-2.65(2H.m).3.1 9-3.31 (1 H.m), 

3.63(3H,s),3.86(3H.s),3.88(3H,s). 

4.07(2H,s).6.70-6.79(2H,m), 

6.96-7.00(2H.m).7.34(1H,d, 

J=7.8Hz),7-60-7.63(2H,m) 



[0293] Dill 38] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a- 
18-8 


Qf-18 


XX 


CH=NOEt 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H,d,J=6.9HzXl .33(3H,t,J= 
7.2Hz), 2.48-2.65(2H.m) ( 3.19- 
3.31(1 Km), 3.63(3H,s). 3.87(3H, 
s),4.21 (2H,q.J=7.2Hz),4.29(2H,s) 
.6.72-6.76(2H.m).7.33(1H.d. 
J=7,8Hz),7.47(2H,d,J=8.4Hz),7.6 
4(2H I d,J=8.4Hz),8.1 6(1 H,s) 


a- 
18-9 


ff-18 


F 3 CCT^ 


CH=NOEt 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d, J=6.9Hz),1 .33(3H,t J= 

6.9Hz), 2.48-2.45(2H,m), 3.22- 

3.29(1H,m),3.63(3H.s),3.87(3H.s) 

.4.22(2H,d.J=6.9HzX4.29(2H,sX 

6.72-6.76(2H.m),7.32-7.35(3H, 

m),7.75(2H.d.J=8.7Hz), 

8.16(1H,s) 


ot- 
18-10 


cr-18 




CH20Me 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H,d, J=6.9Hz).2.48-2.64 
(2H.mX3.1 9-3.31 (1 H,m),3.62 
(3H.sX3.88(3H.sX4.1 8(2H.sX4.48 
(2H,sX6.70(2H,mX7.32(1 H.d,J=7. 
8HzX7.74(2H.d r J=8.1Hz). 
7B7(2H,d,J=8.1Hz) 


or- 
18-11 


or-18 


f 3 coW 


CH20nPr 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.94(3H,t.J=7.5HzX1 .28(3H,d,J= 
6.6Hz).1 .61 -1 .65(2H.mX2.48- 
2.64(2H,m).3.22-3.29(1 H.m), 
3.48(2H,t,J=6.6HzX3.63(3H,sX 
3.88(3H,s).4.1 7(2H r s).4.51 (2H t s), 
6.73-6.76(2H,mX7.31-7.33 
(3H.m). 7.75(2H.d,J=8.7Hz) 


a- 
18-12 


ff-18 




Me 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H.d, J=7.2HzX2.26(3H.sX2. 
47-2.62(2H.m).3.22-3.29(1 H.m). 
3.62(3H p sX3.89(3H f sX4.1 0(2H.sX 
6.73-6.76(2H.mX7.32(1 H.d. 
J=7.8Hz),7.73(2H,d.J=8.1 HzX 
7.80(2H.d.J=8.1Hz) 


or- 
18-13 


or-18 




CH=NO 
nPr 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.98(3H.t.J=7.5Hz),1 .29(3H.d,J= 
6.9Hz).1 .69-1 .81 (2H.m).2.48- 
2.65(2H.m),3. 1 9-3.32(1 H.mX 
3.63(3H,sX3.88(3H,sX4. 1 3(2H,t, 
J=6.9HzX4.30(2H r s).6.72-6.76 
(2H.mX7.33(1 H.d. J=7.8Hz),7.75( 
2H.d.J=8.4Hz).7.84(2H.d,J=8.4H 
zX8.20(1H.s) 


Of — 
18-14 


Qf-18 




CH-NO 
(CH2)2F 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d,J=7.2Hz) r 2.49-2.65 

(2H r mX3.20-3.32(1 H,mX3.63 

(3H,s),3.8(3H,sX4.28(2H,sX4.39( 

2H,d.J=28.5Hz).4.69(2H.d,J=47. 

4HzX6.73-6.77(2Km),7.32(1H,d, 

J=7.5HzX7.76(2H,d.J=8.4Hz),7.8 

3(2H.d. J=8.4Hz). 8.26 (1 H, s) 


ar- 
18-15 


Qf-18 




(CH2)20Me 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 ,29(3H.d. J=6.9Hz),2.49-2.65 
(2H,m).2.99(2H,t,J=6.9Hz),3.22- 
3.35(4H,m),3.63(3H,sX3.64(2H,t 
J=6.9HzX3.88(3H.sX4.1 5(2H.s),6 
.72-6.77(2H,mX7.33(1 H.d.J=7.8 
Hz) f 7.73(2H,d,J=8.4Hz) t 7.88(2H. 
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No 




R1 


R2 


X1 


=?3,R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 
































< 


iJ=8.4Hz) 


a - 
18-16 


Qf-18 


XT 


{PCX- 


s 


H,H 


□Me 


H 


H 


H 


H 


H 


Me 


LI 

n 


Me 


( 


1 .29(3H,d.J=6.9Hz),2.49-2.65 
2H,m),3.20-3.32(1H,m) ( 3.62 
,3H,s),3.84(3H 1 s) J 3.9 1 (2H,s\4.05 
'9H «] S Q'tf 9H O 6 56-6 59 (2H 
mX6.70-6.76(3H,m).7.29(1 Kd. 
J=8.4HzX7.68(2H t d,J=8.4Hz),7.7 
4 (2H.d,J=8.4Hz) 


ot — 
18-17 


Qf-18 




CH=NO 
cPen 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H.d, J=6.9Hz), 1 .6-1 .8(8H, 

m),2.48-2.65(2H,m),3.1 9-3.31 

(1H > m),3.63(3H,s),3.87(3H > s),4.3 

nfou _\ a -ja(i u m") R 79—6 76 
J\crt,sj,**. Joy. i n.rrv.o. it. v.iv 

(2H t m) 1 7.32C1H,d,J=7.8 Hz), 7.75 

(2H,d,J=8.7Hz).7.84(2H.d,J=8.7 

Hz). 8.16(1H,s) 


a- 
18-18 


a-18 




CH=NOiPr 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d.J=6.9Hz),1 .32(6H,d,J= 
6.6Hz),2.48-2 65(2H,m),3.19- 

•3 T1 (1 Ul 1 R^f^M <s^ ^ R7C\H «;} 
o.o I ^ I n,m^,i3.ook«jn,sy, o.o /\on,i/ 

,4.30(2H,s) f 4.41 -4.49(1 H,m).6.72 

-6.76(2H,m),7.32(1 H,d,J=7.8Hz), 

7.75(2H,d 1 J=8.4Hz),7.84(2H,d,J= 

8.4Hz),8.18(1H T s) 


a- 
18-19 


a-18 




CH=NOMe 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d,J=6.9Hz),2.48-2.65 
C2H T m).3.20-3.29(1 H,m),3.63(3H, 
Sj,o.oown,S.J P o.a f\.or\,s/, c *.-J\j\£.n, 
s).6.73-6.79(2H,m),7.34<1 H,d, 
J=7.5Hz),7.75(2H,d,J=8.4Hz).7.8 
3(2H, d, J=8.4 Hz). 8.15 (1H. s) 


a- 
18-20 


Qf-18 




CH=NO 
(CH2)2CI 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d, J=6.6Hz),2.49-2.66 
(2H,m),3.20-3.32(1 H.m),3.64(3H. 
s).3.78(2H.t,J=5.7Hz),3.88<3H.s), 
4.28(2H.sX4.38(2H,t,J=5.7Hz),6. 

TX-R 77(91-4 m^l 7 H d J=7 5 

Hz), 7.77 (2H. d, J=8.4 Hz), 7.82 
(2H, d, J=8.4 Hz). 8.26 (1 H. s) 


or- 
18-21 


a-18 




CH20nPr 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




0 94(3H,t,J=7.5HzXl.28(3H,d.J= 
7.2Hz),1.60-1 .67(2H,m),2.48- 

3.47(2H,t,J=6.6Hz).3.63(3H.s),3. 
88(3H.s),4.17(2H,s),450(2H.s),6. 
72-6.76(2H.m),7.32(1 H.d. J=7.8 
Hz), 7.45 (2H. d. J=8.4 Hz), 7.70 
(2H, d, J=8.4 Hz) 


a- 
18-22 


Q--18 




CH=NOMe 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29C3H,d) ( 2.48-2.65(2H.m),3.1 9 
-3.32(1 H,m),3.63(3H.s).3.88(3H, 
s),3.97(3H F s).4.29(2H,s),6.73- 
6.77(2H,m),7.32-7.35(3H,m), 
7.75(2H,d t J=8.7 Hz). 8.13 (1H. s) 


a- 
18-23 


a-18 




Me 


s 


H.H 


H 


H 


H 


H 


H 


Me 


H 


H 


Me 




1 .1 4(3H,d. J=6.6Hz),2.25(3H,sX 
2.64(2H.m),3.00(2H.m),3.62(3H.s 
X4.1 1(2H,s).7.09(2H,d,J=8.1 HzX 
7.33(2H,d,J=8.1 Hz),7.74(2H,d,J= 
8.4Hz),7.81(2H,d,J=8.4Hz) 



[0295] [J! 140] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a- 
18-24 


a-18 




CH20Et 


s 


HH 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(6H.m).2.57(2H,m>,3.26(1 H, 
m) ( 3.58(2H F m),3.63(3H,s),3.88 
(3H,s) r 4.19(2H.s) l 4.53(2H,s),6.73 
\ 1 n.s J,o. /OU M,d,J- /.oHzj, /. 
1 H,d,J=7.8Hz) f 7.74(2H,d t J=8.4H 
zX7.88(2H,d,J=8.4Hz) 


a- 
18-25 


Qf-18 




CH20nPr 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.95(3H,t„ J=7.5Hz). 1 .28(3H,d ,J= 
6.9Hz) T 1 .65(2H,m),2.57(2H,m). 
3.26(1 H,m),3.49(2H,t J=6.6Hz). 
3.62(3H,s),3.88(3H,s),4.18(2H,s), 
4.53(2H,s).6.73(1 H,s,),6.75(1 H,d, 
J- /.znzj, /. J JU H,d,J-7.2nzj, 
7.74(2H I d,J=8.4Hz) ( 7.88(2H,d,J= 
8.4Hz) 


a- 
18-26 


Qf-18 




CH20CH2 
cPr 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.24(1 H.m),0.58(1 H,m),1 .1 1 (1 H, 
m).1.28(3H,d,J=6.9Hz),2.56(2H. 
m).3.24(1 h,dd,J=6.9Hz) l 3.38(2H. 
d,J=6.9Hz),3.62(3H,s),3.88(3Rs) 
,4.1 tH,zn.s;,4.oo^zn 1 SAD. n.s, 
),6.75(1 H.d.J=7.2Hz),7.32(1 H.d.J 
=7.2Hz),7.74(2H,d.J=8.4Hz),7.90 
(2H.d.J=8.4Hz) 


a- 
17-1 


ff-17 




CH20Et 


0 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 






a- 
17-2 


CY-17 




CH20nPr 


o 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 






a- 
17-3 


Qf-17 




Me 


0 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 






a- 

17-4 


a -17 




CH20Et 


o 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 






a- 
17-5 


ar-17 




CH20nPr 


o 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 






a- 
17-6 


Qf-17 




Me 


o 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 






(X — 
18-27 


a-18 




CH20Et 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


Me 


Me 






Qf- 
18-28 


a-18 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


Me 


Me 






Oi~ 

18-29 


ar-18 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




2.09(3H T s),2.30(3H,s),2.59(2H,m) 
3.22(2H,m),4.1 1 (3H,s),5.1 7(2H,s 
),7.1 5(2H,d,J=8.4HzX7.34(2H,d,J 
=8.1 Hz).7.73(2H,d T J=8.7Hz).7.81 



[0296] [Jcl41] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


































(d,J=8.1Hz) | 


ct- 
18-30 


Qf-18 


F 3 C^ 


CH20Et 


S 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.25(3H,t r J=6.9Hz),1 .26(3H r d,J= 
7.2Hz),2.55(2H),3.27(1 H),3.58(2 
H,q,J=6.9Hz),3.61 (3H,s),4.21 (2H, 
s),4.50(2H,s),7.15(2H,d,J=8.1Hz) 
,7.35(2H,d,J=8.1Hz).7.75(2H,dJ= 
8.4Hz),7.87(2H,d,J=8.4Hz) 


Qf- 
18-31 


a-18 




CH20nPr 


S 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.95(3H,t,J=7.5Hz),1 .27(3H,d,J= 
6.9Hz), 1 .65(2H),2.55(2H),3.23(1 
H),3.48(2H.q.J=6.9Hz).3.61(3H.s 
)A21 (2H.s),4.50(2H.sX7.1 5(2H,d 
. J=8.1 Hz).7.35(2H,d,J=8.1 Hz),7. 
75(2H,dJ=8.4Hz) t 7.89(2H,d f J=8. 
4Hz) 


a- 
18-32 


Qf-18 


a JCr 


Me 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H,d, J=8.4Hz),2.21 (3H,s),2. 
55(2H)3.23(1 H).3.62(3H,s),3.88( 
3H,s),4.07(2H,s),6,72-6.76(2H, 
m).7.32(1 H,d. J=8.4Hz),7.44(2H,d 

I a A U \ ^ & 4 f*% Li _l 1 — r> A L.I \ 

, J-8.4Hz;,7.61 (.ZH.dJ-8.4Hz; 


a- 
18-33 


Qf-18 




Me 


S 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.26(3H r d,J=6.9Hz),2.20(3H,s) l 2. 
55(2H)3.24(1 H).3.61 (3H,s).4.09( 
3H,s).7.14(2H,d t J=8.1 Hz),7.34(1 
H,d,J=8.4Hz).7.44(2H,d,J=8.4Hz 
),7.62k2H.dJ-8.4Hz; 


a- 
18-34 


Qf-18 


w o 


Me 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.27(3H r d,J=6.9Hz),2.23(3H,s),2. 
56(2H)3.25(1 H).3.62(3Rs),3.88( 
3H,s).4.08(2H,s).6.72-6.76(2H. 
m).7.32(1 H.d.J=8.4Hz).7.71(2H,d 
r J=8.4Hz) 


or- 
18-35 


Qf-18 




Me 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.27(3H.d.J=6.9Hz),2.27(3H,s),2. 

55(2H)3.25(1 H).3.62(3H.s).4.09( 

2H,s),6,91-7.00(2H.m),7.35 

(1 H,t,J=8.1 Hz),7.73(2H,dJ=8.4H 

z),7.81(2H,d,J=8.4Hz) 


a- 
18-36 


Qf-18 




CH20Et 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 25(3H,t, J=8.4Hz),1 .26(3H t t, J= 
6.9Hz),2.55(2H)3.26(1 H),3.59(2H 
,q,J=6.9Hz),3.62(3Hs) ) 4.1 8(2H f s 
),4.53(2H,s).6.95(2H,d,J=8.7Hz), 
7.32-7.39(3H,m), 
7.79(2H.dJ=8.7Hz) 


or- 
18-37 


Qf-18 




CH20Et 


S 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




i .tutjri.a.j— o.y nz/, i .z / kJn.a.j— 

8.tHz),2.55(2H)3.27(1H),3.61(2H 

.q,J=8.2Hz).3.62(3H >S ),6,95(2H,d 

.J=9.6Hz).7.37(1 H.t J=7.5Hz).7.7 

5(2H.dJ=8.4Hz), 

7.83(2H,d,J=8.4Hz) 


a- 
18-38 


Qf-18 




CH=NOEt 


S 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(3H,d,J=8. 1 Hz),1 .34(3H,t, J= 
7.2Hz),2.55(2H)3.25(1 H),3.62(3H 
,s),4.26(2H,q„J=7.2Hz) ( 4.31(2H, 
s),6,04(2H.d.J=9.4Hz).7.36(1 H.t 
J=8.2Hz),7.82(2H,d,J=8.2Hz) 
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No 




R1 


R2 


XI 


R3,R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a- 
18-39 


cr-18 




CH20Et 


S 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 ,25(3H,t.J=7.2Hz) ( 2.54(2H),3.2 
4(1 H).3.58(2H,aJ=7.2Hz),3.62(3 
H,s),6.93(2H ( d,J=9.6HzX7.37(1H, 

+ 1— 1 ?Ht'I 7 dfil'9 H H 1— P A\A-r\ 1 

x,o— /.znzA / .tov.zn.u.u— o.4nz^, / . 
68(2H,d,J=8.4Hz) 


a- 
18-40 


ff-18 




Me 


S 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d, J=6.9Hz) t 2.27(3H,sX 
2.52-2.70(2H,m),3.44-3.57(1 H, 
m),3.62(3H,s).4.1 3(2H t s),7.07- 


a~ 
18-41 


a-18 




CH20Et 


S 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(3H,t,J=6.9Hz),1 29(3H,d,J= 
6.9Hz),2.61 (2H).3.59(2H,q,J=6.9 
Hz).3.63(3H 1 s),4.23(2H,s),4.53(2 
H,s), 7.08-7. 1 5(3H,m) f 7.75(2H,d f 


a- 
18-42 


or-18 




CH20nPr 


S 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




0.97(3H,t,J=7.2Hz),1 28(3H,d,J= 
6.9Hz), 1 ,64(2H),2.6 1 (2H),3.49(3 
H ( s).3.62(3H.s),4.23(2H r s),4.52(2 
H.s),7.07-7.1 4(3H,mX7.75(2H,d, 
J— o.4MzJ, /.o Azn.a.J— o.4nzJ 


ot- 
18-43 


Qf-18 




CH=NOEt 


S 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1.29(3H,dJ=6.9Hz),1 .34(3H,t,J= 
6.9HzX2.61 (2H) r 3.53(1 H) t 3.62(3 
H,sX4.23(2H,qJ=6.9HzX4.37(2H, 
sX7. 10-7.1 5(3H,mX7.76(2H,d, 
J=8.4Hz),7.82(2H,d.J=8.4Hz) 


a - 
18-44 


Qf-18 




Me 


s 


H,H 


H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1.22(3H,d,J=7.2HzX2.24(3H,sX2. 
34(3H,sX2.55(2HX3.51 (1 H,),3,62 
(3H,s),4.1 1 (2H r sX7.09-7.24(3H, 
mX7.71(2H,d,J=8,4HzX7.82(2H,d 
,J=8.4Hz) 


— 

18-45 


a-18 


jTY 


CH=NOEt 


s 


H,H 


H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1 .22(3H,d, J=6.9HzX2.35(3H,t, J= 
7.2HzX2.34(3H,s),2.55(2H),3.49( 
1 HJ,3.0a(3H,sA4.2ZuHJ r 4.30t.ZH 
,s)7.1 0(1 H,d, J=8.1 Hz),7.22(1 H,d, 
J=4.8Hz),776(2H,d F J=8.4HzX7.8 
3(2H,d.J=8.4Hz) 


a- 
18-46 


nf — i Q 


Pi" 




o 


n,M 


Ul 

ri 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1 .21 (3H.d,J=6.9HzX1 .25(3H.t,J= 
6.9HzX2.33(3H,s).2.55(2H),3.48( 
1 HX3.56(2H.q,J=6.9HzX3.62(3H 
,s;,4.1 9VzH,s^4.47tZH,s;,7. 1 Ov.1 H 
,d,J=8.1 Hz),7. 1 9-7.25(2H,m), 
7.46(2H.d.J=8.4Hz).7.67(2H,d.J= 
8.4Hz) 


a- 
18-47 


a-18 




CH20Et 


s 


H,H 


H 


Me 


H 


H 


H 


H 


Me 


H 


Me 




1 .22(3H,d,J=6.9Hz) r 1 .26(3H,t, J= 

6.9HzX2.33(3H,sX2.55(2HX3.48( 

1 H,X3.57(2H,q,J=6.9HzX3.62(3H 

r sX4.01(2H,s),4.50(2H,sX7.1 3(1 H 

.d.J=7.8HzX7.19-7.25(2H,m). 

7.75(2H,d,J=8.4Hz),7.88(2H,d,J= 

8.4Hz) 


a- 
18-48 


a-18 




CH=NOEt 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1.27(3H,t,J=7.2Hz),1 .35{3H,t.J= 
7.2Hz),2.47-2.64(2H.m),3.1 8- 
3.31 (1 H,mX3.62(3H,s).4.23(2H,q, 
J=7.2Hz),4.35(2H t sX7.1 5(2H,d,J 
=8.1 HzX7.37(2H.d,J=8.1 Hz).7.76 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


































(2H,d 1 J=8.4Hz) I 7.83(2H ( d,J=8.4 
Hz) 


a- 
18-49 


cr-18 




CH=NOEt 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,t,J=6.9Hz),1 .33(3H,t.J= 

ft QI-ItI O Aft — O Ri^OH m ^ 1 1 7— 

3.32(1H l m).3.63(3H 1 s),3.87(3H,s) 
,4.22(2H,q,J=6.9HzX4.30C2H,s) > 6 
.70-6.80C2H,m),7.33(1 H,d,J=7.8 
Hz),7.75(2H.d,J=8.4Hz).7.84(2H. 
u f u — o.tn^/.o. 1 ov i n,j»/ 


a- 
18-50 


ar-18 




CH2CN 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d, J=6.9Hz).2.49-2.64 
(2H,m),3.20-3.32(1 H,m).3.62 
(3H,s),3.83(2H,s) ( 3.90(3H 7 s) > 4.21 
(2H.s).6.73-6.76(2H.m).7.33 
(1 H,d,J=8.1 Hz),7.75-7.82(4H,m) 


or- 
18-51 


Qf-18 


xy 

FaCCT^ 


CH=NOMe 


s 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 ")7rtU A \—t% QUI-rl 9 A1— 7 ffi 
\.^/\Or\,0,O—0.lfnZ.J,£. d t/ d.DJ 

(2H,in),3.22-3.30(1 H,m).3.62 
(3H,s),3.97(3H,s),4.31 (2H.s), 
6.92-7.40(5H.m),7.72(2H.d, 
J=9Hz),8.1 1(1 H.s) 


a- 
18-52 


ar-18 




CH=NOEt 


s 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(3H T d.J=6.9Hz).1 .34(3H.t J= 
f.Zriz),ZA /-z.DJUn,mW.2U- 
3.32(1 H.m).3.63(3H,s).4.25(2H.q. 
J=6.9Hz),4.31 (2H.s),6.94(2H,d.J 
=9.0Hz),7.30-7.40(3H,m).7.73 
(2H,d.J=9.0Hz),8.150H.s) 


Qf- 
18-53 


ar-18 




CH=NOMe 


s 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 tlf'iU A I— a QUI -A O A~l— O R*i 

(2H.m),3.20-3.30(1 H.m),3.62 
(3H,s),3.98(3H f s),4.32(2H,s),6.9- 
6.97(2H.m), 7.37(1 H,tJ=7.8Hz),7. 
76(2H,d, J=7.8Hz),7.81 (2H.d,J=7. 
8Hz).8.13(1H.s) 


or- 
18-54 


ar-18 




CH=NOMe 


s 


H.H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 •JQf'51-l A \-R Qt-J 7 ^ 0 ^0—0 7f» 
I .^S7V.«5r1,0,O— X3.9nZ/,£..0£ £..i\J 

(2H,m).3.45-3.55(1 H.m),3.63(3H. 
s).3.99(3H ( s).4.38(2H.s) 1 7.1 0- 
7.20(3H,m),7.77(2H,d I J=9.0Hz) > 
7.81 (2H,d,J=8.4Hz).8.1 5(1 H,s) 


Of — 
1 8-55 


o--18 


fY 


CH=NOEt 


s 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d,J=7.2Hz),1 .34(3 H.t J= 
7.2Hz),2.50-2.70(2H,m) 1 3.45- 
3.08U n,m),3fi3K3H,$),4.22\,2ri,q, 
J=7.2Hz),4.36(2H.s).7.1 0-7.20 
(3H,m),7.35(2H,d,J=9.0Hz),7.73( 
2H,d,J=9.0Hz)8.15(1H,s) 


a- 
18-56 


a-18 




Me 


s 


H,H 


H 


CI 


H 


H 


H 


H 


Me 


H 


Me 






a- 
18-57 


or-18 




0H2OEt 


s 


H.H 


H 


CI 


H 


H 


H 


H 


Me 


H 


Me 






(X- 
18-58 


or-18 




GH=NOEt 


s 


H,H 


H 


CI 


H 


H 


H 


H 


Me 


H 


Me 







[0299] Dgl44] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a- 
18-59 


a-18 




Me 


S 


H.H 


OMe 


H 


H 


F 


H 


H 


Me 


H 


Me 






ct~ 
18-60 


o?-18 




CH20Et 


S 


H,H 


OMe 


H 


H 


F 


H 


H 


Me 


H 


Me 






a- 
18-61 


or-18 




CH=NOEt 


S 


H.H 


OMe 


H 


H 


F 


H 


H 


Me 


H 


Me 






a- 
18-62 


Qf-18 




Me 


S 


H P H 


OMe 


H 


H 


CI 


H 


H 


Me 


H 


Me 






Of — 
18-63 


or-18 




CH20Et 


S 


H,H 


OMe 


H 


H 


C! 


H 


H 


Me 


H 


Me 






or- 
18-64 


or-18 




CH=NOEt 


S 


H r H 


OMe 


H 


H 


CI 


H 


H 


Me 


H 


Me 






a- 

18-65 


Qf-18 




CH=NOMe 


S 


H.H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H.d.J=6.9Hz).2.52-2.72 
(2H,m),3.45-3.55(1 H,m).3.63(3H, 
s).3.98(3H,s),4.37(2H.s).7.10- 
7.1 7(3H,m),7.35(2H r d t J=9.0Hz), 
7.72(2H,d,J=8.7Hz).8.12(1H,s) 


at- 
18-66 


or-18 




CH=NOMe 


S 


H.H 


H 


F 


H 


H 


H 


H 


Me 


H 


Me 




1 .Z9(.3H,a, J-0.9Hz;,2.5Z-<d. 70 
(2H,m) ( 3.44-3.60(1 H,m),3.63(3H, 
s).3.98(3H.s)A37(2H.s).7.10- 
7.1 7(3H.m),7.49(2H t d,J=9.0Hz), 
7.62(2H,d.J=8.7Hz),8.13(1 H,s) 


a- 
18-67 


Qf-18 




CH=NOMe 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .27(3H,d, J=6.9Hz),2.47-2.63 

s).3.97(3H,s),4.31<2H,s),6.91- 
6.98(2H,m).7.37(1 H,t.J=7.8Hz), 
7.48(2H,d, J=8.7Hz),7.61 (2H,d, J= 
8.7Hz),8.11(1H,s) 


a- 
18-68 


or-18 


-XT 


CH=NOMe 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .28(3H t d,J=6.9Hz),2.48-3.32 

(3H,m),3.63(3H,s),3.87(3H,s),3.9 

6(3H.s),4.29(2H.s).6.70-6.80(2H. 

m).7.34(1H,t,J=7.8Hz),7.47(2H.d. 

J=9Hz),7.63(2H,d,J=8.7Hz),8.1 2( 

1H r s) 


Oi ~ 

18-69 


or-18 




CH2CN 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .29(3H,d, J=6.9Hz).2.49-264 
(2H,m),3.20-3.32(1 H,m),3.62 
(3H,s) > 3.83(2H,s),3.90(3H,s),4.21 
(2H,sX6.73-6.76(2H.m),7.33 
(1H,d,J=8.1Hz),7 75-7.82(4H,m) 



[0300] [^145] 



WO 2005/054213 



243 



PCT/JP2004/017706 




No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


mp 


NMR(CDCI3 or DMSO-d6) 


5" 
11-1 


5-11 






s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


oil 


1 .o 1 wn.d, J— O.y nz.),£..o\j\.zn), 
1H).3.85(3H,s),4.05(2H.s),4.08(2H. 
s).6.02(1 H).6.29(1 H),6.74(2H),7,30 
(1 H,d.J=7.8Hz),7.34(1 H),7 72C2H, 
d.J=8.4Hz),7.801(2H,d > J=8.4Hz) 


5~ 
11-2 


5-11 


f 3 c^ 


or 


s 


H.H 


H 


H 


H 


H 


H 


H 


Me 


H 


oil 


1.29(3H,d.J=6.9HzX2.59(2H),3.24( 
1 Ha4.U4^ZH,sa4.UB(,2H,s;,o.UoU H 
X6.30C1 HX7.1 5(2H.d,J=8.4Hz),7.3 
2(2H,d,J=8.4Hz).7.35(1H),7.72(2H 
,d r J=8.4Hz),7.81 (2H,d.J=8.4Hz) 


&- 
11-3 


p -i i 




CH20 
(CH2)2F 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1.30(3H,t,J=6.9Hz).2.52-2.68(2H, 
m),3.1 8-3.30(1 H,m),72-3.75(1 H, 
m),3. 82-3.85(1 H,m),3.87(3H.s), 

A -i ft/'ou — \ A cf\ A M/-I I t \ A ei 

4.1 9t,ZH,s;,4.50-4.o3(,l H.rrv.^.bJ 
(2H lS ),4.66-4.68(1H,m),6.73-6.80 
(2H,m) t 7.32(1H,d,J=8.4Hz),7.74(2 
H,dJ=8.4Hz) 1 7.89(2H,d,J=8.4Hz) 


/? _ 
P 

11-4 


5-11 




0H2OEt 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1 .25(3H,t,J=7.2Hz),1 .30((3H,d,J=7 
.2Hz),2.52-2.68(2H,m),3.1 8-3.30 

^ 1 M.fTV, O.D / lw£M,q,»J— / .£.r\Z},J.oo\<3 

H,s).4.1 7(2H,s),4.5 1 (2H,s).6.7 1 - 
6.77(2H,m) p 7.30-7.34(2H r rrO,7.77- 
7.81 (2H,m) 


$- 
11-5 


5-11 




(CH2)20Et 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1.1 5(3H,t,J=7.2Hz),1 .32((3H.d.J=6 
.9Hz).2.54-2.69(2H,m),2.90(2H, 

+ 1— R fiM^I 1 1 Q— t (1 H ^ dfi 

t, j-o,onz;,<>. i s o.o i ^ i n,my,o. £ io 

(2H.q f J=7.2Hz),3.63(2H,t f J=6.6Hz 

).3..87(3H,s),4.14(2H,s),6.63-6.78 

(2H,mX7.33(1H,d,J=7.8HzX7.72(2 

H,d.J=8.4HzU7.89(2H.d,J=8.4Hz) 


5- 

11-6 


5-11 




CH20Et 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1 .24(3H,t T J=6.9Hz), 1 30((3H,d. J=6 

.9Hz),2.52-2.68(2H,m),3.1 8-3.30 

(1H,m) 1 3.56(2H,q,J=6.9Hz),3..878( 

3H,s),4.16(2H,s),4.50(2H,s) t 6.72- 

6.77(2H.mX7.33(1H,d,J=7.5Hz),7. 

42-7.47(2H p m),7-66-7.70(2H l m) 


5~ 
11-7 


5-11 




Me 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1 .31 (3H,d,J=6.9Hz),2.20(3H,s) ( 2.5 
3-2.69(2H.m).3.1 9-3.31 (1 H.mX 
3.86(3H.s),3.88(3H.s),4.07(2H,s), 
6.73(1 H.s).6.76(1 H.d,J=7.8HzX 
6.96-7.03(2H,m),7.34(1 H,d.J=7.8 
Hz),7.59-7.63(2H.m) 


0- 
11-8 


5-11 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


101- 
103 


1.31(3H,d,J=7.2Hz), 1.33(3H,t, 
J=6.9Hz). 2.52-2.69(2H.m), 3.18- 
3.30(1 H,m), 3.67(3H,s), 4.12(2H,q. 



[0301] [Jcl46] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


mp 


NMR(CDCI3 or DMSO-d6) 
































J=6.9Hz). 4.29(2H.s). 6.72-6.77 
(2H.m). 7.34(1 H.d,J=7.8Hz). 7.47 
(2H,d.J=8.4Hz),7.84C2H,d,J=8.4Hz 
). 8.15(1H.s) 


0- 
11-9 


0-11 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


84-86 


1 .30-1 ,35(6H.m).2.52-2.70(2H. 
m) T 3.2 1-3.28(1 H 1 m) 1 3.87(3H,s), 
4.21(2H,q,J=6.9Hz).4.29(2H,s),6.7 
3-6.7 7(2H,m),7 .32-7 .35(3H.m) 
,7.75(2H.d,J=8.7Hz),8.1 5(1 H.s) 


0- 
11-10 






CH20Me 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


oil 


1 .31 (3H,d. J=6.9Hz),2.52-2.69(2H, 
m).3.1 8-3.30(1 H,m),3.42(3H,s), 
3.88(3H,s),4.18(2H,s),4.48(2H,s), 
6.73-6.77(2H.m).7.33<1 H.d.J=8.1 
Hz),7.74(2H,d, J=8. 1 Hz),7,87(2H,d, 
J=8.1Hz) 


0- 
11-11 


0-11 




CH20nPr 


s 


H t H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


oil 


0.94(3H,t,J=7.2Hz),1 .31(3H.d,J= 
6.9Hz),1 .58-1 .70(2H.m),2.52-2.69 
(2H.m).3.1 9-3.30(1 H,m),3.48(2H,t, 
J=6.6Hz),3.88(3H,s),4.1 7(2H.s). 
4.50(2H,s).6.73-6.77(2H,m).7.30- 
7.34(3H,m),7.80(2H,d ( J=9.0Hz) 


0- 
11-12 


0-11 


F 3 C^ 


Me 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


115.5 
117.5 


1.31(3H.d.J=6.9Hz)Z26(3H.s).2.5 
3-2.69(2H ? m),3.21 -3.31 (1 H,m), 
3.88(3H.s).4.1 0(2H.s).6.73-6.77 
(2H,m),7.33(1 H,d,J=8.1 Hz).7.73(2 
H,d.J=8.1 Hz).7.80(2H,d,J=8.1 Hz) 


0- 
1 1-13 


0-11 


i 3*-» 


CH=NO 
nPr 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


71.0- 
72.0 


0.97(3H.t,J=7.5Hz).1 31(3H.d.J= 
6.9Hz),1 .7 1-1 ,80(2H,m),2.52-2 .70 
(2H,m)3.21 -3.31 (1 H.m),3.87(3H, 
s) f 4.13(2H.t f J=6.9Hz),4.30(2H, S X 
6.73(1 H,s),6.76(1 H,d,J=7.8Hz),7.3 
4(1 H,d,J=7.8Hz).7.75(2H,d.J=8.1 H 
z).7.84(2H.d,J=8.1 Hz).8.1 9(1 H.s) 


0- 
11-14 


0-11 


iff 


CH=NO 
<CH2)2F 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


92.0- 
93.5 


1 .31 (3H,d. J=6.9Hz),2.52-2.70(2H, 

m),3. 1 9-3.31 (1 H,m),3.87(3H,s). 

4.28(2H I s),4.38(2H.d.J=28.5Hz). 

4.68(2H,d,J=47.4Hz),6.74-6.78 

(2H T m),7.33(1H,d,J=7.8Hz),7.76(2 

H,d.J=8.4Hz).7.83(2H.d.J=8.4Hz), 

8.25(1 H.s) 


0- 
11-15 


0-11 




(CH2)20Me 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


80.0- 
81.0 


1.32(3H,d,J=6.9Hz),2.54-2.69(2H, 

m),2.89(2H,t,J=6.9Hz),3,21-3.33 

(4H,m),3.59(2H,t,J=6.9Hz),3.87(3 

H t s),4.13(2H,s),6.74-6.78(2H,s) r 

7.33(1 H.d. J=7.8Hz).7.73(2H,d l J= 

8.7Hz),7.86(2H,d,J=8.7Hz) 


0- 
11-16 


0-11 






s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


70.0- 
72.0 


1.31 (3H, d, J=7.2 Hz). 2.53-2.59 
(2H,m),3.21 -3.28(1 H,m),3.83(3H, 
s).3.90(2H,s),4.04(2H ( s),5.94(2H. 
s),6.55-6.58(2H,m).6.70-6.76(3H. 
m).7.28(1 H.d.J=8.1 Hz).7.68(2H,d, 
J=8.4Hz),7.74(2H,d,J=8.4 Hz) 



[0302] [^147] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


mp 


NMR(CDC13 or DMSO-d6) 


/S- 
11-17 


£-11 




CH=NO 
cPen 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


71.0- 
72.5 


1 .32(3H,d, J=6.9Hz),1 .59-1 .86(8H, 

m),2.53-2.70(2H t m),3.21-3.29(1K 

m),3.87C3H,s),4.30(2H,s),4.78(1H, 

m) r 6.73-6.77(2H,m),7.33(1 H.d. 

J=7.8Hz).7.75(2H,d.J=8.4Hz),7.84 

(2H,d,J=8.4Hz).8.16(1H.s) 


0- 
11-18 


^-11 




CH=NOiPr 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


86.0- 
87.0 


1 .30-1 33(9H.m),2.53-2.70(2H, 
m),3.1 9-3.31(1 H,m),3.87(3H,m), 
4.30(2H,s) f 4.39~4.51 (1 H r m),6.73 
-6.78C2H,mX7.34(1 H,d ( J=7.8Hz), 
7.75(2H,d,J=8.4HzX7.84(2H,d,J=8 
.4Hz),8.18ClH.s) 


$' 
11-19 


£-11 




CH=NOMe 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


83.0- 
84.0 


1 .31 (3H,d,J=6.9Hz).2.53-2.70(2H, 
m),3.1 9-3.31 (1 H,m) 1 3.87C3H,s), 
3.97C3H,s),4.30(2H,s),6.73-6.77 
(2H,m),7.35(1H,d,J=7.8Hz),7 75(2 
H,d I J=8.4Hz) r 7.83(2H,d,J=8.4Hz) T 
8.15 CI H, s) 


P- 
11-20 


-11 




CH=NO 
CCH2)2CI 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


105.5 
107.0 


1.32(3H.d,J=6.9HzX2.53-2.70(2H, 
m).3.1 9-3.31 (1 H.mX3.77(2H.tJ= 
5.7Hz),3.88C3H.sX4.28(2H.s),4.37C 
2H,t,J=5.7HzX6.74-6.78(2H,m), 
7.32(1 H,d.J=7.5HzX7.76(2H.d,J=8 
.4HzX7.82(2H,d,J=8.4HzX8.25(1 H. 
s) 


0- 
11-21 


£-11 


CI XX 


CH20nPr 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


oil 


0.94(3H,t.J=7.5Hz) r 1 .31 (3H,d,J=6. 
9Hz),1 .57-1 69(2H,mX2.52-2.69 
(2H.m),3.1 8-3.30(1 H,m),3.46(2H, 
t.J=6.6Hz),3.87(3H,sX4.1 6(2H,sX 
4.49(2H.sX6.73-6.77(2H,mX7.33 
(1 H,d.J=7.5HzX7.45(2H.d.J=8.4Hz 
X7.69(2H,d,J=8.4Hz) 


11-22 


£-11 


F 3 CO > ^ 


CH=NOMe 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


99.0- 
100.0 


1 .31 (3H,d.J=6.9HzX2.52-2.70 

(2H,m),3.19-3.31(1H.mX3.87(3H, 

sX3.96(3H,sX4.29(2H,sX6.73-6.77 

(2H,m),7.33-7.35(3H.mX7.74 

(2H,d,J=8.7Hz),8.12(1H.s) 


0~ 
11-23 


0-11 




Me 


s 


H.H 


H 


H 


H 


H 


H 


Me 


H 


H 


86-88 


1 .01 (3H,d, J=6.6HzX2.23(3H,sX 
2.60(2H,mX2.83(2H F mX4.30(2H f s), 
7.1 5(2H t d,J=8.4HzX7.33(2H,d,J=8 
.4Hz),7.92(4H,m) 


/S- 
11-24 


Q 11 
P -1 1 






s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


82-84 


1.25(6H.mX2.60(2H.m),3.24(1H.m) 
,3.58(2H.q.J=6.9HzX3.88(3H,sX 
4.1 8(2H,sX4.53(2H T sX6.73(1 H,s,X 
6.75(1 H,d,J=7.8HzX7.33(1 H.d.J=7 
.8Hz),7.74(2H,d,J=8.1HzX7.88(2H, 
d,J=8.1Hz) 


0- 
11-25 


£-11 




CH20nPr 


s 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


65-69 


0.94(3H,t,J=7.5HzXl.30(3H,d,J=8. 
4Hz),1 .65(2H,mX2.60(2H f m),3.25( 
1 H.mX3.49(2H.t J=6.6HzX3.88(3H 
,sX4.1 8(2H,sX4.53(2H,sX6.73(1 H,s 
,X6.75(1 H,d, J=7.8HzX7.33(1 H f d,J 
=7.8HzX7.73(2H,d,J=8.4Hz),7.89( 
2H,d.J=8.4Hz) 



[0303] [Jei48] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


mp 


NMR(CDCI3 or DMSO-d6) 


B- 

11-26 


0-11 




CH20CH2 
cPr 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


55-58 




B~ 
10-1 


0-10 




CH20Et 


o 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


121- 
123 




10-2 


0-10 




CH20nPr 


0 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


127- 
129 




P~ 
10-3 


-10 


(TV 


Me 


o 


KH 


OMe 


H 


H 


H 


H 


H 


Me 


H 


96-98 




$- 
10-4 


0-10 


P3C-U 


CH20Et 


0 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


124- 
126 




b- 

10-5 


0-10 




CH20nPr 


0 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


122- 
124 




/?- 
10-6 


jS -10 




Me 


0 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


113- 
115 




0- 
11-27 


S -1 1 




CH20Et 


s 


HH 


H 


H 


H 


H 


l-l 


l-l 


Me 


Me 


90—92 




$' 
11-28 


£-11 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


Me 


108- 
109 




/8- 
11-29 


0-11 




Me 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


183- 
186.5 


1 .28(3H,d,J=7.2Hz),2.30(3H,s), 
2.59(2H,m),3.24(1 H r m),4.1 1 (3H,s), 
4.79(2H,s,),7.15(2H,d,J=8.4Hz),7.3 
4(2H,d,J=8.4Hz),7.74(2H.m), 
7.81 (2 H.m) 


JS- 
11-30 


0-11 




CH20Et 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


83-84 


1 .1 3(3H,tJ=6.9Hz),1 .1 8(3H,d,J=6. 

9HzX3.15(1H).3.51(2H).4.32 

(2H,s).4.50(2H,s),7.22(2H,d,J=8.4 

Hz),7.35(2H,d,J=8.4Hz),7.93(2H,d 

J=8.7Hz),7.99(2H.d,J=8.4Hz) 


0- 
11-31 


0-11 




CH20nPr 


s 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


59-60 


0.94(3H,t, J=7.2Hz). 1 29(3H,d, J-6. 

9Hz),1 .64(2H),2.58(2H), 

3.26(1 H),3.47(3H,t.J=6.6Hz),4.21 ( 

2H,s),4.49(2H.s),7.15(2H I d r J=8.4H 

z),7.34(2H r d,J=8.4Hz),7.74(2KdJ 

=8.4Hz) r 7.87(2H r d,J=8.4Hz) 


0- 
11-32 


0-11 




Me 


s 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


116- 
117 


1 .30(3H,d,J=6.9Hz),2.21 (3H.s), 

2.65(2H),3.24(1H),3.87(3H,s),4.07( 

2H,s),6,72-6.78(2H.m),7.32(1H l d, 

J=8.4Hz),7.44(2H,d,J=8.4Hz).7.61 

(2H,dJ=8.4Hz) 



[0304] [^149] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


RIO 


R15 


R16 


mp 


NMR(CDCI3 or DMSO-d6) 


0- 
11-33 


0-11 




Me 


S 


H,H 


H 


H 


H 


H 


H 


H 


Me 


H 


149- 
150 


1 .29(3H,d r J=6.9Hz),2.1 9(3H,s), 

2.59(2H)3.24(1 H).4.09(2H.s), 

7. 14(2H,d,J=8.4Hz), 7.34(2 H,d,J=8 

.4Hz),7.44(2H,d t J=8.4Hz),7.62(2H, 

dJ=8.4Hz) 


0- 
11-34 


0-11 




Me 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


75-76 


1.30(3H,d r J=6.9Hz),2.23(3H,s)Z6 
0(2H),3.24(1H),3.88(3H,s).4.07(2H 
,s),6,72-6.78(2H,m).7.32(3H, 
d. J=8.4Hz) r 7.71 (2H.d.J=8.4Hz) 


0- 
11-35 


0-11 




Me 


S 


H T H 


F 


H 


H 


H 


H 


H 


Me 


H 


117- 
118 


1 .30(3H,d,J=6.9Hz),2.26(3H,s). 
2.59(2H),3.24(1 H),4.09(2H,s), 
6,92(1 H T s) r 6.96(1 H T m,),7.35(1 H.d, 
J=8.4Hz),7.73(2H,d,J=8.4Hz), 
7.80(2H,d,J=8.4Hz) 


0- 

11-36 


0-11 




CH20Et 


S 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


55-56 


1 ,25(3H,tJ=6.9Hz),1 .29(3H,d,J=6. 
9Hz),2.59(2H),3.24(1H).3.59(2H,q, 
J=6.9Hz),4.18(2H,s),4.52(2H,s),6 T 
94(2H.d,J=9.0Hz).7.31 -7.40 
(3H,rrO,7.79(2H,d,J=8.4Hz) 


0- 
11-37 


0-11 




CH20Et 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


87-88 


1 .26(3H,t J=6.9Hz),1 .29(3H,d, J=6. 
9Hz).2.59(2H).3.23(1H).3.59(2H.q. 
J=6.9Hz),4.19(2H,s) r 4.54(2H,s),6, 

94(2H t d.J=9.0Hz),7.36(3H,t.J=7.5 
Hz).7.74(2H l d.J=8.4Hz) t 7.87(2H > d. 
J=8.4) 


0- 
11-38 


0-11 




CH=NOEt 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


148- 
149 


1 .29(3H,dJ=6.9Hz) r 1 34(3H,t,J=6. 
9Hz).2.58(2H),3.24(1H),3.59(2H), 
4.31(2H.s),6,94(2H,d,J=9.0Hz) r 7.3 
7(3H,tJ=7.5Hz),7.74(2H,dJ=8.4H 
z).7.87(2H,d,J=8.4).8.1 6(1 H,s) 


0- 
11-39 


0-11 




CH20Et 


S 


H,H 


F 


H 


H 


H 


H 


H 


Me 


H 


60-61 


1 .25(3H,tJ=6.9Hz),1 28(3H,d.J=6. 

9Hz),2.59(2H),3.23(1H),3.59(2H > q t 

J=6.9Hz),4. 1 8(2H,s),4.5 1 (2H.s),6. 

94(2H.d.J=9.0Hz).7.37(3H,tJ=7.5 

Hz),7.46(2H,d,J=8.4Hz), 

7.67(2H,d,J=8.4) 


0- 
11-40 


0-11 




Me 


S 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


101- 
102 


1.29(3H,d,J=7.2Hz), 2.26(3H,s), 
2.55-2.75(2H.m), 3.44-3.56(1 H r 
m),4.13(2H,s), 7,07-7.1 8(3H,m), 
7.73-7.84(4H,m) 


0- 
11-41 


0-11 




CH20Et 


s 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


64-65 


1 .26(3H.tJ=6.9Hz),1 .30(3H,d, J=6. 
9Hz).2.64(2H),3.49(1H),3.59(2H,q, 
J=6.9Hz).4.23(2H.s),4.52(2H > s),7. 
07-7. 1 4(3H,m,).7.75(2H,d.J=8.4 
Hz).7.87(2H.d.J=8.4) 


0- 
11-42 


0-11 




CH20nPr 


s 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


72-73 


0.96(3H,tJ=7.2Hz) t 1.30(3H,d.J=7. 
2Hz), 1 .67(2H),2.65(2H) f 3.49(3H),4 
.23(2H,s).4.52(2H.s),7.07-7.14 
(3H,mJJ.75(2H,d,J=8.1Hz),7.87(2 
H,d f J=8.1) 


0- 
11-43 


0-11 




CH=NOEt 


s 


H T H 


H 


F 


H 


H 


H 


H 


Me 


H 


122- 
123 


1 .32(3H,tJ=7.2Hz),1 .35(3H,d, J=7. 
2Hz),2.64(2H),3.49(1H),4.23(2H,q t 
J=6.9Hz) f 4.38(2H r s),7.1 1-7.26 
(3H,m.),7.75(2H,d,J=8.4Hz),7.82(2 



[0305] Dill 50] 
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248 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


mp 


NMR(CDC!3 or DMSO-d6) 
































H.d.J=8.4) 


B- 
11-44 


0-11 




Me 


S 


H.H 


H 


Me 


H 


H 


H 


H 


Me 


H 


74-75 


1.23(3H.d.J=6.6Hz) ( 2.22<3H,s).2.3 
2(3H.s).2.57(2H).3.47(1H.),4.09(2 
H,s),7.1 1-7.24(3H,m).7.73(2H, 
d. J=8.4Hz) r 7-81 (2H,d. J=8.4Hz) 


B~ 
11-45 


0-11 




CH=NOEt 


S 


H,H 


H 


Me 


H 


H 


H 


H 


Me 


H 


103- 
104 


1 .24(3H,d,J=6.9Hz),1 34(3H,t,J=7. 

2Hz),2.33(3H,s),2.59(2H).3.48(1H) 

,4.22(2H,q,J=6.9Hz),4.34(2H,s) 

7.1 1 (1 H.d,J=8.1 Hz).7.21 -7.26(2H, 

m).7.75(2H,d,J=8.4Hz),7.83(2H,d, 

J=8.4Hz) 


$- 
11-46 


0-11 




CH20Et 


S 


H.H 


H 


Me 


H 


H 


H 


H 


Me 


H 


82-83 


1.23(3H,d,J=6.9Hz),1 .24(3H,t,J=6. 

9Hz),2.33(3H,s).2.60(2H),3.47(1H, 

),3.55(2H,q ( J=6.9Hz).4.19(2Ks)A 

467(2H,sX7.10(1Kd.J=8.1Hz), 

7.1 9-7.25(2H,m).7.45(2H t d. 

J=8.4Hz),7.68(2H,d,J=8.4Hz) 


B~ 
11-47 


£-11 




CH20Et 


S 


H.H 


H 


Me 


H 


H 


H 


H 


Me 


H 


66-67 


1 .23(3H,d, J=6.9Hz),1 .25(3H.t 

J=6.9Hz),2.33(3H,s),2.59(2H),3.47 

(1H,).3.54(2Hq.J=6.9Hz),4.20(2H, 

s),4.49(2H,s),7.1 0(1 H.d. J=7.8Hz). 

7.19-7.25(2H.m),7.75(2H.d, 

J=8.4Hz).7.87(2H,d.J-8.4Hz) 


fi- 
11-48 


£-11 




CH=NOEt 


S 


H.H 


H 


H 


H 


H 


H 


H 


Me 


H 


141.5 
142.5 


1 .1 9(3H,t, J=6.9Hz),1 .26(3H,t.J=6 

7.2Hz).3.04-3.20(1 H.m),4.1 5 

(2H,q.J=7.2Hz),4.43(2H,s),7.23(2 

H,d,J=8.4Hz),7.34(2H,d.J=8.4Hz), 

7.93(2H,d,J=8.4Hz),8.03(2H,d f J=8 

.4Hz).8.33(1H,s) 


&~ 
11-49 


iS-11 




CH=NOEt 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


97-98 


1.21(3H,t,J=6.9Hz),1.26(3H.t.J=6. 
9Hz),3.02-3.20(1 H,m).3.79 
(3H,s).4.14(2H,q.J=6.9Hz).4.33(2 
H.s),6.82(1 H.dd.J 1 =7.82Hz, J2=1 .2 
Hz),6.90(1 H t d,J=1 .2Hz) r 7.29(1 H.d, 
J=7.8Hz),7.93(2H.d.J=8.4Hz),8.03 
(2H.d,J=8.4Hz).8.32(1H r s) 


B- 

11-50 


0-11 




CH2CN 


S 


H.H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


107- 
110 


1 .31 (3H r d,J=7.2Hz).2.53-2.69 

(2H.m).3.20-3.31(1H,m),3.62(3H. 

s).3.82(2H,s),3.90(3H,s) t 4.22(2H,s 

).6.73-6.77(2H,m),7.32-7.35 

(1H,m).7.74-7.82(4H,m) 


B- 
11-51 






CH^NOMe 


S 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


115.5 
-117 


1 .1 9(3H.d, J=6.9Hz),3.1 0-3.20(1 H. 
m).3.88(3H,s).4.38(2H.sX7.07- 
7.46(3H.m).7.56(2H.d.J=8.1Hz),7. 
94(2H,d. J=8.1 Hz)..8.27(1 H,s) 


B- 

11-52 


0-11 


F 3 CO^^ 


CH=NOEt 


s 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


114- 

115 


1 .1 9(3H,t,J=6.9Hz).1 .26(3H,t,J=6. 
9Hz).3.1 0-3.20(1 H.m).4.1 4(2H,q. 
J=7.2Hz).4.38(2H.s),7.06-7.20 
(2H,m).7.43(1H.t,J=7.8Hz),7.56(2 
H,d,J=8.7Hz),7.94(2H,d,J=8.7Hz). 
8.28(1 H.s) 


B- 

11-53 


0-ii 


if J CH=NOMe 
F 3 C^ I 


s 


H,H 


F 


H 




H 


H 


H 


Me 


H 


148- 
149 


1 .1 9(3H,d,J=6.9Hz),3.1 0-3.20 
( 1 H.m),3.90(3H,s).4.40(2H, s).7.08 
-7.20(2H,m).7.44(1 H,t,J-7.8Hz). 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


RB 


R9 


R10 


R15 


R16 


mp 


NMR(CDCI3 or DMSO-d6) 
































7.93(2H,d,J=8.4Hz),.8.02(2H,d,J= 
8.4Hz).8.31(1H,s) 


B~ 
11-54 


0-11 




CH=NOMe 


S 


H.H 


H 


F 


H 


H 


H 


H 


Me 


H 


119.5 
120.5 


1.19(3H,d,J=6.9Hz),3.34-3.45 
(1 H,m).3.90(3H.s)A50(2H,s),7.1 6 
-7.33(3H,m),7.93(2H,d,J=8.1 Hz), 
8.03(2H.d,J=8.1 Hz),8.33(1 H,s) 


B' 
11-55 


/5-11 




CH=NOEt 


s 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


80-81 


1 .1 9(3H,t, J=6.9Hz),1 .26(3H.t.J= 
6.9Hz),3.30-3.43(1H,m).4.14(2Kq. 
J=7.2Hz),4.48(2H,s),7.1 5-7.27 
(3H,m),7.30(1 H.t,J=8.1 Hz),7.56(2 
H,d,J=8.1 Hz),7.95(2H,d,J=8J Hz), 
8.30(1 H,s) 


B~ 
11-56 


0-11 




Me 


s 


H,H 


H 


CI 


H 


H 


H 


H 


Me 


H 






$~ 
11-57 


jfi-11 




CH20Et 


s 


H.H 


H 


CI 


H 


H 


H 


H 


Me 


H 






B~ 
11-58 


Jfi-11 




CH=NOEt 


s 


H.H 


H 


CI 


H 


H 


H 


H 


Me 


H 






B- 

11-59 


jS-11 




Me 


s 


H.H 


OMe 


H 


H 


F 


H 


H 


Me 


H 






B- 
11-60 


0-11 




CH20Et 


s 


H,H 


OMe 


H 


H 


F 


H 


H 


Me 


H 






/fi- 
ll -61 


/S-11 




CH=NOEt 


s 


H,H 


OMe 


H 


H 


F 


H 


H 


Me 


H 






B~ 
11-62 


0-11 




Me 


s 


H.H 


OMe 


H 


H 


CI 


H 


H 


Me 


H 






/fi- 
ll -63 


/S-11 




CH20Et 


s 


H.H 


OMe 


H 


H 


CI 


H 


H 


Me 


H 






/fi- 
ll -64 


0-11 


XT 

F 3 C^ 


CH=NOEt 


s 


H.H 


OMe 


H 


H 


CI 


H 


H 


Me 


H 






/fi- 
ll -65 


0-11 




CH=NOMe 


s 


H,H 


H 


F 


H 


H 


H 


H 


Me 


H 


73.5- 
74 


1 .1 9(3H,d,J=6.9Hz),3.89(3H,s) ( 
4.48(2H.s).7.16~7.34(3H,m),7.56(2 
H.d.J=8.4Hz).7.95(2H,d.J=9Hz), 
8.30(1 H.s) 


/fi- 
ll -66 


0-11 


jcr 


CH=NOMe 


s 


H.H 


H 


F 


H 


H 


H 


H 


Me 


H 


119- 

120 


1 . 1 9(3H,d. J=6.9Hz),3.33-3.43 
(1H.m).3.89(3H.s),4.47(2H.s).7.15 
-7.33(3H,m).7.64(2H,d.J=9Hz), 
7.82(2H,d.J=8.7Hz).8.28(1 H.s) 


/fi- 
ll -67 


j8-11 




CH=NOMe 


s 


H.H 


F 


H 


H 


H 


H 


H 


Me 


H 


152- 
153 


1 . 1 9(3H,d, J=6.9Hz),3.05-3.20(1 H, 
m).3.89(3H.s),4.38(2H,s) f 7. 1 0(1 H. 
d.J=8.1 Hz)7.1 8(1 H.d,J=1 1 Hz)7.44 



[0307] [^152] 
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250 
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No 




m 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R9 


R10 


R15 


R16 


mp 


NMRCCDCI3 or DMSO-d6) 
































(1 H,t,J=8.1 Hz).7.64(2H.d,J=8.7Hz 
),7.82(2H ( d,J=8.7Hz),8.26(1 H,s) 


B- 

11-68 


0-11 




CH=NOMe 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 




1.28(3H,d,J=6.9Hz), 2.48-2.65 
(2H,m), 3.1 9-3.3 1(1 H,m), 3.87(3H, 
s), 3.96(3H,s), 4.29(2H,s) t 6.72 
(2H,m), 7.34(1 H,d.J=7.8Hz).7.47 
(2H,d,J=8.7Hz),7.63(2H r d,J=8.7Hz 
). 8.12(1H,s) 


B- 
11-69 


0-11 




CH2CN 


S 


H,H 


OMe 


H 


H 


H 


H 


H 


Me 


H 


107- 
110 


1 .3 1 (3H.d, J=7.2HzX2.53-2.69(2H, 
mX3.20-3.31 (1 H,m).3.62(3H,sX 
3.82(2H,s).3.90(3KsX4.22(2H.s). 

6.73- 6.77(2H,m).7.32-7.35(1H,m), 

7.74- 7.82(4H,m) 


B- 

11-70 


0-11 




Me 


S 


H.H 


H 


H 


H 


H 


H 


H 


Et 


H 
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No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R23 


R20 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a -20-1 


a -20 




CH20nPr 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.95(3H t t T J=7.2Hz).1.64(2H),3.48( 
2H > t,J=6.6Hz),3.67(3H,s),3.71(3H, 
sX3.73(2H.s).4.23(2H,s).4.50(2H.s 
),7.03(1 H,s).7.1 8(1 H.dd,J=8.4,1 .5 
Hz),7.42(1 H,dd,J=1 .5,0.6Hz),7.50{ 
1 H.dd, J=8.4 t 0.6Hz),7.74(2H.d, 
J=9.0Hz).7.89(2H.d.J=9.0Hz) 


a -20-2 


a -20 




CH20nPr 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 






a-1 9-1 


a-19 




Me 


O 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 




2.38(3H,s).3.70(3H,s),3.75(2H,s).5. 
24(2H T s),6.89(1H.cld,J=8.7,2.4Hz) ( 
7.03(1 H.s),7.09(1 H.s),7.5 1 (1 H,d,J 
=8.7Hz),7.73-7.84(4H,m), 
8.00(1 H.s) 


a -19-2 


a-19 




Me 


O 


H.H 


H 


H 


H 


H 


H 


Me 


H 


Me 




2.32(3H,sX3.59(2H,sX3.71(3H.s).5. 
29(2H,s).6.80(1 H.dd,J=8.7,2.1 Hz), 
7.11(1H,sX7.16(1H,d.J=2.1HzX7.4 
1 (1 Kd,J=8.7HzX7.93(2H,d ,J=8.7H 
z),8.00<2H,d,J=8.7Hz), 
12.14<1H.br) 


a-19-3 


Of-19 




Me 


O 


H,H 


H 


H 


H 


H 


H 


nPr 


H 


Me 




0.93(3H r q,J=7.2Hz).1 .80-1 .87(2H. 
mX2.34(3H,s),3.69(3H r sX3.73(2H, 
sX3.99(2H.tJ=7.2HzX5.26(2H,s),6 
.87(1 H,dd,J=8.7,2.4HzX6.94(1 H,d, 
J=2.1 Hz).6.99(1H ( sX7.49(1 H.d.J= 
8.7Hz).7.75(2H,d.J=8.7Hz)J.83(2 
n,a,u— O. IXXZ) 


a -20-3 


Of -20 




CH20nPr 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.94(3H,t, J=7,5Hz),1 .59-1 .70(2H, 
mX3.46(3Kt,J=:6.6HzX3.69(3H.sX 
3.7 1 (3H r s),3.73(2H,sX4.22(2H,sX 
4.48(2H,s),7.03(1H T m) ( 7.19 (1H, 
dd. J=8.1 ,1 .5Hz),7.42(1 H,m>,7.46 
(2H,d),J=8.4Hz) r 7.50(1 H,d,J=8.1H 
zX7.70(2H,d,J=8.4Hz) 


or -19-4 


a-19 




Me 


0 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


Me 




1 .57(3H t d,J=6.9Hz),2.34(3H t sX3.6 
6(3H,sX3.71(3H.sX3.96(1 HX5.26(2 
H ( s).6.85-6.92(3H.m),7.56(1 H.d. 
J=8.7Hz).7.75(2H,d,J=8.7Hz)7.84 
(2H,dJ=8.7Hz) 


a-19-5 


a-19 




CH20Et 


O 


H.H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .26(3H,t,J=6.9HzX3.60{2HX3.69( 
3H,sX3.71(3H.s),3.73(2H,s)4.58(2 
H t s).5.32(2H.s).6.85-6.95(3H,m). 
7.49(1 H,d,J=8.4Hz),7.75(2H,cU=8 
.4Hz),7.95(2H,dJ=8.4Hz) 



[0309] [^154] 



WO 2005/054213 



252 
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No 




R1 


R2 


XI 


R3.R4 


R5 


R7 


R8 


R9 


R10 


R23 


R20 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a -19-6 


a-19 




CH20nPr 


0 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 




0.92(3H,t,J=7.2HzX1.25(2H.tJ=7. 
2Hz), 1.61 (2HX3.69(3H,s),3.7 1 (3H, 
s,X3.73(2H.sX4.57(2H.sX5.52<2H,s 
),6.85-6.95(2H.m).7.49(1 H,d. 
J=8.4Hz), 7.75(2H, d J=7. 1 Hz),7.95( 
2H,d r J=7.1Hz) 


a -19-7 


ff-19 




CH20Et 


0 


H.H 


H 


H 


H 


Me 


H 


Me 


H 


Me 




1 .24(3H,t,J=6.9Hz),l .58(3H,d,J=8. 
4Hz) > 3.60(2H),3.66(3H ( s),3.71(2H, 
s).4.58(2H.s),5.32(2H,s),6.84-6.92 
(3H,m),7.56(1 H T d r J=8.4Hz),7.75(2 
H,d,J=8.4HzX7.96(2H,dJ=8.4Hz) 


a -20-4 


or -20 




Me 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 




2.24(3H,s),3.69(3H,s),3.71(3H,s),3. 

73(3H,sX4.12C2HX4.14(2H.s).6.61( 

2H,d.J=9.0Hz),7.03-7.52(4H,m,), 

7.73(2H,dJ=8.1Hz),7.80(2H,d,J=8. 

1Hz) 


a -19-8 


a -19 




Me 


0 


H,H 


H 


H 


H 


Me 


Me 


Me 


H 


Me 




1.65(6H,s,),2.35(3H,sX3.60(2HX3. 
63(3H,s).3.70(3H,s),5.26(2H,s) f 6.8 
2-6.92(3H.mX7.53(1 H,d,J=8.4HzX 
7.64(2H,d.J=8.4HzX7.83(2H,dJ=8. 
4Hz) 


a -20-5 


Of -20 




Me 


S 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


Me 




1.58(3H,sX2.26(3H.sX3.65(3H,s).3. 
70(3H,sX3.98(1 HX4.1 0(2H,s).6,99( 
1 H,sX7.1 7(1 H,dd,J=8.4,J=1 -5HzX7 
.38(1 H,d.J=1 .5HzX7.57(1 H,dJ=8.7 
Hz),7.73(2H t d,J=8.4Hz).7.81(2H,d, 
J=8.4Hz) 


ff-20-6 


a -20 




CH20Et 


S 


H.H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .23(3H.t. J=6.9HzX3.58(2H.q,J=7. 
2HzX3.B9(3H,sX3.71 (3H,s),3.73(2 
H.s),4.23(2H.sX4.514(2H,sX7.03(1 
H,sX7.1 9(1 4H,dd, J=8.1 Hz.J=0.9H 
z), 7.43(1 H,mX7.50(1 H,d,J=8.1 Hz). 
7.75(2H,d,J=8.4HzX7.88(2H,d,J=8 
.4Hz) 


a -20-7 


a -20 




CH20Et 


S 


H.H 


H 


H 


H 


Me 


H 


Me 


H 


Me 






ff-20-8 


a -20 


f 3 ccT^ 


0H2OEt 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .25(3H,t, J=6.9HzX3.57(2H,q,J=6. 
9HzX3.69(3H,sX3.71 (3H.sX3.73(3 
H.s),4.22(2H,s),4.49(2H ( s),7.1 8(1 H 
,dd.J=8.4 I J=1.2Hz),7.32(2H,d ? J=8. 
4Hz),7.42(1 H,s),7.50(1 H,d, J=8.4H 
z) t 7.80(2H,d,J=B.4Hz) 


a -20-9 


a -20 


jy 


CH20Et 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


Me 






a -20- 
10 


a -20 




CH=NOEt 


S 


H.H 


H 


H 


H 


H 


H 


Me 


H 


Me 




1 .35(3H,d,J=7.21 HzX3.69(2H.s,X3. 
72(3H,sX3.73(2H.sX4.24(2H,q,J=6 
.9HzX4.36(2H,s,),7.02(1 H,s ( ),7.1 9( 
1 H,dd,J=8.4,J=1 ,5Hz).7.43(1 H.d.J 
=0.9HzX7.51(1H,d,J=8.1Hz),7.75( 
2H,d,J=8.4HzX7.83(2H,d,J=8.4Hz) 



[0310] Dill 55] 



WO 2005/054213 



253 



PCT/JP2004/017706 




No 






R2 


X1 


R3,R4 


R5 


R7 


R8 


R9 


R1 0 


R23 


R20 


mp 


i *j tvi r\\ Vr* Ls\jio or uiviow uuy 


£-13-1 


£-13 




CH20nPr 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


108- 
110 


0.85(3H.t T J=7.2H2),1.53(2H),3.42(2H.t.J= 
6.6Hz),3.60(2Ks) t 3.70(3H,s),4.31(2H.s).4. 
53(2H,s),7.09(1 H.dd.J=8.1 ,1 .5Hz).7.23(1 H 
,s).7.46(1 H.d.J=8.1 Hz), 7.51 CI H.d,J=1 .5Hz 
),7.93(2H r d,J=8.7HzX7.99(2H t d,J=8.7Hz) 


£-13-2 


£-13 




CH20nPr 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


96-98 


0.94(3H.tJ=7.2Hz),1.58-1.70(2H,mX3.47 
(2H,tJ=6.6Hz) ( 3.71(3H,s),3.75C2H,s).4.22 
(2H.sX4.48(2H.sX7.03(1H,sX7, 17-7.51 
(5H t mX7.80(2H,d,J=9.0Hz) 


£-12-1 


£-12 




Me 


o 


H,H 


H 


H 


H 


H 


H 


H 


H 


213 


2.31 (3H,sX3.59(2H.sX5.23(2H F sX6.75{1 H. 
dd,J=8.7,1 .5Hz)7.04(1 H.sX7.1 1 (1 H,s),7.0 
9(1 H,d, J=8.7Hz)7.91 -8.00(4H,m) ( 1 0.8 
(1KsXl2.KlH.br) 


£-12-2 


£-12 




Me 


o 


H,H 


H 


H 


H 


H 


H 


Me 


H 


166- 
167 


2.32(3H,sX3.57(2H,sX3.71(3H,sX5.29(2H, 
s),6.78(1 H.dd. J=8.7.2.1 HzX7.1 0(1 H,sX7.1 
5(1 H ( d,J=2.4HzX7.40(1 H,d,J=8.7Hz).7,93 
(2H,d,J=8.4Hz),7.99(2H,d,J=8.4Hz) 


£-12-3 


£-12 




Me 


0 


H,H 


H 


H 


H 


H 


H 


nPr 


H 


155- 
157 


0.93(3H,t,J=7.2HzXl .80-1 .87(2H,m),2.34 
(3H.s),3.76(2H,s).3.99(2H,tJ=7.2Hz).5.26 
(2H,sX6.87(1 H,dd,J=8.7,2.4Hz),6.95(1 H.d, 
J=2.1 Hz),7.00(1 H,s),7.48(1 H.d.J=8.4Hz),7 
.74(2Kd.J=8.4HzX7.83(2H,d,J=8.4Hz) 


£-13-3 


£-13 


fY 


CH20nPr 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


132.0 
133.5 


0.94(3H,t, J=7.5Hz),1 .57-1 .69(2H,m),3.46 
(2HXJ=6.6HzX3.7 1 (3H,sX3.76(2H,s),4.22 
kZn,s;,4.47(.Zn,sJ r /.03U H,s;,7,1 3U H.dd.J 
=8.4.1 .5Hz).7.42(1 H.m).7.45(2H,d,J=8.4H 
z),7.50(1H,d,J=8.4Hz),7.69(2H,d,J=8.4Hz) 


£-12-4 


£-12 




Me 


o 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


156- 
157 


1.59(3H,d.J=9.0Hz),2.34(3H,sX3.70(3H,s), 
3.97(1 H),5.26(2H,s),6.86(1 H.dd, J=8.7Hz, 
J=2.1 HzX6.92(1 H.sX7.56(t H,d.J=8.7Hz),7 
.74(2H.d.J=8.4HzX7.83(2KdJ=8.7Hz) 


£-12-5 


£-12 




CH20Et 


o 


H,H 


H 


H 


H 


H 


H 


Me 


H 


126- 
140 


1 .23(3H,t,J=7.2HzX3.60(2HX3.71 (3H,sX3. 
75(2H.s)4.57(2H,sX5.32(2H,sX6.87(1H.dd 
,J=8.4Hz, J=2.1 HzX6.93(1 H,d,J=1 .8Hz),6. 
95(1 Hs)7.48(1 H,d,J=8.4HzX7.75(2H,d,J= 
8.4Hz) t 7.95(2H.dJ=8.4Hz) 


£-12-6 


£-12 




CH20nPr 


0 


H.H 


H 


H 


H 


H 


H 


Me 


H 


122- 
123 


0.92(3H 1 t,J=7.2Hz) t 1.63(2H),3.49(3H,t,J= 
6.6HzX3.71(3H,s,X3.75(2H,sX4.57(2H r sX5 
.31 (2H r sX6.87(2H,dd, J=8.7Hz,J=2.1 HzX6. 
93(1 H,d,J=1 ,8HzX6.95(1 H,sX7.49(1 H,d,J 
=8.7HzX7.76(2H,dJ=7.1Hz),7.96(2H,d t J= 
7.1Hz) 



[0311] [icl56] 



WO 2005/054213 



254 



PCT/JP2004/017706 



No 




R1 


R2 


X1 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R23 


R20 


mp 


NMRCCDCI3 or DMSO-d6) 


£-12-7 


£-12 


XT 


CH20Et 


O 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


129- 
130 


1 .23(3H t t, J=6.9Hz),1 .59(3H,d,J=7.2Hz),3. 
60<2H),3.71 (3H,s).3.97(1 H),4.57(2H,s),5.3 
1 (2H,s),6.86(1 H,dd,J=8.7Hz,J=2.1 Hz),6.9 
1 (1 H,d, J=1 .8Hz),6.92(1 H,s).7.56(1 H,d.J= 
8.7HzX7.75(2H,d,J=8.4Hz),7.96(2H,dJ=8. 
4Hz) 


£-13-4 


£-13 


fY 


Me 


S 


H,H 


H 


H 


H 


H 


H 


Me 


H 


124- 
125 


2.24(3H,s),3.7 1 (3H,sX3.75(2H,s) t 4.1 4(2H, 
sX7.18(1H,dd,J=8.4Hz,J=2.1Hz).7.40(1H. 
d.J=1 .5Hz).7.49(1 H.dd,J=8.4Hz,J=2.1 Hz), 
7.72(2H,dJ=8.4Hz).7.79(2H,d.J=8.4Hz) 


£-12-8 


£-12 


jcr 


Me 


O 


H,H 


H 


H 


H 


Me 


Me 


Me 


H 


198- 
199 


1 .67(6H,s l ).2.33(3H.s).3.71 (3H,s),5.25(2H t 
s),6.83(1 H,dd,J=8.4Hz, J=2.1 Hz) r 6.87(1 H, 
s),6.91 (1 H.d, J=2.4Hz),7.57(1 H,d,J=6.0Hz) 
,7.74(2H,d,J=8.4HzX7.83(2H,dJ=8.4Hz) 


£-13-5 


£-13 




Me 


s 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


135- 
136 


1.58(3H,d.J=7.2HzX2.24(3H,s).3.69(3H.sX 
3.95(2H,s) > 4.13C2H,s),7.0O(1 H,s),7.1 6(1 H, 
dd,J=8.1 Hz.J=1 .51 Hz),7.38(1 H,d.J=0.9X7 
.57(1H.d r J=8.4HzX7.73(2H,d,J=8.4HzX7.8 
0(2H,d f J=8.4Hz) 


£-13-6 


£-13 




CH20Et 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


101- 
102 


1.25(3H,t,J=6.9HzX3.57(2H. qi J=7.2Hz>,3. 
71(3H,s) ( 3.7(2H.sX4.23(2H,sX7.03(1H,sX7 
.1 8(1 4H.dd, J=8J Hz f J=0.9Hz),7.42(1 H r sX 
7.49(1 H,d,J=8.1 HzX7.73(2H,d,J=8.4Hz),7. 
87(2H,d,J=8.4Hz) 


£-13-7 


£-13 




CH20Et 


s 


H,H 


H 


H 


H 


Me 


H 


Me 


H 


69-70 


1 .25(3H.t,J=6.9HzXl .57(3H,d,J=7.2Hz).3. 
59(2H),3.70(3KsX3.97(1HX4.23(2H r sX4.5 
0(2H,s),7.00(1 H,s),7.1 7(1 H.dd, J=8.7Hz.J= 
2.1 Hz),7.40(1 H.d, J=1 .8HzX7.57(1 H,d.J=8. 
7HzX7.75(2H,d,J=8.4HzX7.96(2H T dJ=8.4 
Hz) 


£-13-8 


£-13 


IT 


CH20Et 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


B5-B6 


1 .25(3H,t ( J=6.9Hz),3.57(2H),3.71 (3H.s) t 3. 
57(2H.sX4.22(2H.sX4.48(2H.s).7.03(1H.sX 
7.1 8(1 4H,dd,J=8.1 Hz,J=0.9Hz) t 7.32(1 H,d, 
7.6Hz),7.42(1 H,d,J=1 .2Hz).7.49(1 H,d,J=7. 
2Hz),7.79(4H,d.J=8.4Hz) 


£-13-9 


£-13 




CH20Et 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


119- 
120 


1.24(3H.tJ=6.9Hz).3.55(2HX3.70(3H.s),3. 
74(2H,sX4.22(2H,s) f 4.43(2H r s) ( 7.03(1H f s) l 
7.1 8(1 H,dd,J=8.1 Hz,J=0.9HzX7.41 -7.51 
(4H,mX7.68(2H,d F J=8.4Hz) 


£-13- 
10 


£-13 




CH=NOEt 


s 


H,H 


H 


H 


H 


H 


H 


Me 


H 


72-73 


1.35(3H,tJ=6.9Hz).3.72(3H,s) r 3.76(2H f s), 
4.24(2H),4.36(2H T sX7.03(1 H,s),7.20(1 H,d F 
J=8.4Hz),7.44(1 H,s.)J.50<1 H,d,J=8.4Hz), 
7.74(1 H.d,J=8.4Hz),7.83(4H.d.J=8.4Hz) 



[0312] [^157] 



WO 2005/054213 



255 



PCT/JP2004/017706 




No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a- 
21-1 


a-21 




CH20Et 


S 


H.H 


H 


H 


H 


H 


Me 




1.14-1.1 7(2H.m), 1 .25(3H.t, J=6.9Hz), 
1 .57-1 .60(2H,m), 3.56(2H,q,J=6.9Hz), 
3.61(3H.s). 4.23(2H.s), 4.49<2H,sX 
7.26(2H,d,J=8.4Hz),7.36(2H t d.J=8.4HzX 
7.46(2H,d,J=8.4HzX 7.68(2H,d,J=8.4Hz) 


a - 
21-2 


a -21 




CH20Et 


S 


H,H 


H 


H 


H 


H 


Me 




1.14-1.1 7(2H.m), 1 .26C3HX J=7.2Hz). 
1 .57-1 .61(2H,m). 3.58(2H.q,J=7.2Hz), 
3.61 (3H,s). 4.23(2H.s), 4.50(2H r s), 
7.25-7.37(6H.m) ( 7.79(2H,d,J=8.7Hz) 


Qf- 

21-3 


<7-21 




Me 


S 


H,H 


H 


H 


H 


H 


Me 




1.14-1.1 8(2H,mXl .58-1 .62(2H.m),2.26 
(3H,s) r 3.61 (3H,s),4.1 5(2H,s),7.27(2H,d T J 
=8.7Hz), 7.36 (2H,d,J=8.7Hz), 7.73 (2H, 
d, J=8.1 Hz). 7.81 (2H. d.J=8.1Hz) 


a- 
21-4 


ff-21 


XT 

F 3 C^ 


CH20nPr 


S 


H.H 


H 


H 


H 


H 


Me 




0.96(3H,t.J=7.5Hz),1.14-1.17(2H,m). 
1 .58-1 .69(4H,m),3.49(2H,t,J=6.6HzX 
3.62(3H,s),4.24(2H,s),4.5K2H p s) ( 7.27(2 
H. d.J=8.4Hz).7.36(2H.d,J=8.4 Hz), 7.75 
(2H. d. J=8.7 Hz). 7.88 (2H, d. J=8.7 Hz) 


a- 
21-5 


or -21 




CH=NOEt 


S 


H,H 


H 


H 


H 


H 


Me 




1 .1 5-1 .1 8(2H,m),1 .35(3H,t.J=7.2Hz). 
1.57-1 .61 (2H,m), 3.62 (3H, s), 4.34 (2H, 
q.J=7.2HzX4.38(2H.s).7.27(2H.d.J=8.4H 
z) ( 7.38C2H.d,J=8.4HzX7.76(2H.d.J=8.4H 
z).7.82(2H,d,J=8.4HzX 8.18 (1H. s) 


or- 
21-6 


Of -21 




CH=NOMe 


S 


H.H 


H 


H 


H 


H 


Me 




1.14-1 .2<X2H.m).1 .58-1 .6 1 (2H,m),3.62 
(3H.sX3.98(3H.s).4.38(2H r sX7.27(2H.d,J 
=8.1Hz),7.38(2H,d,J=8.1HzX7.76(2H f d,J 
=8.4Hz),7.82(2H,d.J=8.4HzX8.15 (1H, s) 


Gf- 
21-7 


ar-21 




CH20Et 


s 


H,H 


H 


H 


H 


H 


Me 


oii 


1 .1 6(2H,m).1 .26(3H,t,J=7.2Hz).1 60(2H. 
mX3.59(2H,q,J=7.2HzX3.62(3H,sX4.25(2 
H ( sX4.52(2H,sX7.27C2H f d,J=8.4HzX7 36 
(2H,d,J=8.4Hz).7.76(2H,d,J=8,4HzX7.88 
(2H,d,J=8.4Hz) 



[0313] Dill 58] 



WO 2005/054213 



256 



PCT/JP2004/017706 




No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


Mp 


NMRCCDCI3 or DMSO-d6) 


14-1 


B -14 


jfT 


CH20Et 


s 


H,H 


H 


H 


H 


H 


86-88 


1.21-1.26(5H,m), 1.64-1.67(2H,m), 3.55 
(2H,q.J=6.9HzX 4.22(2H.sX 4.46(2H,sX 
7.27(2H t d,J=8.4HzX7.36(2H f d,J=8.4HzX 
7.45(2H,d,J=8.7HzX 7.67(2H.d,J=8.7Hz) 


£- 

14-2 


£-14 


Fs co^ 


CH20Et 


s 


H.H 


H 


H 


H 


H 


83-84 


1.22-1.27(2H,m). 1.64-1.66(2H.mX 3.56 
(2H,q,J=7.2HzX 4.22(2H,sX 4.47(2H,s), 


£- 
14-3 


£-14 




Me 


s 


H,H 


H 


H 


H 


H 


136.0- 
137.0 


1 .22-1 26(2H,mXl .65-1 .68(2H,m),2.24 
(3H,s),4.1 4(2H,s),7.29(2H t d, J=8.1 Hz), 
7.36(2H,d,J=8.1Hz).7.73(2H,d,J=8.7HzX 
7.81(2H,d,J=8.7Hz) 


£- 
14-4 


£ -14 


F 3 C^ 


CH20nPr 


s 


H,H 


H 


H 


H 


H 


76-77 


0.85(3H,t, J=7.5Hz), 1 -09- 1 .1 3(2H,m), 
1 .41-1 .45(2H,m),1 .47-1 .59(2H t m),3.43 
(2H,t,J=6.6Hz),4.36(2H,s),4.52(2H t sX 
7.28(2H r d,J=8.4Hz) r 7.35(2H,d ( J=8.4Hz), 
7.94(2H,d.J=8.7Hz),8.00(2H,d,J=8.7Hz), 
12.34 (1H. br s) 


B~ 

14-5 


£-14 




CH=NOEt 


s 


H,H 


H 


H 


H 


H 


144.5- 
146.0 


1 .22-1 .25(2H,m),1 .34(3H,t,J=7.2Hz), 
1 .64-1 .67(2H 1 m).4.23(2H.q,J=7.2Hz), 
7.27(2H,d,J=8.4HzX7.38(2H,d,J=8.4Hz). 
7.75(2H.d.J=8.4Hz) ( 7.81(2H,d f J=8.4Hz). 
8.17 (1H,s) 


B- 

14-6 


£-14 




CH=NOMe 


s 


H,H 


H 


H 


H 


H 


142.5- 
144.5 


1 .22-1 .26(2H,m),1 .64-1 .67(2H,m),3.97 
(3H,s),4.38(2H,sX7.28(2H,d,J=8.4Hz). 
7.38(2H,d,J=8.4HzX7.76(2H,d.J=8.4HzX 
7.81(2H,d,J=8.4Hz),8.14(1H.s) 


£- 
14-7 


£-14 




CH20Et 


s 


H,H 


H 


H 


H 


H 




1 .24(5H,m) F 1 66(2H,m),3.56(2H,mX4.22( 
2H 1 s) f 4.28(2H.s) t 7.27(2H.d.J=8.4Hz),7.3 
6(2H,d,J=8.4HzX7.73(2H,d,J=8.4HzX7.8 
6(2H,d,J=8.4Hz) 



[0314] [^159] 




No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


Mp 


NMR(CDC13 or DMSO-d6) 


FF-1 






Me 


S 


H.H 


H 


H 


H 


H 


Me 




1.95(2H.m,),2.26(3H,s),2.49C2H,dd,J=1 
3.2Hz,J=2.1 HzX3.54(2H,td. J=1 0.5Hz.J 
=2.1 Hz),3.66(3H t s),3.92(2H.td.J=1 2.0 
Hz,J=3.6Hz).4.15(2H,s).7.30(2H p d,J=8. 
7Hz),7.39(2H,d,J=9.0Hz) t 7.74(2H r d ( J= 
8.1Hz) t 7.81(2H,d,J=8.1Hz) 


FF-2 






Me 


S 


H.H 


H 


H 


H 


H 


H 




1 .96(2H,td, J=1 1 .6HzX2.26C3H,s),2.48C 
2H,d,J-1 2.0HzX3.60(2H,t,J=1 1.6Hz),3. 
92(2H,dt,J=12.0Hz.3.6HzX4.14(2KsX7 
.23-7.41 (4H.mX7.71 ~7.82(4H,m) 



[0315] [J! 160] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3,R4 


R5 


X2 


R9 


RIO 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


DD-1 






Me 


s 


H,H 


H 


CH2 


H 


H 


Me 




Rf=0.5 (n-hexane/AcOEt=2/1) - 


DD-2 






Me 


s 


H,H 


CI 




H 


H 


Me 




2.30C3H.s). 3.70(3H.s). 3.70(2H.s). 4.18 
(2H,s), 7.1 5(1 H,dd,J=1 .8Hz,8.1 Hz),7.33 
(1 H,d.J=1 .8Hz), 7.47(1 H,d.J=8.1 Hz), 
7,74(2H,d, J=8.4Hz), 7.81 (2H,d,J=8.4Hz) 


DD-3 




jo- 


Me 


s 


H,H 


H 




H 


H 


Me 




2.26C3Ks), 3.59(2H.s), 3.68(3H,s),4.1 3 
(2H,s), 7.21 (2H,d, J=8.4Hz),7.34(2H r d, 
J=8.4Hz), 7.74(2H,d,J=8.1Hz), 
7.81(2H.d.J=8.1Hz) 


DD-4 






Me 


s 


H,H 


H 


CH=CH 


H 


H 


Me 




2.27(3H,s),3.24(2H,d, J=6.9Hz),3.7 1 (3H, 
s),4.13(2H,s),6.28(1H,dt.J=15.9Hz,J=6.9 
Hz) t 6.44(1 H,d,J=1 5.9Hz),7.29(2H,d,J=8. 
7Hz),7.35(2H,d,J=8.4Hz) ( 7.81(2H,d,J=8. 
1Hz) 


DD-5 






Me 


s 


H,H 


H 




Me 


H 


Me 




1.27(3H,d,J=7.2Hz),2.24(3H,s),Z56(2H, 
m) f 3.25(1H.m),3.61(3H,s)A11(2H.sX7.1 
5(2H,d,J=8.1Hz).7.34(2H,d,J=8.4Hz),7.7 
3(2H.d,J^8.4Hz) I 7.81(2H,d,J=8.4Hz) 



[0316] [^161] 



WO 2005/054213 
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No 




R1 


R2 


X1 


R3.R4 


R5 


X2 


R9 


R10 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


DD-6 






CH20Et 


S 


H.H 


H 




Me 


H 


Me 




t .26(3H,t, J=7.2Hz),1 .48(3H,d\J=7.5Hz), 
3.58(2H,q,J=7.2Hz),3.65(3H,s),4.23(2H, 
s),4.52(2H T m),7.24(2H > d,J=8.4Hz) r 7.3B(2 
n,a, J-o.4nzJ, /. fD\£n,Q, J-o.4nz;, f.tttiyZ 
H,d.J=7.8Hz) 


DD-7 






CH20Et 


S 


H.H 


H 




H 


H 


Me 




1.26(3H,d,J=7.2Hz),3.59(2H,q,J=7.2HzX 
3.59(2H,s),3.68C3H,sX4.23(2H )S ),4.52C2 
H,s),7.21(2H,d,J=8.4Hz),7.38(2H,d l J=8. 
4Hz),7.75(2H,d 1 J=8.1Hz) I 7.87(2H.d,J=8. 
4Hz) 


DD-8 






Me 


S 


H.H 


H 


1 

\ 


H 


H 


Me 




1.91(3H.s).2.31(3H.s)3.73(3H,s),4.17(2H 
1 s),4.34(2H,sX7.28(2H f d,J=8.4Hz),7.42(2 
H,dJ=8.4Hz),7.47(2H r d > J=8.4Hz),7.89(2 
H,d.J=8.4Hz) 


DD-9 






Me 


s 


H.H 


H 


s ^ 


H 


H 


Me 




2.28(3H.sX3.1 0(3H,s),3.77(3H,s) < 4.1 5(2 

H,s),4.43(2H,s) r 739-7.42(4H,m). 

7.74(2H,dJ=8.4Hz),7.82(2H,d,J=8.4Hz) 


DD-10 






Me 


s 


H,H 


H 


NH 


H 


H 


Me 




1 2 29(3H s> 3 61 (3H si 3 89(1 H s) 3 91(1 
H,s)4.03(2H.s),6.49(2H,d,J=8.4Hz),7.13( 
2H,d.J=8.4Hz),7.89-7.96(4H,m) 


DD-11 






Me 


s 


H.H 


H 


Me 
1 

\ V 


H 


H 


Me 




2.20(3H,s),3.06(3H,s),3.71(3H r sX3.98(2 
H,s),4.06(2H,s),6.6 1 (2H,d. J=9.0Hz).7.29 
(2H,d,J=9.0Hz),7.74(2H,dJ=8.1Hz),783( 
2H,d,J=8.1Hz> 


DD-12 






Me 


0 


H,H 


H 


Me 
1 


H 


H 


Me 






DD-13 






Me 


0 


H.H 


H 


O 

11 


H 


H 


Me 






DD-14 




..XT 


Me 


0 


H,H 


H 




H 


H 


Me 







[0317] Dill 62] 
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No 




R1 


R2 


X1 


R3.R4 


R5 


X2 


R9 


RIO 


Mp 


NMR(CDC!3 or DMSO-d6) 


DDD-1 






Me 


S 


H,H 


H 


CH2 


H 


H 


157- 
158.5 


2.32(3 H,s), 2.66(2H t t, J=7.8Hz),2.92(2H r 
t,J=7.8Hz>, 5.1 7<2H,s),6.96(2H,d,J=8.7 
Hz), 7.1 5(2H,d,J=8.7Hz) T 7.74C2H,d > 
J=8.7Hz), 7.84<2H.d,J=8.7Hz) 


DDD-2 






Me 


S 


H,H 


CI 




H 


H 


163- 
164 


2.29(3H,s), 3.61(sH,s), 4.17(2H,s),7.15 
(1 H.dd.J=1 .8Hz.8.1 Hz) ( 7.34(1 H,d ( J=1 .8 
Hz), 7.48(1 H,d,J=8.1 Hz),7.73(2H,d, 
J=8.4Hz), 7.80(2H,d,J=8.4Hz) 


DDD-3 




F 3 C i - J 


Me 


Q 
O 


H H 


n 




H 


H 


141- 
143 


2.25(3H,s), 3.62(2H,s), 4.13(2H,s). 7.21 

/Oil A 1— O A 1 I \ -I 1~tfOLl A 1 — O A 1 I __ \ 

7.73(2H,d.J=8.4Hz). 7.80(2H,d.J=8.4Hz) 


DDD-4 






Me 


S 


H,H 


H 


CH=CH 


H 


H 


147- 
148 


2.27(3H,s).3.29(2H.d.J=6.9Hz).4.14(2H, 
s),6.27(1 H,dt,J=1 6.2Hz.J=6.6Hz),6.46(1 
H,d,J=16.2Hz),7.30(2H,d,J=8.4Hz).7.35( 
2H,d f J=8.1Hz) t 7.73(2H T d.J=8.4Hz),7.81( 
2H,d t J=8.1Hz) 


DDD-5 






Me 


s 


H.H 


H 




Me 


H 


105- 
109 


1 .48(3H,d,J=7.2Hz),2.24(3H,s),3.70(1 H, 
q.J=7.2Hz).4.13(2H,s),7.25(2H,d t J=8.4H 
z).7.37(2H.d.J=6.4Hz).7.73(2H.d,J=8.4H 
z),7.80(2H,d,J=B.4Hz) 


DDD-6 






CH20Et 


s 


H,H 


H 




Me 


H 


98-100 


1 .26(3H.t,J=6.9Hz).1 .50(2H,d,J=7.2Hz), 
3.58(2H,q,J=6.9Hz,),3.73(1H,aJ=7.2Hz) 
A23(2H,s).4.51(2H,s).7.26(2H.d.J=8.4H 
z).7.39(2H,d,J=8.4Hz).7.75(2H,d,J=8.4H 
z),7.87(2H,d,J=8.4Hz) 


DDD-7 






CH20Et 


s 


H,H 


H 




H 


H 


118- 
119 


1.25(3H,t,J=7.2Hz).3.58(2H iq ,J=7.2Hz), 
3.59(2H,s t ) r 4.22(2H t s) f 4.51(2H,s),7.20(2 
H,d.J=8.1Hz) r 7.37(2H,d t J=8.1Hz),7.74(2 
H,d,J=8.1Hz),7.85(2H,d,J=8.1Hz) 


DDD-8 






Me 


s 


H,H 


H 


o^ Me 

\ V 


H 


H 


171- 
172 


1 .80(3H r s),2.26(3H,s),4.21 (2H,s),4.39(2 
H.s),7.33(2H,dJ=8.4Hz).7.48(2H ? d,J=8.4 
Hz).7.9K2H f d.J=8.4Hz).7.93(2H.d,J=8.4 
Hz) 


DDD-9 






Me 


s 


H,H 


H 


Q 

i 

\ V 


H 


H 


174- 
175 


2.25(3H,s),3.07(3H 1 s).3.35(2H,s),4.39(2 
H,s),7.40(2H.d.J=8.4Hz),7.46(2H,d.J=8. 
4Hz,),7.91(2H,d,J=8.4Hz) I 7.95(2H,d,J=8 
.4Hz) 


DDD-1 0 






Me 


s 


H,H 


H 


NH 


H 


H 


158- 
159 


2.19(3H,s),3.78(2H,s),4.03(2H,s),6.49(2 
H,d, J=8.7Hz) ,7.1 3(2H.d. J=8.7Hz),7.91 (2 
H,d,J=8.4Hz),7.95(2H,d,J=8.4Hz) 


DDD-1 1 






Me 


s 


H,H 


H 


Mb 
I 

\ ^ 


H 


H 


106- 
107 


2.19(3H ( s),2.95(3H,s)„4.07(2H,s),4.09(2 
H f s),659(2H l d,J=8.7Hz),7.21(2H,d,J=8.7 
Hz).7.91(2H,dJ=8.7Hz),7.95(2H,d,J=8.1 
Hz) 



[0318] Dill 63] 
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No 




R1 


R2 


XI 


R3.R4 


R5 


X2 


R9 


R10 


Mp 


NMRCCDCI3 or DMSO-d6) 


DDD-12 






Me 


O 


H,H 


H 


Me 

I 

\ V 


H 


H 






DDD-13 






Me 


O 


HH 


H 


o 

II 


H 


H 


165- 
167 




DDD-14 






Me 


O 


H,H 


H 




H 


H 


132- 
140 




DDD-15 






Me 


S 


H,H 


H 




Me 


Me 




1 .54(6H.s) ( 2.25(3H t s),4.1 4(2H t s) r 7.27 
(2H.d, J=8.1 Hz).7.33(2H,d.J=8.1 Hz), 
7.73(2H.d,J=8.7Hz). 7.81 (2H,d,J=8.7Hz) 



[0319] Dill 64] 

C0 2 R 17 



No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


EE-1 






Me 


S 


H,H 


H 


H 


H 


H 


Me 






EE-2 






Me 


S 


H,H 


H 


H 


H 


H 


H 




MS/»/z416(M+H) + 



[0320] [^165] 

C0 2 R 17 



R 1 ^T> 



No 




R1 


R2 


X1 


R3 t R4 


-9* 


mp 


NMR(CDCI3 or DMSO-d6) 


EEE-1 






Me 


O 


H,H 


C0 2 Et 




1.43(3H,tJ=7.2Hz),2.35(3H 1 s),4.43(2H 
,q,J=7.2Hz) T 5.24(2H,s),7.1 6(1 H,dd,J=9. 
0,2.7Hz),7.27(1 H,d.J=2.7Hz).7.48(1 H,s 
X7.5K1 H ( d,J=9.0Hz),7.75(2H,d,J=8.1 H 
z).7.84(2H,d,J=8.1Hz) 


EEE-2 






Me 


O 


H,H 




216- 
217 


2.35(3H.s),5.26(2H,s),7.1 9(1 H,dd,J=9. 
0,2.7Hz)7.30(1 H,s),7.54(1 H,d,J=9 0Hz) 
7.62(1H T s),7.75(2H,d r J=8.4Hz),7.85(2 
H,d,J=8.4Hz) 



[0321] w$m\ ppARd^xxfaKM-r^^mmtnm 





WO 2005/054213 261 PCT/JP2004/017706 

[0322] T^^K : thPPAR 6 (hPPAR 6 ) &£Tf a (hPPAR a ) <DV^V^^M^ ( 6 : 
aa 139 — C^fo^t; a : aa 167— CMW f^Human Universal Quick-Clone cDNA( 
CLONTECH|±) MV^-CPCR±ttIlclJ;J9#7bo ±t*I$^fccDNA^^:^tt 
pCR2.1-TOPO^<^— (Invitrogen|±) fciJ-^n— —^Ufc^, is— 
V^Sia^J£rflfef&Lfc 0 %l>fl1t&* ©cDNA^^^^b^pBIND^^— 
(Promega|±) IC^^P— ^fe^H^GAL4(DDNA^K 

uc^^^- (Promega|±) SrftfflUfco 
[0323] ^Jia^#^J;TJ?h7^^^>3^:CHOiBJ^^10%FBS-aMEMcp-ej§#Lfc 0 9 

h (Costartt) SrJBl vc\ hy^V^^a^-CfiJglL/cCHO^JJS^rl^^ 
/V ^ fc«9 20000 *5j;tF±IB^)¥)II^-C#^tl,fc2o(Dy^5K^l^^/V^fc«9 
^tl^fl25xis&W^<04>*YJ9*>/a>\ZM\ ^FuGenet*^ (Roche|±) ^ffl V 

[0324] <E^£iSt£ffcfB©iH}£ : ifB^HI^Th^^^m^S/a^LfcCHO^J^^DMSO^ 

»#Ut*«Wb^a3fcb3&>c«>(>. 5 m l^^^h^tL^^^/v^ioo /i rf 

2 

^Pi-^^^^ioT/V^^— if?gtt^a'JSb/c 0 $JSteLUMINOUS CT-9 
000D (DIA-IATRONf±) V ^c Q 

[0325] PPAR 6 ICOV vr ra\ mhtifcm%mfrhmv^%m(Di/2m%^^mk& 

©OtS^^/K-irtf-fL, ^^^(DPPAR 6 ^t^ftMB^ttSEC 

50 

[0326] PPAR a t-ol ^TtefSJ^fb'g^^.Sl M M*d £7J?10 M^ioV >T\ DMSO&r 
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[0327] [Jcl66] 



No. 




hPPARtf 




37 






Of-7-3-1 


9.5 


^ -1-3 


9.9 


£-1-15 


1.5 


£-1-8 


11 


£-4-1 


16 


£-5-1 


14 



[0328] [Ja67] 



No. 


hPPAKa 


ljuM 


10/iM 


£ -1-32 


22.9 


44.5 


£-1-33 


18.4 


40.7 



[0329] f£W!|2 CYP2C9^#P£#^:^ 

O^BOSMS. 37°C;®filtS, 0. 25mg/mL(t:H§T$yny— 15pol, Lot. 
210296. 7RSXenoTech|±) 0 
HEPES Buffer (pH7. 4) tpM® 6 (tblT ^ny— J*) , SjC3r_hfB<£> 

/VtWtSo ^^TLCt^^hbT, Wxi^V J*: /V:^=90:10 



WO 2005/054213 
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:l-eJSMU 4*— V^tf-Tf— MOH&14— BAS2000 

mutmm^mj^ icsaniufcfcosra^hn— /mioo%) £u ^m^^^p 

[0330] Dill 68] 



No. 


EC 50 (nM) 
HPPARS 


^ # S 14 

(%) 

CYP2C9 


FaC \=/ o- N 


37 


28 


£ -2-38 


35 


47 
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m^mm 

[1] 5*1(1): 

R 6 

X 3 



(I) 



Ri-\ 0 / 



N R 7 



OS;*, 

tv— /v^i&nn&g&mvxx ^Xh X\ ^nSSl"e3bD, 

R 2 te7k3», ^p^, fcKn^>\ mmS^LTl^il^igmT/v^/K eife^S: 
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r\ r\ R 7 :&J;Tj?R 8 te#*a57;bT7k^ yM^^V, fcKndri/, §i«£MrL-Cl^ 

u—M^y. mM^^x\ ^xhx\ ^ry— ;v^-^tz.\-±mMM^\^x\ ^xi>£ 
/K ^^^rLTi^-obJ^TvvK mM^^x\^x^\^Wcr^;v^;v 

^^^fcitmM^^Xv ^XhX\ ^Ty—;V7,/V^^;VX&Z>) , -CR 12 R 13 CO- 
N - (CR 12 R 13 ) mO-, - (CR 12 R 13 ) mS-^fcfi-O (CR 12 R 13 ) m- Z.XR 12 $o i XfR 

13 fe&* m±^x7km-£tc i^fitT/^/v-efcf) , mfi i - 3(Dmmxfo%) xm, 

x 2 tet^-g\ -o-. -s-. -so-, -so - % -CR 26 =CR 27 -(r^-CR 26 *5j:tm 27 

2 

fe&*m±LVX7km-£tcfem,mT/i'3c/i'Xfoz>) ^ -nr 14 -(^-cr 14 «^k^, 

LTV ^^T/v^/K*/v*~/v£fctegmS^rb-Cv ^xhX^ ^ry — /kx 
, -CR 15 R 16 -(^r^R 15 ^J;tJ^ 16 «^^^37:LT7K**75i«M 
T/v^/v-e*>§) ^fc«-cocR 24 R 25 -(ri-eR 24 *D j:ot 25 «#^ ^57Ib-CzK** 



WO 2005/054213 
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X 3 (iCOOR 17 , C(=NR 17 )NR 18 OR 19 , 



Wb2] 




\ / 



N 



^«^m^^-^t-^oT^^7#j^bTt>J:<,R 6 {iR 1 ^j;t/R 16 ^*^^i- 
5^iIft-*Sl^oti^LUJ;<, R 6 te R 24 £*Mgrr3^I^£ 
-it*otSML-ObJ;<, R 9 ^R 16 i:-^^^oT^^^L-CtJ;<, R 9 

«R 10 ^-!t^^oTm^7T^bTtJ;<,R 9 {*R 25 ^-^^^oT^^^bT^ 
J;<,R 9 ^J:t^ 10 ttR 15 i#tiSt^»i;-^l^otgMLtt)i< 

, R 10 «R 15 ^-^^^oT^^^bT^J:<, R 10 (j:R 15 t#tigt?.K*g^ 

2 



WO 2005/054213 267 PCT/JP2004/017706 

[6] r\ R\ R 7 *5 iU^R 8 }^^ MalLTtK^, ^nH^V, M^^LTl ^T^iV 

<au K 6 itR 14 tmcmmir^i L t-mK^xm^m^xhx<, r 6 «r 9 *3J; 

IFR 10 i:*^«i-^mMT-i:-^^^o-cm^7#^U-Ct>J;<. R 6 te R 9 ^^ 
Si-^^*^i:-^^^oT^^Jf^bTt>J;<,R 6 ^R 15 *5J;^R 16 ^*^P^-r 

s^m^^-^^^oT^^^bTtj:<, r 6 « R 24 tmmmi-%i%mm^-b 

[7] R 9 *5 J;t^R 10 ^#^r M57:b-C7K*^ AP^, ^7/, g#^^L-CV £V 

fB.U R 9 ^itJ«R 10 ^R 6 ^*^^«^*JM^^-^^o-C^^7T^L-C^j;<, 
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